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Tetrazole derivatives represented by general formula (I), nontoxic salts thereof, and drugs containing the same as the active 
ingredient. Because of having an inhibitory effect on the interleukin-lp converter enzyme, the compounds of general formula (I) are useful 
in the prevention and/or treatment of various inflammatory diseases, wherein R 1 represents H, alkyl, alkoxy, a carbocycle, a heterocycle, 
alkyl or alkoxy substituted by a carbocycle or a heterocycle, etc.; AA 1 represents a single bond or (i); AA 2 represents a single bond or (ii); 
or A A 1 and A A 2 may together form a group of formula (a); Y represents a group of formula (b) wherein the Tet ring represents a tetrazole 
ring; Z represents alkylene, alkenylene, O, S, SO, SO2 , NR 24 or alkylene wherein methylene is substituted by O, S, SO, S0 2 or NR 26 ; and 
E represents H, alkyl, COOR 27 or (iii), wherein the Cyc ring represents a carbocycle or a heterocycle. 
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.COOR 19A 



(II-a-2) 



20 
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ftbto ) (in- a -2) 



R lll-a-2-1 

' S U, (, "- a - 2) 

H 



Z\<DKfoii$:&\T*$) f), #lxJ2\ Chem. Pharm. Bull., 2Q, 3450-3452 

(1982) tm^m^x t)i7%frtiz> 0 mmx* (mm, r^^y, m 
10 m) on- a -2) m^m^mmmm wx.\s* 

'Jf)Ay>fVW7n* [LDA] 30 t-20~0t:cD 

fijK-cstt??^ '&btitzvf? Mtm^-titf: en— a — 2 ) izx^xm 

15 (a -3) -*5$; (I -A- a) t/^J^^TOfton, 

R A ~ a « AA 1A ~\ AA 2A - a $7t:(iY A - a (7)^LTV^NH*t^ 

V>-Mfc3^ 1"^^*>-^ (I -A- a -3) 

R Ar*3_ AA 1A-a.3« AA 2A^3_ N _ Y A-a (l-A-a-3) 

20 H 

(sfcfK R A ~ a ~\ AA 1A-a_3 i3<fc A A 2A_a_3 (iR A_a > A A 1 A_a i5 
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AA 2A - a - 3 J/:fiY A - a ^Uv>I.NHl^^LT7^ Kifc£\ X 

\mBtmt&ft*nt>+o ) t^£*i£*^^m-&^ oi-a- 

3) 

5 R A --AA 1A --AA 2A --X A ** <"- a - 3) 

x A - a - 3 {±«i«i* mii^ £*n^> zvmj&^m 

■C^$tLi^»t-jR^ (III- a -3) 

10 

H 2 N-Y^ a (lll-a-3) 

15 zofrBii. Kit, *;i/*^7* ML i/7*b*fc fi 

(1) K*Jflv»*2fifc, 

(2) a#n*6*wtfflv>*m 

20 (3) fc^fcfflvii^SWPtffcfi*, 
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t ^fttf&fiffl&M. (?on^A, mt^f-^y, yxf^x-f)K r 
h7t KD77>f) 0-4 OTC-T&IfcS-tf&ifcKJ: Ofif&fcft£o 

(2) t6^IMR*W*fflv»4*ffitt % Witf, 

5 n (^dd*w, teilff-vy* yxf-/i/x-f >K ThyeKD77 
>30 ^tli|», =»7 5> (tfU3?>, hVxf;V7 5>, v 

(?nn^xfiK ^on^V7*f^f) t, 0 ~ 4 0 °C 
10 "?&Id£h*\ #<bii^?i^«t/^T^tt^Wii (^d*h, & 

(3) HI^J (1, 3-y*v^DA^y;^Hy/f^ K (DCC) , 1 
-x.f-;u-3- [3- (y7f^7^) 7"nE>] fc^SMS K (E 

15 DC) > 2-7nn-i-^fjl/e'Jyx7A37lf) fcfflv>S#fttt, 

nmr^> (e'jy>, h'jxf^rr/, v^;u7-d>, 

20 4 0tt*a£$^iti:J:^^^S o 

i^f. (i) , (2) tsxv (3) oBUBn, ^m^m&irz (r 

^ (^DD*H, WtCtT-Vy^ yXf;l/X-fJK TF7HFD7 
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;^D7>fK, 2ffl-ft'J>, H^bU>^) fc-2 OtHWftfiSTCRtc? 

10 y A fi^Mn7^K, S^t'J HffiffcV >$) t-2 0°C-~ 
= > (e'JyV, j> 'jxf-;P7 5 v> f-^7- V y^W5; 

15 <0ft%t)ti2>o 

(a -3) (I -A- a) ^SftS^aPHfteto©? *», 

R A ->*tAA 1A -\ AA 2A - a S^{iY A - a (75^LTV^NH^^^^ 
LT?W7*S£t^£LTV**Mb#», tft*»t>-«S: ( I — A — a — 4 ) 



(5$4\ RlA-a-4^ jA-a-4^ A A 1 A - a - 4 £ j. jjf A A 2 A - a - 4 (± R 1 ^ 



20 




(l-A-a-4) 
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(»- a - 4 ) 



H _ AA 1A-a. AA 2A-a_ N _ Y A^ 



(ll-a-4) 



(III- a -4) 

R 1A-a-4_ J A-a-4_ H (|||. a -4) 



15 ^7Mi«^i], 5»f- 
W^A7^ b\ ^no^ f- h5t Kn77>f) N, N' 

V v y , ^ f - )v e u v > go o#£T * n *#£t o - 8 o r trjs $ 

20 (b) — JRS (I -A) T^S*l4*SMMfrS**>3 R\ A A 1 A > 
AA 2A £«fctfY A c7^*>^&< lo^T^M^tfSS^f 
fb^> (I-A-b) 

R Ab - AA 1 Ab - AA 2Ab -N- Y Ab (l-A-b) 
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R A -\ AA 1A " b , AA aA_b *J:O r Y A - b li, R\ AA 1A , 
AA 2A i5itfY A a:lHli:iti*^^^1"o fc£U R A ~\ AA 1A ~\ 

^t^ttJo ) -r^S*L**»Wffc^*ii, WTo (b-i) * 
5 fcli (b-2) (OMCiotliltKtW^o 

(b- 1) -to* (I -A-b) t?^5ii**»Wft'&«liWEL/i (a 
-1), (a -2) , (a -3) Sitf (a -4) RM§*>#ttTaj£ S 

*ci/Jj)l< jK- >b Jfc, ^ > v A/ * * v * ;U **- MJ7x-j^f 
10 2- (f'J^f^y'J^) xh^y>f^I^:li F'j7^tn7^f JV 
&*S0 ^MSft^tt^tK -T 4 (II— b — 1 ) 

R A-llb-1__ AA 1A-llb-1_ AA 2A-Hb-1_ N _ yA-llb-1 (ll-b-1 ) 



15 RA-IIb-l^ AA 1A-Ilb-1 % AA 2A-IIb-l ;fe J ;0f Y A - IIb - 1 

fi, R A_b > AA 1A " k , AA 2A " b i5J:O f Y A - b i:|ffH:tl* i S:^^1-o fcrtf 

R A-IIb-l N AA IA_IIb_l > AA 2A-IIb-lj5j-yfY A ~ IIb-l <7)-9 *> 

< £ lo^H&ffjKfclkftTV**?*? y^MS t-7-f 
20 2 - (hV^f^y'i^) if^f->^fJi'ii/:(iMJ7;i/tn7 
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imLnZ>%%m% mm. *?;-)\<. fhnKn77>, v** 

r*Y>m %mm mm. &m. F^^tn^f) <r> 
im^t-tzMmm mm. m&) (ommt<\t^tih 

itz. fr***'* ijn*3*fl#te J: 0 

10 gs) , ^<>-tf>£ ^>-tf^ y s *ryy% mm. 

/L/$) , 7 5 K#> mm. vVW^AT^ K£) , g£$x^;K 

V7^-Ki, /N°yv«7Al, ^y'7A, «^'7V7A, ^gtfbfi 
15 -y^-^, 5*--?**gs) £>#£T\ (Milt tttt, ft 

t h77^D^7p) ifett^r«K mx. 
a. mm. p-v^^>^^^>m. y^fi h'j7;i/tn^ 

^ry^^AfST, o~2 o oTc^ias-cfT^^&o «*fflv^* 
20 f^*fflv>ri J:v\, 

MM mm. *9J-fr. fh5tKo7?^ y*H>, 7-bb> 

30 <k r;u* ';£*©*iitfl:» h y * a, *mc* u * a*§0 , 
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2- (h'J^f^v'J^) xh^y^f;Hi3,tr;b'j7 

ft PI££ ft &v> 0 0|£.lf„ [Protective Groups in Organic 
Synthesis] (T. W. Greene, Wiley, New York (1991)) izffi&Z tit: t> <Di)* 

10 (b-2) (I -A-b) -e^SftS^ftHfltefclittiBLfc (a 

-1) , (a-2) , (a-3) fcitf (a-4) tTO^^^jt? 
*i, ^o^n^^t-Mfc^*, tfcfc (ll-b-2) 

R A-llb-2_ AA 1 A-llb-2_ AA 2A-llb2. N _ yA-Hb-2 (ll-b-2) 

15 

R A-Ilb-2^ AA lA-IIb-2 % AA 2A-IIb-2 j3 J.yr y A-IIb-2 

li, R A ~\ AA 1A "\ AA 2A " b i3J:O f Y A - b t|WJD^i*?r^t)i-o 
U R A - IIb - 2 , AA 1A " IIb -\ AA 2A - IIb - 2 i5ckO f Y A - IIb - 2 cO^ 
4>£< fc«> 10jft*= fnS^ta5:^t^ttS 0 ) T*£ft 
20 *^**a*RJ&^#-f-i:t-i 0*£3*i4o 

an**5MB£l&l*flr§B L K J: o T*t* kit* „ 
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(I) R. AA 1 , AA 2 &£Zf 

5 YO? t>4>£< fc <> lo#-COOH**£#t***£*rNfc'&*, * 
&bt>-ttA (I -B) 

R B - AA 1B - AA 2B — N-Y 8 (I_B) 

10 (A*, R B > AA'\ AA 2B i5J:^Y B ii, R, AA\ AA^-fctfY 
fc£U R\ AA 1B , AA 2B £<tlfY B ?>^ 

< lo^-cooHimti^Sfct. ) 

-frfcii, «HBL7t*ffi-c«3tL7t-*^: (i -a) <3§fiijfc -r*ft£» + 

<a-cooH£j&*t -yf^x^f^S, ^^y^fA'l, r;i/*;u 

fc^fr-tfl^*, t*^*>-fe* (I-A-l) 

R A1 - AA 1A " 1 - AA 2A " 1 — N— Y A " 1 (,_A_1 > 

20 R A ~\ AA lA_1 , AA^-^i^Y*- 1 !*, R\ A A 1 \ A 

A 2A &XVY A tmC*tii*$it>?o fc£U R A ~\ AA 1A ~\ A A 2 A 
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tliM ^>L<(i-ti'b<73^tl t t J 0~90 o C^a 

m&m <d m t tz \t m& zm^x 0 - 4 ow^rnxftttbtiz 0 

tit, K&#TWiJQ*5MBM: t ^x^f)H(7)W^tW(: 
15 ft-&t>tih 0 

2, 2, 2 - h U ^onif-^/x^-f ^IpWHaSJStt&filT**?* #l 
x.tf, P H 4.2-7.2 fcli* fl h <D®m t x h 

z>frztz\m : gmfrv%^'? y o~4 cc^agETtf&^n&o 

20 ^^^J±^I;^a^^i ^> - t X&ZtK A^*>yS«t L 

Ttt t -yf^XriH, ^>v;i/X^r^Si3«):O f 2, 2, 2-hV 

§ &X^&;fU£#K|5l5t$;ri&v\, Mz-\£, TProtective Groups in Organic 
Synthesis] (T. W. Greene, Wiley, New York (1 991 )) KEIfc Ztitzi* Off 
25 R^hti&o ^f,^!!*^^^:^, BWfct* 
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Ztz, (I) ^3ftS*f^ffc£»<0-7^ R^-COOHi 

yimt^i^?f,AA 2 ^-C00HSi/:li7<ySm 

(I-C) 

R C -AA 1C -AA 2C -N-Y C (, " C) 
H 

R c , AA 1C \ AA 2C i5itFY c ii, R, AA\ AA'fcJtfY 
tmtMftZmbto fc/*U R c , AA 1C , AA 2C i5J:tfY c Ot-<T^ 
-C0 0HSI/:(i7 5 y g£^rt&££l^£1\^o Y C *<Z)Z££ 

(i-b) Kx^xmmi. zmtziiR^&m^mnm^-co 

HftA (I-B-l) 

R c -AA 1C -AA 2C -N-Y ce " 1 <'- B " 1 > 
H 

{iR 20 ^-C0 0HS^^1- o ) t^tl^Mfc^tl (III— C — 

1) 



10 



15 
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R 28 

H-N (lll-C-1) 
*R 29 

%t>ti2> 0 

C - l) ^/T^ii^T^ yimUl^AmX^i^fii,, 
10 ?^K> (I) -C/T?a^>*^b^^^ R, AA 1 , AA 

2 i3J:0 f Y^v>-fti^-C0 0H^^/ > :li7 5 J Z>&ZUt> 

u ^oY^<oz^j?t{iR 2o ^7^ h~mzmt>"rtt&®ii-&$: (I- 

15 -JftaS; (II- a - 1 ) 2r£nW?£, J. Med. 

Chem.,37,563(1994), fttfMfttfflK&HI 0623592 

tffir * a Mffir k £ »t h mm, vvnYfritz&T* y * «> * a 

*»Wtc^tt*'C-oflliottifMfcKl3J:0 f ^.|jailtt, **ig#&fci-?** 
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(i) ?JF$tLZ*%mit&totfi L-i /9iEft^*iawffii4* 
(Di l-i p&m»*mtm 

I L-l p&ISl&mBL&tiL (2 OmM HEPES • *lMfc* * A 
Mft pH7.4, 1 OmM ttKb* V * A, 1.5 mM iSfkv^*->'> A, 
10 0.1 mM EDTA £4m 0 -fen -/Ufr^tr) SrfMBLfco 
0«ftO**ft-&**-6V»ttR(&ft (5 0^1), I L-l 
(5 0// 1 ) ©1S« Ac-Tyr-Val-Ala-Asp-MCA fcijfc ( 1 0 0 

// 1 ) *SDx.T, 3 7tXT&S$-£fc„ E x = 3 5 5 n nu Em = 
4 6 0 nm2:-e«:*ajS*ill^t*-ttcJ: »?, I C 50 t^ffiUo * 
15 <Ofe*, m L^*5kWit&®ttl ftM&TVl C 50 IOfeW2 
(1) ©ffc^fcli I Cso* 1 0-03 ? Mt*ofc, ) tlftSii^? 

HEPES (i 4 — - 1 - v > V 7* IV 

20 

EDTAiUfI/>y7 5^H^ &ZTf 

Ac-Tyr-Val-Ala-Asp-MC A 14 T -fe f- * - L - n v - ;l/ - L - ; * V - )V - 

L-77-^-L-7^ , 7r/|-4-^fJl'-?n-7yjV-7-7 5 

25 [#£] 
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a * k WiBf t 1 a o 
5 i9*«w*fiWffl*#t*o-c, 4>*v>mm (in) « 

Etfjfe, <M6&> 7*?^ 

10 ^tSMlcMta^E, £^IJ8S5^ *n->^ AIDS, ARC 

Tf&, ^Att6rt^> «ttft»!E«», B^h07-f- 
20 HfcS; (i) ^Sft**!^^ ^##M$ttflni£> Ztz\± 

^tt, m» mfflb#. vkmmm^i o 

JSLA-Abtz"). lHKloi, lmg^<b 1000 mgW 
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77'J >®v7-*v<7i>?U9«rt3ik mmV) 
25 PK40/:feOtfl:»li, 0g#Jttfctt£S*ia?L»*ih vd 



145 



WO 97/24339 



PCT/JP96/03801 



yL\mm&. x-9 k^gzuzo :©fijs«iii, 
Mtummu mmiox^mmm, wtm* M.mu %m\. mmm 

10 h v v2*hz^\t9^yu<D£i%^ym*^Lx^xi> x^ 0 xyp 

-M<D&&fi&l±. Mz.&*m&ft% 2,868,691 fjriS X 3,095,355 

aiMI. ILflflU SfefBM 7* h-x) , ftflMMbffl 

20 (fllxtf, $<>*5>K, 7X/^^>^) (OX n tammz^/vX^x 

Miitmti&m&omM^ mmmtzumm^mmm^itzim 

25 $mn&^Otzft<DZ<Di&<D$.&y!jtlXl±, X}t-Dttzte.ZtL&±<D 
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S4-<7) fc tb <o*m J: OWrt * 0 * ? * V - * ti h o 

? n v h ^7 7 4 -K «£ £#8£<7)®^ T L C£ X tfH P T L C § 

10 £MfflL£«£^LTV>£ 0 T LC<D7°^- K^;^tt©5 7 1 5 
£fflv\ Mi;< ;^tt©0 5 6 4 2 fcfflnfc 0 y'J* 

yWitffcffiS&FfcvMRM^tt©? 7 3 4 frffiufco 

N- ( (N- (3-7x-Jl/ynn*t^^) — L — 7 

15 7^;l/) -3-T5y-4-*^V-5- (5- (2, 6-v?OD7x 
f h y l -4" )V) ^y?y®L- t -yf;u^f ;u 

(1) jo J: N - ( (N- (3-7x-;uynet-^) -L-'*V-;i/) 
-L-77-^ -3-7<y-4-t^V-5 - (5- (2, 

20 iXfJl' (2) 




(1) 
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(2) 



N- ( (N- (3 -7x-;^d fcf;j--;U) — L — T 

5 -3-7?;-4-t^V-5-7n^^>^i- t 

xXtJI' [J. Med. Chem., 37, 563 (1994) K|E«W*ftK:ioT#jSL 
tz 0 ] (298 mg) WN, N-^f^*M7 5 K (5ml) 
ylb#V?A (144 mg) £5 - (2, 6-y?nD7x^)Mff) x 
YyV-fr (249 mg) £2J0x.£ o R&fl^Sr^fi-C 1 BNH*#Lfco 
10 EiEiI*WK**ijn*., ftttx^A'-CttttiL^o «lttJ»*ft»*ft^ b y 

AM-6 0 0 H (t*;I 0 D »^) '>V*mfflv»tA5A^n-7 

^77^ (?0o*h : ^ ?y -;i^= l oo : i-*50 : l) cto 

TffilU (1) ffc-&* (37 mg) tSXVm 

15 Jfcfll (2) ffc#* (147mg) **il*tl&t:o 

mmmi (1) 

HPTLC : R f 0.33 0.30 (?un*fl/A : ?y-;i/ = l 9 : 

i) ; 

NMR (DMSO) : d 8.89 8.66 ( j at>^tX 1H, d, J=7.9Hz), 
20 8.29 W 8.28 {int>*kX 1H, d, J=7.9Hz), 7.83 ^ttT 7.81 

t 1H, #^ d, J=7.9Hz), 7.53 (2H, d, J=9.0Hz), 7.41 (1H, t, J=9.0Hz), 
7.26-7.11 (5H, m), 5.86, 5.83, 5.79 Rtf 5.75 (£fc-£T 2H, d, 
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J=1 8.0Hz), 4.85 W 4£4(&t>-£X 1H, dt, J=7.9Hz,6.7Hz), 4.35- 
4.06 (£-fr-£T 4H, m), 2.87-2.72, 2.72-2.57 RXf 2.57-2.35 T 
8H, m), 1.94-1.80 (1H, m), 1.40 RXf 1.39 (£-fc-£T 9H, s), 128 
W 1.25 (-nti-ltX 3H, d, J=9.0Hz), 0.80, 0.76 RV 1 0.71 
5 X 6H, d,J=6.7Hz) 0 
Sdfeflll (2) 

HPTLC : R f 0.40 (?on*;i/i, : * 9 j-)V= i 9 : l) ; 

NMR (DMSO) I 5 8.80 Xtf 8.53 (£fr-£X 1H, d, J=7.9Hz), 
8.29 W 8.27 (^MX 1H, d, J=7.9Hz), 7.88 Rlf 7.84 

10 T 1H, ^ d, J=7.9Hz), 7.51 (2H, d, J=9.0Hz), 7.36 (1H, t, J=9.0Hz), 
7.28-7.12 (5H, m), 5.89, 5.83. 5.79 5.71 (£fr-£T 2H, &4 d, 
J=1 8.0Hz), 4.78 W 4.56 (£-*>-£T 1H, dt, J=7.9Hz, 6.7Hz), 4.50 
JSlV 4A9{£t>-£X 1H, s),4.22 Rlf 4.21 (1H, dq, J=9.0Hz, 
7.9Hz), 4.16 SET 4.14 (1H, dd, J=9.0Hz, 7.9Hz), 2.83-2.70 RXf 

1 5 2.70-2.36 (£fc-£T 8H, m), 1 .95-1 .80 (1 H, m), 1 .36 W 1 -37 {£t>-£X 
9H, S),1.24 1.22 {&t>*£X 3H, d, J=9.0Hz), 0.82 , 0.81 
Xtf 0.76 (&t>~£X 6H, d,J=6.7Hz) 0 
%mm\ (3) -1 (6) 

5- (2, 6-^nD7x-JMf^) r h7y-;K7)ft;t>^cffi^ 

20 -r^r h yv-Mt&m*m^x, %mi tnmvmt* lt, jmc 

HJfe^Jl (3) 

N- ( (N— (3-7x^7'Dl;t-Jl') -L-^'J-M -L-7 
y-)U) -3-7^-4-^^rV-5- (5- (4 -^f ;l/7x7^y) 
25 f h7 V — ))/ — \ — 'i }V) s<V9yW - t -7f ^X7,f ^ 



149 



WO 97/24339 



PCT/JP96/03801 




HPTLC : R f 0.21 (?oo*;va : * ?y-;i/= 19:1) ; 

5 NMR (CDCI3) : S 7.64-7.54 (1H, m), 7.35-7.12 (1 OH, m), 6.72-6.61 

(1 H, m), 6.07-6.00 (1 H, m) 5.57 (1 H, d, J=1 8.5Hz), 5.25 (1 H, d, J=1 8.5Hz), 
4.98-4.81 (1H, m), 4.50-4.30 (1H, m), 4.21-4.07 (1H, m), 3.03-2.84, 2.84- 
2.63 Tk& 2.63-2.52 (-g-fr^T 8H, m), 2.34 (3H, s), 2.15-1.95 (1H, m), 
1.42 (3H, d, J=8.0Hz), 1.40 (9H, s), 0.87 W 0.82 {&* 3H, d, 
10 J=6.8Hz) 0 

%mmi (4) 

N- ( (N— (3-7x-;vyn \Z*-fr) -L-XV-AO — L — 7 
y=.)V) -3-7^-4-t^r7-5- (5- (4-^f^7xMy) 
r h 7^-^-2-^1/) ^>?>-$- t -T'f^i^fA' 

15 




HPTLC ! R f 0.27 (?ou*;l/A : * ?y-;t/= 19:1) ; 
NMR (CDCI3) : 8 7.79-7.67 (1H,m), 7.31-6.98 (1 OH, m), 6.40-6.29 
20 (1H, m), 5.69 JgLXf 5.68 T 1H, d, J=17.0Hz), 5.46 RZf 
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5.45 {&t>-£X 1H, d,J=1 7.0Hz), 4.92-4.75 (1 H, m) ( 4.59-4.38 (1H, 
m), 4.32-4.19 (1H, m), 3.01-2.83, 2.83-2.65 RX? 2.65-2.49 (ftt>*£X 8H, 
m),2.33 (3H, s), 2.11-1.80 (1H,m), 1.41 (9H, s), 1.38 (3H, d, J=8.4Hz), 
0.92-0.73 (6H, m) 0 

5 mmmi (5) 

N- ( (N- (3 -7x-)^D -L-^U-^) -L-7 

-3 -7^ y-4-* + V-5- (5-h'J7^n>fj|/7h 
7^-^-2-^1/) ^>?>g£- t - ^^7* 



HPTLC : R f 0.13 Onn*;uA :^^;-jv=19 : l) ; 

NMR (d6-DMS0) : S 9.02-8.92 RXf 8.66-8.55 {ftfr^X 1H, m), 
8.36-8.24 (1H, m), 7.91-7.75 (1H, m), 7.30-7.05 (5H, m), 6.17-6.04 (2H, m), 
15 4.91-4.74 Rlf 4.68-4.50 [&t>-£T 1H, m), 4.32-4.05 (2H, m), 2.90-2.65 
RXf 2.65-2.27 (&t>-$X 8H, m). 2.00-1.75 (1H,m) 1.38 Rlf 1.37 [&t> 
-&X 9H, s), 1.28-1.12 (3H, m), 0.92-0.67 (6H, m) 0 

mmmi (e) 

N- ( (N- (3 -7x-;uyn Ift-^) -L-^'J-fl') -L-7 
20 -3-7<y-4-t^V-5 - (5- (N, N-v^f-;l/7< 




.COO-t-Bu 



10 
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TLC : R f 0.31 (^nn*W : * 9 J-)V= 1 5 : 1) 0 

NMR (d6-DMSO) : S 8.78 Rtf 8.54 {&t>-£X 1H, m), 8.29 
5 (1 H, m), 7.88 (1 H, m). 7.21 (5H, m), 5.61 (2H, m), 4.79 Rtf 4.58 

X 1H, m), 4.19 (2H, m), 2.94 (6H, s), 2.88-2.35 (<£;fo-£T 6H, m), 
1.90 (1H, m), 1.40 (9H, s), 1.23 (3H, m), 0.80 (6H, m) 0 

mm2 (i) 

N- ( (N- (3-7x^J^D \£ *-)]/) -L-A»Ji/lO -L-7 
10 y-^) -3-7S/-4-**7-5- (5- (2, 6-^oa7i 




15 %ti&m\ XmMltzit&W (1) (23 mg) (7)^*7-7-^ (0.17 

m 1 ) im-^^-A- (0.15m 1 ) p 'J7^toft» (2ml) 

*%mtism (1 7mg) fcftfc. 
20 tlc : R f 0.31 (?dd*w : ^ * j-)\>\ s=g= l 8 : i : i ) ; 



152 



WO 97/24339 



PCT/JP96/03801 



NMR (d6-DMSO) : 8 8.93-8.82 Rtf 8.75-8.64 {£-fr^T 1H,m), 
8.33-8.20 (1 H, m), 7.87-7.75 (1H, m), 7.65-7.32 RV 7.32-7.05 {&t>^X 
8H, m), 5.98-5.67 (2H, m), 4.83-4.57 (1H, m), 4.41-4.00 (2H, m), 2.95-2.66 
W 2.66-2.25 (&t>-£X 6H, m), 2.00-1.74 (1H,m), 1.35-1.15 (3H, m). 
5 0.90-0.62 (6H, m) 0 

mmm2 (2) -2 (6) 

uttm-cMLfcflte* (1) <o^^\z%mm\ (2) ~i (6) 
o^»*fflv»-c, %m\2 (1) traaioiifttu i&Rft^ifflst 

10 H»J2 (2) 

N- ( (N- (3-7x;^7*nW-^) -L-^U-;i/) — L — T 
-3-7^-4-t^V-5- (5- (2, 6-^nn7x 




TLC : R f 0.43 (*nn*/UA : 9 J-)\s'M&= 1 8 : 1 : 1 ) ; 

NMR (d6-DMSO) : 8 8.86-8.71 W 8.64-8.52 {&frltT 1H, m), 
8.33-8.18 (1H, m), 7.92-7.80 (1H, m), 7.57-7.43 W 7.43-7.30 (3H, m), 
20 7.30-7.07 (5H, m), 6.00-5.75 (2H, m), 4.79-4.63 W 4.63-4.40 {&t>-£X 
1 H, m), 4.50 (2H, s), 4.27-4.05 (2H, m), 2.78-2.66 RZf 2.66-2.25 
T 6H, m), 1.97-1.75 (1H, m), 1.31-1.15 (3H, m), 0.88-0.68 (6H, m) 0 

%mM2 (3) 
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n — ( (N- (3-7i-^Dto) — L — 7 

y~)v) -3-7? /-4-**v-5- (5- (4 -^^;i/-7^y ^v) 




« I jC CO0H r 



o^O- CH3 



TLC : R f 0.34 (^od*k : ;* i 8 : l : l) ; 

NMR (d6-DMSO) : S 8.78-8.67 W 8.67-8.54 (1H, m), 8.32-8.16 
(1H, m), 7.92-7.80 (1H, m), 7.33-7.08 (9H, m), 5.65-5.30 (2H, m), 4.77- 
10 4.55 (1H, m), 4.35-4.03 (2H, m), 2.77-2.66 JBLV 2.66-2.37 (&t>ltT 6H), 
2.32 (3H, s), 1.98-1.75 (1H, m), 1.30-1.15 (3H, m), 0.87-0.67 (6H, m) 0 

mmm2 (4) 

N- ( (N— (3-7x^;l/7"nt't-^) -L -M'J -)l<) -L-7 
y-)l) -3-7U-4-^V-5- (5- 
15 7^77-^-2-^) ^>r/K 




TLC : R f 0.51 (?nn*j^ : ^ :it=$= l 8 : l : l) ; 

20 NMR (d6-DMS0) I <5 8.86-8.71 8.62-8.52 (1H, m), 8.32-8.18 
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(1H, m), 7.93-7.79 (1H, m), 7.32-7.07 (9H, m), 5.91-5.58 (2H, m), 4.78- 
4.65 TBLtf 4.65-4.49 (1H, m), 4.30-4.06 (2H, m), 2.80-2.68 (2H, m), 2.68- 
2.34 (4H, m), 2.31 (3H, s), 2.00-1 .75 (1 H, m), 1 .32-1 .1 5 (3H, m), 0.87-0.70 
(6H, m) 0 
5 mttiW2 (5) 

N- ( (N- (3-7x^;i/^Dt^-^) -L-MV-;W — L — 7 
7~)V) -3-757-4-** 7 -5- (5-b'J7^D^Wh 
7V~)l>-2-4)\>) *t>9>m 



TLC : R f 0.28 (*nn*;l/A : 7 *7-;u :&m= 1 8 : l : 1 ) ; 

NMR (d6-DMS0) : 6 8.98-8.84 W 8.71-8.59 1H, m), 

8.35-8.22 (1H, m), 7.92-7.77 (1H, m) 7.32-7.06 (5H, m), 6.26-5.90 (2H, m), 
1 5 4.81 -4.54 (1 H, m), 4.35-4.07 (2H, m), 2.92-2.30 (6H, m) 2.01 -1 .85 (1 H, m), 
1.34-1.15 (3H, m), 0.93-0.69 {£* 3H, m). 

%MiM2 (6) 

N- ( (N- (3-71-^n \£*-fr) -L-^'J-A^) — L — 7 
7-)V) -3-7^7-4-^^7-5 - (5- (N, N-'^f*7 5 
20 7) r h77-^-2->f;v) ^7? 7$. h-j7;i/tn^ 



10 
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tlc : R f 0.24 (^np*w : * ? j-fr :S£$= l 5 : l : l ) ; 

NMR(d6-DMSO): 8 8.71 J&XF 8.54 (&t>1tX 1H, d,J=10Hz), 
5 8.28 XV 8.21 (£-fr-£T 1H, d, J=6Hz), 7.88 Xlf 7.84 (£-*>*T 
1H, d,J=10Hz), 7.20 (5H,m), 5.70-5.46 (2H,m), 4.70 W 4.55 {<& 
t>*tX 1H, m), 4.20 W 4.15 (£;b-£T 2H, m), 2.93 (6H, 
S), 2.80-2.40 6H, m), 1.90 (1H, m), 1.23 (3H, m), 0.80 (6H, m) e 

$tt*!3 (1) ~3 (7) 
10 N- ( (N- (3-7i-^-/nlf*-^) -L-A'J-A') - L — 7 

J-JU) -3-7?;-4-t^V-5-7*n^>^i- t-7*f^ 
J.*f ;l/Oftfc> OK 3 - (N- (2- (A^HKn-2-t^V-3S 
- (7x-Jl/*^^7^) 7-fe* t: >- 1 -4 IV) ) ~?u\i*-)l>) 
T\ y-4 - **V-5-7*n^^^^ t -7*f^xXf;KJ. Med. 
15 Chem., 37,563(1994) ICia*0#ifcfc J: oT^JiESitfc. ] £*@ii-f £r 

»W3 (1) 

3- (N — (2- (A^ftl> , D-2-t^V-3S- (7x^;^^ 
20 aK-^T^y) 7-tft?>- 1 -4^) ) 7*ntf^-;u) 7^ 

y - 5 - (5- (2, 6-'^nn7i-Wf*) f ^'/-^-l- 



156 



WO 97/24339 



PCT/JP96/03801 




*iiRifciiS#-P*4: tzmt>-r 0 ttmfcntzz. 
5 fl*j&fcS3*iO>a:v\, L*U ^MW3 (3) ©afroiflcfc^fcto ) 
HPTLC : R f 0.24 : S$x^;l/= 1 : 1) ; 

NMR (CDCI3) : 5 7.80 W 7.64-7.13 (#fc-£-C 10H, m), 5.82, 5.78, 
5.60 RXf 5.52 (&t>-&X 2H, d, J=1 8.0Hz), 5.06-4.78 (3H, m), 
4.34 RXf 4.30 {at>*kX 2H, s), 3.56 (2H, m), 3.12-2.61 (2H, m), 
10 2.33-1.10 (9H, m), 1.42 W 1.41 (£t>-£X 9H, s) c 
(2) 

3- (N- (2- (A^ttKn-2-t^fV-3S- (7xiM* 
**-)i/7^) T4?feT >— 1 ->f A') ) ?V T^J-A—** 
7-5- (5- (2, 6-y?Dn7x^M^) f 2 - 

15 >f;i/) t-rfji/x^t^ 




20 «3fiBH£3*LTV»av\, L*U &8ftfll3 (4) Oi!£0£fl:*£fc+. ) 
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hptlc : R f 0.32 («>*y : &Wt^T)\<= i : l) ; 

NMR (CDCI3) : 8 7.82 RV 7.68-7.10 (^t>*T 10H, m), 5.85-5.50 
(2H, m), 5.13-4.75 (3H, m), 4.60 RV 1 4.57 (£-fc-£T 2H, s), 3.51 
(2H, m), 3.02-2.50 (2H, m), 2.30-1.20 (9H, m), 1.42 RXf 1.40 (£-fr-£*C 
5 9H, s), 

»s$!3 (3) 

3- (N — (2- (A^ttKn-2-**V-3S- (7x^*)b 
#-)I/7^) T4?lf>— 1 — f JU) ) 7nfc?*-jl0 
7-5- (5- (2, 6-^no7x-;Mf^) rh5V-A'-l- 
10 -f/lO t - 7f *i^f X/ 




15 m&fcfeztir^K^o l*u mmm3 (i) ©as«)fi#*Steto ) 

HPT LC I R f 0.29 : ft|fexf-A'= 1 : 1 ) ; 

NMR (CDCI3) : S 7.86-7.08 (10H, m), 5.85-5.38 (2H, m), 5.06 (1H, m), 
4.96-4.72 (2H, m), 4.60, 4.57, 4.33 W 4.28 (^fr-^T 2H, s), 
3.65-3.30 (2H, m), 3.02-2.50 (2H, m), 2.28-1.20 (18H, m) Q 

20 mmm (4) 

3 _ ( N _ ( 2 - (A^tKD-2-*^V-3S- (7ii*i* 



158 



WO 97/24339 



PCT/JP96/03801 



y _5_ ( 5 _ (2, 6-y^nD7x;iMfiH tY9 V-^- 2 - 



*j&*3&$*L-c^4^ 0 l*u mmms (2) ©as©iflE*ftbi-„ ) 

HPTLC : R f 0.42 : W&L^*-A'= 1 : 1 ) ; 

NMR (CDCI3) : $ 7.85-7.10 (10H, m), 5.80-5.43 (2H, m), 5.10 (1H, m), 
1 0 4.82 (2H, m), 4.56 (2H, s), 3.60-3.28 (2H, m), 2.87-2.54 (2H, m), 2.29-1 .20 
(6H, m), 1.46 (3H, d, J=8.0Hz), 1.33 Rtf 1.32 9H, s) 0 

rnxms (5) 

3- (N — (2- (A^rttKn-2-^^rV-3S- {7 jL-)Vii )V 
5^-;i/T^y) 74?£>-l -4/10 ) 7*nbT^-;i/) 7<y-4-*3r 
15 V-5-(5-h'J7A'*0>f->l/T h7V~^-2->f^)^^^^i • 
t -yf^i^f^ 



20 (j^ *liR£fcttS#T?Jb*£fc*£fc1\, J/iS^ctc:^, 




5 
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10 



h p t l c : R f 0.39 > : ft»if^= i : l ) ; 

NMR (CDCI3) : 8 7.89-7.32 (5H, m), 6.05, 5.95, 5.76 W 5.69 (<£ 
fr*kX 2H, d,J=17.5Hz), 5.15-4.75 (3H,m), 3.55 (2H,m), 3.08-2.56 
(2H, m), 2.32-1.20 (6H, m), 1.48 (3H f d, J=7.5Hz), 1.42 (9H, s) 0 

(6) 

3- (N- (2- (A+ftKD-2-t + V-3S- (7x^*jP 
7-5-(5- h U 7*tn>Wh5 , /-*-2-'f*)^^r/» • 




*J6Sa£**LTV»ftv» 0 L^U «#J3 (5) vm<D\Lfc*mbt * ) 

15 hptlc : R f 0.27 (^*^> : *Rxf*= i : i ) ; 

NMR (CDCI3) : 8 7.79 JtiXF 7.62-7.28 {feh-£X 5H, m), 6.06, 6.03, 
5.84 W 5.76 {&tn£X 2H, d, J=17.5Hz), 5.01-4.74 (3H, m), 
3.55 (2H, m), 3.08-2.56 (2H, m), 2.32-1 .20 (6H, m), 1.48 (3H,d, J=7.5Hz), 
1.42 (9H,s)o 

20 nnw3 (7) 

3- (N— (2- (^fHKD-2-*4rV-3S- (7x-/l/*/l/ 
7-5- (5-7z-Wf^f h7V*-^- 1 -4 AO ^>*>$- t 
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5 TLC:Rf0.33 n n : * 9 J ~)V= l 9 : 1 ) ; 

NMR (DMSO-d6) : S 8.77-8.47 (1H, m). 8.22 (1H, d, J=6.6Hz), 7.79 
(2H, m), 7.46 (3H, m), 7.26 (5H, m), 5.65 {2H, m), 5.1 9-4.62 (3H, m), 4.10 
(2H,m), 3.50 (2H, m),2.80 (1H,m), 2.56 (1H, m), 1.99-1.50 (6H, m), 1.40 
(9H,s), 1.36 (3H,m)o 
10 «jfcfl4 (1) -4 (7) 

mmmi-cm^ttz^m en ^hn\^%mmz en ~3 (7) 
©ft#»*fflv»T, %mw2 (1) imkommLx* &tk*l£* 

H»J4 (1) 

15 3- (N- (2- Kn-2-**V-3 S- (7x^M^ 

^7U) 7W>-l-4fr) ) 7ne*-/l/) 7^-4-t + 
V-5- (5- (2, 6-^OD7x-iM^) xh7V*-;i/-i - 

4/i0 ^>?>$ 




161 



WO 97/24339 



PCT/JP96/03801 



*Sft5e?KTV>4v» 0 L*U HifcflU (3) OM^^^to ) 
H P T L C : R f 0.34 0.30 o n : * / -;l/ = 4 : 1) ; 
5 NMR (d6-DMSO) : S 8.57-8.22 (2H, m), 7.80 (2H, m), 7.60-7.30 (6H, 

m), 5.89 (2H, m), 5.00-4.55 (3H, m), 4.32 (2H, m), 3.51 (2H, m), 2.60 (2H, 

m), 2.00-1.43 (6H, m), 1.31 (3H, m)o 
£*M4 (2) 

3- (N- (2- (A^ft Kn-2-t + V-3 S- (7x^^*^ 
10 jK^75;) 7-»ffe?>- 1 -4*) ) 7*ot!*-JP) 7^7-4-** 
V-5- (5- (2, 6-^nn7i-Wf*) xh5V*-^-2- 




fl$itft££ftTV>a:v> 0 L*U HWJ4 (4) O&co^Sr^frl-o ) 
HPTLCiR f 0.41 TkXf 0.32 (^odWA; ^ ?/-;U=4 : 1) ; 
NMR (d6-DMS0) :8.46-8.26 (2H, m), 7.79 (2H, m), 7.60-7.29 (6H, m), 
20 6.06-5.66 (2H, m), 4.96-4.54 (3H, m), 4.49 W 4.43 {&t>ltX 2H, s), 

3.50 (2H, m), 2.61-2.36 (2H, m), 1.98-1.45 (6H, m), 1.29 (3H, m) 0 
mMM4 (3) 

3- (N- (2- (A*ttKD-2-*^V-3S- (7iiJI/i* 
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V-5- (5- (2, 6-y?nD7i-W^) rh^V-^-l- 




M^J^XV^jr^o L*U £»J4 (1) oa£oa#Sr$feto ) 

hptlc : R f 0.37 (^dd*^a : ^;-^=4 : l) ; 

10 NMR (d6-DMSO) : S 8.53-8.26 (2H, m), 7.84 (2H, m), 7.48 (6H, m), 

5.86 (2H, m), 5.15 (1H, m), 4.86 (1H, m), 4.66 (1H, m), 4.34 {&t>*tT 2H, 
s), 3.5 (2H, m), 2.59 (2H, m), 2.02-1.53 (6H, m), 1.33 (3H, m)„ 

%mmA (4) 

3- (N — (2- (A^rttKD-2-t^7-3S- (7i-J^;b 

15 **-;v7^) 7*£\£y-i-<(*') ) ynif*-/u) 7?;-4-t^ 

V-5- (5- (2, 6-v^nn7i-Wf^) rf97 , -;i'-2- 
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(5$*, *liR£fcl±S#T*&£fc£^fc1-o i^ft^ti^, Ufa 
«&fc5£S*iTV>fcV' 0 Lrt'U £»J4 (2) «<7>£#£^;b1-o ) 
HPTLC : R f 0.43 (?an#;uA : ^ ?y-;i/=4 : l) ; 

NMR (d6-DMS0) : 5 8.51-8.21 (2H, m), 7.86 (2H, m), 7.60-7.28 (6H, 
5 m), 6.00-5.68 (2H,m). 5.11 (1H, m), 4.89 (1H, m) r 4.68 (1H, m), 4.50 Rtf 
4.48 (£-fc*T 2H, s), 3.50 (2H, m), 2.53 (2H, m), 2.00-1 .55 (6H, m), 1 .33 
(3H, m) 0 
mmMA (5) 

3- (N — (2- (A^fttKn-2-*^V-3S- (7i — 
10 jK-/UT^y) 7 1 ->f^) ) ^Dlft-iV) 7$J-4-t* 
7-5- (5-bV7;vto>f^f h7V-;i'-2-^^) ^>*>g| 




15 *ttRtJfcfiS#TNfc*£fc«fc1-. 

*a£ft5£3*iTVi*t* 0 1>U HJfcflU (6) <M<7>£#:£^;b1- 0 ) 
HPTLC : R f 0.35 (^od*)VA : > ?y-;k=4 : 1) ; 
NMR (d6-DMS0) Id 8.59-8.16 (2H, m), 8.00-7.76 RTF 7.65-7.40 (£- 
£>-£T 5H, m), 6.29-6.00 (2H, m), 5.13, 4.89 RXf 4.70 {&t>-£T 3H, m), 
20 3.6-3.1 (2H, m), 2.66-2.39 (2H, m), 2.00-1.51 W 1.48-1.05 {?at)*kX 
9H, m) 0 
%MM4 (6) 

3- (N- (2- (^tHFD-2-**V-3S- (7i-;^^ 
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V-5- (5-h'J7^n^f*f f5 , /-*-2-'fA') **>fiy& 



ff£ft5£S*iTi/>fcv>o Ltf»U HifeflU (5) ©&©£#£^fr1- 0 ) 
HPTLC : R f 0.30 RtT 0.24 (^DO^Jl/A! ^ ? y-;u=4 : 1 ) ; 
NMR (d6-DMSO) : <S 8.60-8.30 (2H, m), 8.00-7.70 RXf 7.60-7.30 (£■ 
10 5H, m), 6.36-5.99 (2H, m), 4.95-4.50 (3H, m), 3.6-3.1 (2H, m), 

2.65-2.40 (2H, m), 1.98-1.20 (9H, m) 0 

mmm4 (7) 

3- (N- <2- (A^ftyn-2-t + V-3S- (7i-^*^ 
*-;i/7^y) r-iftfy- 1 ->f ) yon"*-^) 7?;-4-t^ 
15 V-5- (5-7x-;MWf7 > /-^-l-^il') ^>^'/S 




hptlc : R f 0.70 (^nn*;uA:pt^y-;i/:7K=6 : 4 : l) ; 

20 NMR (DMSO-d6) : S 8.40 (2H, m), 7.85 (2H, m), 7.50 (3H, m), 7.27 




5 
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(5H, s), 5.72 (2H, m), 5.22-4.58 (3H, m), 4.14 (2H, m), 3.45 (4H, m), 2.59 
(2H, m). 1.96-1.50 (6H, m), 1.31 (3H, m). 

5- (xK'>»^-*>fA') rYyV-)\< 



if^y7;r*f-h (1.53 g) b MM f-^f- >7-9M K [ (CH 
3 ) 3 SnN 3 ] (3.67 g) t WWL> (20ml) l 4 RIM 

10 ifeLfco &*«Lfco Si*x^-^ (3 0 0ml) 

L, lN&Bfokfcifc (15 0ml) fcJJDx.* S£^3 B*W«#Lfc. 

#ftni,fcB#*%au ?s*u ^m'&.mM-t i>mm\t^m (783 m 

15 g) 

tlc : R f 0.23 (^do^a : * ^y-;P=4 : 1) ; 

NM R (CD30D) : 5 4.22 (2H, q, J=7.0Hz), 4.12 (2H, s), 1 .27 (2H, t, 
J=7.0Hz) o 

##011 (1) 
20 h77-^ 



5 
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TLC : R f 0.25 (^nn*;i/A ;>^-^=19 : 1) ; 
NMR (CD30D) : S 7.74-7.55 (3H, m), 7.50-7.32 (3H, m), 7.20 (1H, d, 
J=16.8Hz) 0 

mm 2 

5 -7x-iHf)l/f F7 V /-^ 



(l)?figLfcft£-»(1.0g)£l 0%^°7V^A-^(200 
mg) £.x?y-;u (40ml) ^«*lt»[3^T\ ^iST 4 BfHit 

TLC : R f 0.25 (?oo*h : ^ i 9 : l ) ; 




N-N 



H 
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NMR (DMSO-d6) : S 7.38-7.10 (5H, m), 3.26-3.12 (2H, m), 3.1 1-2.97 
(2H, m) 0 

1- (4-^^y7x-)M^) f h77-^ 

5 




4 h^v^>y^7< y (27g) h 'jxf;^^V*JM - b 
(52.4ml) tT'Jiti-Y 'J* A (19.2 g) (176ml) 
10 *8 0TC"C1 4*SHit#Lfc, U U 

V * teffl&fkf- b 'J ^ A U l«t b V 

#t>:ftSxf^=i : i) izx^xmmL, 

15 ffc£-*l (17.6 g) fcftfc, 

TLC : Rf 0.34 (^^>:ffi»x^^=i : 1) ; 

NMR (CDCI3) I d 8.46 (1H, s), 7.26 (2H, d, J=8.5Hz), 6.92 (2H, d, 
J=8.5Hz), 5.52 (2H, s), 3.81 (3H, s)o 

mm a 

20 1- (4-^ Ry7x-;Mf;>) -5-/D^f F77-iV 
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Br 




##01 3 -CHifi Ltzitit® (5.0 g ) <Dt h y t: Kn 7 9 V (1 12 m 1 ) 
t N, N.N'.N'-r h7^Wf ^>v75 > (11 m 1 ) »T^^> 
5 M&T\ -6 8TCC 1.67 MOn - WJf -)AA^Vj§i (15.8 
m 1 ) *3D0i.3t o 1 0Mit#Lfc&, (1.36m 1 ) <0 

fb5KKD77> (8ml) &ifc$:ffli&J&-T?iffiT Ltz 0 RliSfi^^ 
- 7 8°C-C3 0#RI8t#U 0TCi?fiK*±8-3H*:fco « 

y'J*W7A^D7 h^77^ (^t>:ftKif^=2 : 1) \Z 
JoTfcSU *0»ttH«r*t4«lft« (2.28 g) 

TLC:Rfo.63 Kt>:ft8if«'=i : D ; 

NMR (CDCI3) I 8 7.29 (2H, d, J=8.5Hz), 6.87 (2H, d, J=8.5Hz), 5.48 
15 (2H, s), 3.80 (3H, s) 0 
##0IJ5 

1- (4-^^y7x-jMfJH -5-^ Kvr h7*/-* 




m^mA^mMLtzit^ (507 mg ) (5m n 
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0 °C~?i- YV K (509 mg) SrSDx.7t 0 RftSte** 0 *CT 

4«*t#L£ 0 E#I^IIL> 1 NJ®K*»«E*Jjn^., 

«Mt*tt^^*'>f At?j£j»L, 5SfitNAM-6 0 0H 

: «=B*jl*-*= 2 : l) KioTflMKU *©*mil**1-*SWMb'& 

ft (355 mg) 

tlc : R f 0.53 :ftii^=i : l) ; 

NM R (CDCI3) : <5 7.24 (2H, d, J=8.5Hz), 6.87 (2H, d, J=8.5Hz), 5.18 
1 0 (2H, S), 4.22 (3H, s), 3.79 (3H, s) c 
###!I6 

5 b*vr b?'/-* 

OCH 3 
N-N H 

15 

##0! 5 fMLfdl:^ (355 mg) ?>7-b b - b V A- (8ml) 
«EU OTCTT^-t-^A-feV bl/- b [CAN] (4.41 g) <D& (6 

mi) *tt*in*.fc. KiEa#»tafiT»iP*i««»L3t. Risa^fc* 
20 Mnm^ f a t , m^msti- v ] ) v j* l , zftst 

L o «S * x - t * -CiSE* L > &0»ttf[ * #1" * mWt^ (66 m g ) 
TLC : R f 0.20 nn*;l/i> : y ? y -;i/ = 4 : 1 ) ; 
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NMR (CD30D) : 6 4.15 (3H, s) 0 

5 -7 ^-frJ^^T Y7*/-)V 




5- (2, 6-y^DD7i-JMf;V) f h57-* (355 rag) t 
5%^7V')A-M (93 mg) fc^^y-^ (8ml) 

10 ?»®u zmmmixnyo&mzGt&mmtitm&tio 

TLC : R f 0.50 (?nn*n \*9 1 8 : 1 : 1) . 

£«0I5 (1) -5 (16 0) 

N- ( (N — (3 -7i-^d tft-Jl^) -L-^'U-;l/) -L-7 
7-JP) -3 -75 /-4 -**V-5 -ro^v^ • 
15 -f ;w £>ft fc> *3 K N ^ Vfr* * v * 3 - 7 5 y - 4 - * 

^V-5-yn^>r/f - t -rf^xXf^ [EP 0623592 HJfe 

mi mm] fc«stifF77-Mi:#* («itf> ###n 
(i) , it«2, mM65tzim%M7-emikitzik£y>}) zm^x. 

20 (1) 

N-^>y>t^y*^«- 3 -7 ? 7-4 - t^rV - 5 - (5- 

(2, 6-/^07x^^1 r h 77*-^- l $ y 
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CI 



o 



5 tlc : Rf 0.45 :ft»xf-A/=3 : 2) ; 

NMR(CDCI3): <J 7.44-7.15 (8H, m), 5.86 (1H, d, J=8.0Hz), 5.69 (1H, d, 
J=1 8.7Hz), 5.55 (1H, d, J=18.7Hz), 5.20 (2H, s), 4.70-4.54 (1H, m), 4.33 
(1H, d, J=16.4Hz), 4.23 (1H, d, J=16.4Hz), 3.10 (1H, dd, J=17.6, 4.4Hz), 
2.76 (1H, dd, J=17.6, 5.0Hz), 1.41 (9H, s) 0 

10 nmrns (2) 

N-^>v;^^ - 3 - 7 5 ; - 4 - t^rV - 5 - (5 - 



tlc : R f 0.66 (^*y-> :»f^=3 : 2) ; 

NMR(CDCI3): 5 7.40-7.10 (8H, m), 5.92 (1H, d, J=8.4Hz), 5.76 (1H, d, 
J=17.7Hz), 5.58 (1H, d, J=17.7Hz), 5.16 (2H, s), 4.70-4.55 (3H, m), 2.99 
20 (1 H, dd, J=1 7.5, 5.0Hz), 2.69 (1 H, dd, J=17.5, 4.8Hz), 1 .41 (9H, s) 0 



15 
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H*«5 (3) 

N-^>v;l/*4rV*^^^- 3 -7^-4-t^V-5- (5 - 



TLC:Rf o.i4(A+t>:ft»ifjv=2: l) ; 

NMR(CDCI3) : 5 7.41-7.14 (10H,m), 5.87-5.73 (1 H, m), 5.32 (2H, s), 
10 5.15 (2H, S), 4.60-4.44 (1H, m), 4.25 RTf 4.04 1H, d, J=17.0Hz), 

3.03 JBlV 2.71 (#* 1H, dd, J=1 7.0Hz, 5.0Hz), 1.43 (9H, s) 0 

£Jfcfl5 (4) 

N-^v>P**v#;i'**-Jl'- 3-7^-4-t^V-5- (5- 



5 




15 




TLC : R f 0.36 (^*V> : ftK^;i/=2 : l) 



20 



NMR(CDCI3) : S 7.42-7.16 (10H, m), 6.05-5.90 (1H, m), 5.78 TkXf 
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5.60 1 H, d, J=1 8.0Hz), 5.16 (2H, s). 4.73-4.56 (1 H, m), 4.26 (2H, s), 

2.98 (1 H, dd, J=1 7.4Hz, 4.4Hz), 2.70 (1 H. dd. J=17.4Hz, 5.0Hz), 1 .41 (9H, 
8). 

%mw$ (5) 

5 3-7^-4-t*V-5- (5- 



NMR(CDCI3) : 5 7.39 (5H,brs), 7.21 (4H, brs),5.97 (1H, d, J=8.9Hz), 
5.53 (1H, d, J=1 8.3Hz), 5.32 (1H, d, J=18.3Hz), 5.20 (2H, s), 4.78-4.56 
(1H, m), 3.07 (1H, dd, J=17.5, 4.2Hz), 2.72 (1H, dd, J=17.5, 4.9Hz), 2.36 
(3H,s),1.39(9H,s) c 
15 H»J5 (6) 

N-^>v;l/t^v*^'-K-^- 3 -75 J -4 -**V-5 - (5 - 
(4-^f^7x/^y) f h7V*-^-2 -'OV) ^>?>$- t - f 




.COO-t-Bu 



"rO" 



(X' 



10 



,COO-t-Bu 



CH 3 



20 
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NM R (CDC 13) : 3 7.38 (5H, brs), 7.1 8 (4H, brs), 5.95 (1 H, d, J=9.0Hz), 
5.71 (1H, d, J=1 7.4Hz), 5.54 (1H, d, J=1 7.4Hz), 5.18 (2H, s), 4.76-4.58 
(1H, m), 3.02 (1H, dd, J=17.6, 4.8Hz), 2.70 (1H, dd, J=17.6, 4.8Hz), 2.35 
(3H.S), 1.42 (9H,s) o 
5 (7) 

N-^>y;i/*^v*;i/**-;i/- 3 -7<;-4-**v-5- (5 - 

(3- t - W7xMy) t Y yV-fr- 1 s<y?>m - t 




NMR(CDCI3): 6 7.42-7.08 (9H, m), 5.97 (1H, d, J=8.8Hz), 5.54 (1H, d, 
J=1 8.0Hz), 5.33 (1H, d, J=1 8.0Hz), 5.19 (2H, s), 4.74-4.60 (1H, m), 3.08 
(1H, dd, J=18.0, 4.0Hz), 2.72 (1H, dd,J=18.0, 4.0Hz), 1.37 (9H, s), 1.31 
15 (9H,s) 0 

nmms (8) 

H-s<yy)V**v1])\>i&-)\<- 3 -T< /-4 -**7-5 - (5 - 
(3-t-W7iy*-» rh7^^-2-^v) s*y?>&> t 

20 
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cr 




NMR(CDCI3) ! S 7.42-7.20 (8H, m), 7.06 (1H, d J=8.0Hz), 5.95 (1H, d, 
J=9.4Hz), 5.71 (1H, d, J=17.7Hz), 5.55 (1H, d, J=17.7Hz), 5.17 (2H, s), 
5 4.73-4.55 (1H, m), 3.02 (1H, dd, J=17.5, 4.6Hz), 2.71 (1H, dd, J=17.5, 
4.9Hz), 1.41 <9H, s), 1.31 (9H, S) 0 

%mms (9) 



NMR(CDCI3): d 7.93 (1H, d J=1 5.9Hz), 7.59 (2H, brs), 7.54-7.18, (8H, 
m), 6.80 (1H, d, J=1 5.9Hz), 5.80 (1H, d, J=8.6Hz), 5.63 (2H, brs), 5.20 (2H, 
15 S), 4.66 (1H, brs), 3.24-3.00 (1H, m), 2.93-2.79 (1H, m), 1.41 (9H, s) D 

%mm 5(10) 

N-^>v^t^v*^^-^- 3 -7 5 J - 4 -**7- 5 - (5 - 



10 
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NMR(CDC13):S 7.76 (1H,dJ=16.5Hz), 7.68-7.31 (10H, m), 7.16 (1H, 
d, J=1 6.5Hz) 5.98 (1H, d, J=9.6Hz), 5.84(1 H, d, J=17.9Hz), 5.67 (1H, d, 
5 J=1 7.9Hz), 5.19 (2H, s), 4.80-4.62 (1 H, m), 3.04 (1 H, dd, J=1 7.4, 4.4Hz), 
2.74 (1H, dd, J=17.4, 4.9Hz), 1.44 (9H, s). 

%nm 5(ii) 

N-^>^^**i/*^#-;U- 3-7^y-4-t^V-5 - (5 - 
7i^)i/xf^r h y V~)V- 1 - >f;u) i> 9 >f& • t -T^L-J^ r 

10 




NMR(CDCI3) : d 7.64-7.05 (10H, m), 5.72 (1H, d, J=9.1Hz), 5.21 (1H, 
15 d, J=1 8.7Hz), 5.18 (2H, s), 5.08 (1H, d, J=18.7Hz), 4.65-4.45 (1H, m), 
3.20-2.85 (5H, m), 2.71 (1H, dd, J=17.7, 5.0Hz), 1.38 (9H, s) 0 

nnms (i 2) 

N-^>'^t^ 3 - 7 5 ; - 4 - t*v - 5 - (5 - 
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.COO-t-Bu 



5 NMR(CDCI3) : S 7.65-7.10 (10H, m), 5.94 (1H, d, J=9.1Hz), 5.79 (1H, 

d, J=1 7.8Hz), 5.62 (1 H, d, J=17.8Hz), 5.19 (2H, s), 4.77-4.57 (1 H, m), 3.30 
3.06 (4H, m), 3.01 (1H, dd, J=17.5, 4.5Hz), 2.72 (1H, dd, J=17.5, 4.8Hz), 
1.43 (9H, s)o 

%mm 5(13) 

10 n-^>v;^^ v*^-^- 3 - 75 / - 4 - t* V - 5 - (5- 



15 hptlc : Rf 0.10 (^t>:^xf^=2 : i) ; 

NMR(CDCI3) : S 7.38 (5H, m), 5.95 (1H, brs), 5.35 W 5.13 (&* 
1H, d,J=1 8.0Hz), 5.18 (2H,s), 4.62 (1H, m), 4.18 (3H,s), 3.03 (1H, 
dd, J=17.0, 4.5Hz), 2.70 (1 H, dd, J=17.0, 5.0Hz), 1.42 (9H, s) 0 

mmm 5(14) 

20 N-^'/Wti'*^^- 3 -7$ J- A -t + V- 5 - (5- 




.COO-t-Bu 
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H P T L C : R f 0.33 > \ K=$.x?-;P = 2 11); 

5 NMR(CDCI3) : 8 7.38 (5H, m), 5.93 (1H, brs), 5.67 JgiV 5.50 {&* 

1 H, d, J=1 8.5Hz), 5.1 6 (2H, s), 4.65 (1 H, m), 4.09 (3H, s), 3.02 (1 H, 
dd, J=17.0, 4.5Hz), 2.71 (1H, dd, J=17.0, 5.0Hz), 1.42 (9H, s) „ 

%mm 5d5) 

N-^>-»t^v*M-^- 3 -7< 7-4 5 - (5 - 
10 (N, N-v^v^T* J) t Y 7*/-)\<-2 ^>*>jft. t 




15 TLC:Rf 0.65 (Mt^:^xf^=2 : 1) ; 

NMR(CDCI3): 5 7.23-7.15 (15H,m), 5.93 (1H, d, J=10.0Hz), 5.61 R 
tf5.45(&* 1H,d,J=17.5Hz), 5.16 (2H,s), 4.72-4.50 (1H,m), 4.61 (4H, 
s), 2.99 RTF 2.70 (&* 1H, dd, J=17.5Hz, 5.0Hz), 1.42 (9H, s) c 

tmm* (i e) 
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N >y>^^rv * J^-^- 3-7^-4-t4V-5 - (5 - 
XOO-t-Bu 

HPTLC:Rf 0.39 (^t>:ftKif^=2 : i) ; 

NMR(CDCI3) ! 8 7.39 (5H, m), 6.04-5.60 (3H, m), 5.20 (2H, s), 4.67 
(1H, m), 3.09 (1H, dd, J=18.0, 4.5Hz), 2.73 (1H, dd, J=18.0, 5.0Hz), 1.42 
10 (9H.S) o 

%mm 5(17) 

H-s*yi?)V**vlj)l>tf-)l'- 3 -7? y-4 -**V-5 - (5 - 
^'J7;^t^^w^7V*-i^-2-^^) t-rf-^-x 




hptlc : R f 0.43 : »Rif^=2 : l) ; 

NMR(CDCI3) : 7.39 (5H, m), 6.04-5.68 (3H, m), 5.19 (2H, s), 4.69 
20 (1H, m), 3.07 (1H, dd, J=18.0, 4.5Hz), 2.73 (1H, dd, J=18.0, 5.0Hz), 1.43 
(9H, s) o 
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mm 5 (i 8) 

N-^>v?;w**v#;l/**^;l/- 3-7^-4-t*V-5- (5 - 

5 

COO-t-Bu 

y^CH 3 
0 



H P T L c : R f 0.36 (^*^ > : S»if-ji/= 2 : i ) ; 

NMR(CDCI3) ! 5 7.44-7.32 (5H, m), 5.94 (1H, d, J=8.0Hz), 5.82 
10 5.68 1H, both d, J=1 8.0Hz), 5.18 (2H, s), 4.66 (1H, m), 4.20 (2H, q, 
J=7.0Hz), 4.00 (2H, S), 3.00 (1 H, dd, J=18.0, 4.0Hz), 2.73 (1 H, dd, J=1 8.0, 
5.0Hz), 1.42 (9H, S), 1.27 (3H, t, J=7.0Hz) o 

%nm$ (1 9) 

N-^yp)V*3ri/1})U*:-)]/- 3 -7< 7-4 -**V-5 - (5 - 
15 ifWfh7 , /-*-l-'f^) t - 7f JUXf ^ 




T L C : R f 0.38 {^*r*)r > I g£$x.^;u = 3:2); 
20 NMR(CDCI3) : d 7.39 (5H, m), 5.95 (1H, m), 5.50 (1H, d, J=16Hz), 
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5.30 (1 H, d, J=1 6Hz), 5.20 (2H, s), 4.63 (1 H, m), 3.30 (2H, q, J=7Hz), 3.05 
(1H, dd, J=17.5, 5 Hz), 2.70 (1H, dd, J=17.5, 5Hz), 1.42 (12H, m) 0 

mm 5 (2 0) 

N v IVt )V#~)l>- 3 -7 5 J - 4 -**V - 5 - (5 - 



TLC:Rf0.54 (A^>:»f;i,= 3:2) ; 
10 NMR(CDCI3) : «5 7.39 (5H, m), 5.95 (1H, m), 5.80 (1H, d, J=16Hz), 

5.60 (1H, d, J=16Hz), 5.16 (2H, s), 4.63 (1H, m), 3.20 (2H, q, J=7Hz), 3.01 
(1H, dd, J=17.5, 5Hz), 2.70 (1H, dd, J=17.5. 5Hz), 1.41 (12H, m) 0 

»#I5 (2 1) 

N-^>y;Vt + y*Jl^f-^- 3 -75 J - 4 - (5 - 

15 (xKv*)^-'M^) r YyV-)V- 1 ->f >u) t 



20 HPTLC:Rf0.26 (^tv :ft8Exf ^=2 : l) ; 




.COO-l-Bu 
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NMR (CDCI3) : S 7.44-7.30 (5H, m), 5.89-5.58 (3H, m), 5.17 (2H, s), 
4.62 (1H, m), 4.18 (2H, q, J=7.0Hz), 4.03 Rlf 3.82 (&* 1H, d, 
J=17.0Hz),3.09 W 2.77 (&* 1H, dd, J=1 7.0, 5.0Hz), 1.42 (9H, 

S), 1.27 (3H, t,J=7.0Hz) o 

5 mmms (22) 




TLC:Rf0.62 (^^r-9-> : &$x^;w=3 : 2) ; 

NMR (CDCI3) : S 7.38 (5H, m). 7.30 RXf 7.22 (£fc-£T 4H, 
d, J=9.0Hz), 5.94 (1H, d, J=10.0Hz), 5.79 (1H, d, J=17.5Hz), 5.60 (1H, d, 
15 J=17.5Hz), 5.18 (2H, s), 4.64 (1H, m), 4.28 (2H, s), 3.00 (1H, dd, 
J=17.5Hz W 5.0Hz), 2.70 (1H, dd, J=17.5Hz RIf 5.0Hz), 1.40 (9H, s)o 

nmms (23) 

( (4-^dd7x^) f b 9 1 -4 )V) s<> ? 

20 >wt • t -rf^«f* 
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CI 



,COO-t-Bu 



0 




S 



TLC:Rf0.46 (^*-9-> : ftSExf-;w=3 : 2) ; 

NMR (CDCI3) :S 7.38 (5H, m), 7.22 (4H, m). 5.80(1 H, d, J=10.0Hz), 
5 5.75 (1H, d, J=17.5Hz), 5.60 (1H, d, J=17.5Hz), 5.20 (2H, S), 4.64 (1 H, m), 
4.28 Rtf 4.08 (ftfo-£X 2H, & * d, J=1 5.0Hz), 3.10 (1H, dd, 
J=17.5Hz RXf 5.0Hz), 2.78 (1H,dd,J=1 7.5Hz TSlV 5.0Hz), 1.40(9H,s) 0 

*tims (2 4) 

N-^>y>t=Sfy*^^-3-7^-4-t^V-5- (5 - 
10 (3-7i^i/7"o^) r hyV-^-2 ->f ^>*>g|- t - 7* 



15 TLC:Rf0.36 (^*-fr> : ftKxf->l/= 2 I 1 ) I 

NMR (CDCI3): 5 7.98 (1H, d, J=9.5Hz), 7.42-7.10 (10H, m), 5.91 (2H, 
S), 5.10 (2H, s), 4.75-4.57 (1H, m) 2.92-2.55 (6H, m), 2.10-1.90 (2H, m), 
1.38 (9H,s) 0 
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nmw5 (2 5) 

N - ^ > y + v * ^ ^ ^ - 3 - 7 ^ / -4-t^rV-5- (5 - 
(3 - 7x-;v^ne;i/) f- b 7 V-JU- 1 ->f ^) t - y 



TLCiRfo.14 Kt>:l|if^=2;i) ; 

NMR (CDCI3) : 5 8.07 (1H, d T J=9.5Hz), 7.42-7.08 (10H, m), 5.71 (2H, 
10 s), 5.11 (2H, s), 4.72-4.57 (1H, m), 2.87-2.54 (6H, m), 2.05-1.84 (2H, m), 
1.38 (9H, s) 0 
mmM5 (2 6) 

N--^> V)l** ; ylnVtf-)V- 3 - 757-4-** V -5 - (5 - 
(2, 6-y^D07x-)^^ry) r h y V~)V- 2 - -T ^) 
15 $ • t -yf-^^^f-^ 



5 



(T 1 





HPTLC : Rf 0.55 : ftKxf ;P=2 : 1) 
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NMR (CDCI3) : S 7.44-7.12 (8H, m), 5.92 (1H,m), 5.70 5.53 
1H, d,J=17.5Hz),5.16 (2H, s), 4.63(1 H, m), 3.01 W 2.69 
1H, dd, J=17.0, 5.0Hz), 1.41 (9H,s) 0 

HJfe^5 (2 7) 

5 N-^>^**V* 3 - T 5y - 4 - *tV - 5 - (5- 

(2, 6-^bd7j-W» 7- hyV-)V- \ -4 )V) ^>f>y 
$ ■ t -7f)mf^ 




10 

HPTLC:Rfo.44 (A*t> : ftixfji/= i : i) ; 

NMR (CDCI3) : d 7.47-7.14 (8H, m), 6.00 (1H, m), 5.69-5.26 (2H, m). 
5.19 (2H, brs), 4.69 (1H, br), 3.08 RTf 2.73 {&* 1H, m), 1.40 (9H, 
s) 0 

15 mnms (2 8) 

N *JfU**i/*A>$-A'- 3 -T W-4-t^V-5- (5 - 
(2-?BU7z-m'>^f»') f h7V*-^-2-^^) ^>?> 
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TLC:Rf0.62 : 3 : 2) ; 

NMR (CDCI3) ! 5 7.38 (6H, m), 7.20(1 H, d, J=6.0Hz), 7.1 0(1 H, d, 
J=6.0Hz), 6.94 (1H, m), 5.95 (1H, d, J=10.0Hz), 5.88 (1H, d, J=1 7.5Hz), 
5.70 (1H, d, J=1 7.5Hz), 5.42 (2H, s), 5.18 (2H, s), 4.65 (1H, m), 3.01 (1 H, 
5 dd, J=1 7.5Hz RXJF 5.0Hz), 2.70 (1H, dd, J=17.5Hz RV 5.0Hz), 1.42 
(9H, s) 0 

mmms (2 9) 

N-^>W^v*;^'-;i/-3-7?;-4-t^v-5- (5 - 

10 & • t -TTfrx-TsTfr 



TLC:Rf 0.48 : mk^^=3 : 2) ; 

15 NMR (CDCI3) : 5 7.38 (6H, m), 7.20 (1H, d, J=6.0Hz), 6.98 (2H, m), 

6.08 (1H, d, J=1 9.0Hz), 5.88 (1H, d, J=10.0Hz), 5.75 {1H, d, J=1 9.0Hz), 
5.50 RXf 5.30 2H, d, J=12.5Hz), 5.18 (2H, s), 4.68 (1 H, 

m), 3.01 (1H, dd, J=17.5Hz RXf 5.0Hz), 2.68 (1H, dd, J=17.5Hz RXf 
5.0Hz), 1.25 (9H,S) 0 

20 %HmS (3 0) 

N-^>v;U**v#;l'**~;l'-3-7^ / - 4 -**V-5 - (5 - 




187 



WO 97/24339 



PCT/JP96/03801 




TLC:Rfo.50 : ^xf-;i/= i : i) ; 

NMR (CDCI3) : .5 7.45-7.30 (5H, m), 5.94 (1H, d, J=10.0Hz), 5.76 (1H, 
d, J=17.0Hz), 5.61 (1H, d, J=17.0Hz), 5.18 (2H, s), 4.75-4.50 (1 H, m), 3.70 
(3H, S), 3.23 (2H,t,J=6.5Hz), 3.00 (lH,dd,J=1 6.0 W 4.5Hz), 2.86 (2H, 
10 t, J=6.5Hz), 2.70 (1H, dd, J=16.0 W 5.0Hz), 1.42 (9H, s) 0 

»0!l5 (3 1) 

N-^>v^^^v*^*'-^-3-T^/-4-^^rV-5- (5 - 
(2 -* f^rv*^f-;i/if;v)f hyV-fr- l -4 >g£ • 

t --f^-)\/S.7sT^ 

15 




TLC:Rfo.25 (^*V> :ftK^^= i : D ; 

NMR (CDCI3) : 5 7.43-7.29 (5H, m), 5.96 (1H, d, J=9.0Hz), 5.68 (1H, 
20 d, J=1 9.5Hz), 5.55 (1 H, d, J=1 9.5Hz), 5.19 (2H, s), 4.72-4.51 (1 H, m), 3.65 
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(3H, s), 3.06 (1H, dd, J=16.5 W 5.0Hz), 2.92 (4H, brs), 2.73 (1H, dd, 
J=16.5 -&XF 5.5Hz), 1.42 (9H, s). 
mmW5 (3 2) 

li-<*>yn'7t*i/l!A'tf-fr-3-T$S-4-**V-5- (5 - 
? • t -y-f-^i^f ^ 



NMR (CDCI3) : * 7.46-7.28 (5H, m), 6.51 (1H, m), 5.98 (1H, m), 5.87 
(1H, d, J=9.0Hz), 5.73 (1H, d, J=17.8Hz), 5.55 (1H, d, J=17.8Hz), 5.11 (2H, 
s), 4.75-4.54 (1H,m), 4.1 8 (2H,s), 3.51 (3H, s), 2.94 (1 H, dd, J=1 7.2 RXT 
4.4Hz), 2.64 (1H, dd, J=17.2Hz JkXf 4.8Hz), 1.36 (9H, s) c 

15 mmm5 (33) 

N-^>y>t^y*H'^-3 -75 7-4 (5 - 




10 



TLC:Rf0.65 (A^rt>:^xf;l/=1 ; l) 



20 
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TLC:Rf o.5i : &®j^;v=3 : 1) ; 

NMR (CDCI3) : d 7.48-7.30 (5H, m), 6.56 (1H, m), 6.18-5.92 (2H, m), 
5.83 (1H, d, J=9.1Hz), 5.44 (1H, d, J=18.4Hz), 5.30 (1H, d, J=18.4Hz), 
5.18 (2H, s), 4.64-4.45 (1H, m), 4.31 (1H, d, J=16.8Hz), 4.12 (1H, d, 
5 J=1 6.8Hz), 3.44 (3H, s), 2.97 (1H,dd, J=17.5 RXf 4.6Hz), 2.66 (1H, dd, 
J=17.5 RV 4.8Hz), 1.43(9H,s) 0 

mmms (34) 

N - y ^ t ^ y * i^f-^ - 3-7^-4-t^rV-5 - (5 - 
(k:''Jy>-2-^W^) fb7'/-^-2-^V) t 
10 -71-)\/J^Z7-)ly 



TLC:Rfo.i6 W>:ft«if^=i : 1) ; 

15 NMR (CDCI3) : 8 8.60-8.46 (1H, m), 7.71-7.54 (1H, m), 7.52-7.07 (7H, 

m), 5.99 (1H, d, J=8.8Hz), 5.80 (1H, d, J=17.8Hz), 5.65 (1H, dd, 
J=1 7.8Hz), 5.16 (2H, s), 4.75-4.50 (1H, m), 4.48 (2H, s), 3.00 (1H, dd, 
J=17.6 RXf 4.8Hz), 2.72 (1H, dd, 17.6 RXf 5.0Hz), 1.41 (9H, s) 0 

mi&W5 (3 5) 

20 N-^>v>**v#^*'-^-3-7^y-4-**7-5- (5- 

(kfU v>-2 -A btf-fr) t h y V-^- l -4 AO ^ypyfti- t 
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TLC:Rf0.07 W/:Sfixf^=i : 1) ; 

NMR (CDCI3) ! S 8.50-8.36 (1H, m), 7.71-7.56 (1H, m), 7.52-7.07 (7H, 
5 m), 6.00 (1 H, d, J=8.2Hz), 5.93 (1 H, d, J=1 8.4Hz), 5.70 (1 H, d, J=1 8.4Hz), 
5.17 (2H, s), 4.77-4.54 (1H, m), 4.33 (2H, s), 3.03 (1H, dd, J=22.1 RXf 
4.6Hz), 2.74 (1H, dd, J=22.1 RXf 5.0Hz), 1.39 (9H, s)„ 

%Mm 5(36) 

N-^^ - 3 - 75 > - 4 - * *V - 5 - (5 - 

10 (tfU v>-3 f h 7V-^-2 ^>9>& - t 



15 TLC:Rfo.6i (*nn*/PA ?/-;n|j=a&= l 8 : l : l) ; 

NMR (CDCI3) : 5 8.80-8.30 (2H, m), 7.70-7.60 (1H, m), 7.50-7.21 (1H, 
m), 5.98 (1 H, d, J=9.2Hz), 5.80 (1 H, d, J=1 7.7Hz), 5.63 (1 H, d, J=1 7.7Hz), 
5.17 (2H,s), 4.75-4.56 (1H, m), 4.27 (2H, s), 3.01 (1 H, dd, J=17.4, 4.6Hz), 
2.71 (1H, dd, J=17.4, 4.9Hz), 1.42 (9H, s) c 

20 mmn 5(37) 
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N-^^v^t^v*^**-^- 3 -7$ 5 - (5 - 



TLC : Rf 0.50 (^DnWA:^;-^:ffil=i 8 : l : l) ; 

NMR (CDCI3) : 5 8.75-8.35 (2H, m), 7.65-7.56 (1H, m), 7.50-7.04 (1H, 
m), 5.80 (1H, d, J=8.5Hz), 5.47 (2H, s), 5.18 (2H, s), 4.66-4.52 (1H, m). 
10 4.20 (1H, d, J=16.4H), 4.02 (1H, d, J=16.4Hz), 3.09 (1H, dd, J=17.6, 
4.5Hz), 2.77 (1H, dd, J=17.6, 5.2Hz), 1.43 (9H, s) 0 

%imh (3 8) 

N-^>^t^v*^-^-3-7^-4-t^V-5- (5 - 
(2, 6-v7^D7x-;Mf;i') r YyV-)^-2 -4 /u) 9 
15 yfk • t -7*f^xf;v 



tlc : Rf 0.45 (^*-9-> :ft»*f«'=2 : D ; 

20 NMR (CDCI3) : 5 7.70-7.15 (6H, m), 7.03-6.70 (2H, m), 5.92 (1H, d, 



5 
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J=9.2Hz), 5.76 (1H, d, J=17.9Hz), 5.58 (1H, d, J=17.9Hz), 5.16 (2H, s), 
4.73-4.52 (1H, m), 4.31 (2H, s), 2.99 (1H, dd, J=17.3, 4.6Hz), 2.69 (1H, dd, 
J=17.3, 4.9Hz), 1.41 (9H, s) 0 

mmms (3 9) 

5 N-^>y^t + y*^f-^-3-7^-4-t^rV-5- (5 - 

(2, 6->*7)Vtn7i-Wf^) Thy V* - )V— 1 — A )]/) ? 

>m ■ t -7"f^iXf;v 




10 

TLC:Rfo.25 : ft»x^^=2 : l) ; 

NMR (CDCI3) : d 7.60-7.10 (6H, m), 7.00-6.85 (2H, m), 5.88 (1H, d, 
J=8.4Hz), 5.66 (1H, d, J=18.7Hz), 5.49 (1H, d, J=1 8.7Hz), 5.19 (2H, s), 
4.74-4.53 (1H, m), 4.07 (2H, s), 3.07 (1H, dd, J=17.5, 4.6Hz), 2.75 (1H, dd, 
15 J=17.5, 4.9Hz), 1.41 (9H,s) 0 

mMM5 (4 0) 

N-^>^t^y*^-^-3-7^-4-t + V-5- (5 - 
(7x-;t/ft) t h 7 7-^-2 --ov) ^>*>$- t-^;^^. 

20 
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.COO-t-Bu fi— ^ 



TLC:Rfo.26 (^*vy : R«x*-/w=2 : 1) ; 

NMR (CDCI3) :<J 7.62-7.49 RtT 7.43-7.29 ( y at>-£T 10H,m),5.93 
5 (1H,d, J=8.5Hz),5.79 Rtf 5.62 (&* 1H, d, J=17.5Hz), 5.16 (2H, 
s), 4.63 (1H.m), 3.00 &V2.70(£* 1H, dd, J=1 7.5, 5.0Hz), 1.40 
(9H, s) 0 

(4 1) 

N-^>W*'>*^-^-3-7 5 /-4-:**V-5- (5 - 
10 (7x-Ht) fhyv'-^-l-^^) t-/f^xx 



15 TLC:Rfo.i9 :ft»x-f^=2 : l) ; 

NM R (CDCI3) : 5 7.58-7.28 (10H, m), 5.94 (1H, d, J=8.0Hz), 5.58 S. 
0* 5.42 1H, d,J=17.5Hz), 5.19 (2H, S), 4.60 (1H,m), 3.04 5. 

Xf 2.70 (&* 1H, dd, J=17.5, 5.0Hz) ( 1.41 (9H, s) 0 

mmmb (4 2) 

20 N-^> v^^rv*^**-^- 3 -7 ^ y - 4 -**7- 5 - (5- 
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( 2 , 7 r- b "7 V-^- 2 - 4 )\>) ^> ? • 

t -7f jvx^f^ 




HPTLC:Rfo.42 : »K^^= 2 : l ) ; 

NMR CCDCI3) :S 7.50-7.23 (8H, m), 5.93(1 H, d, J=8.0Hz), 5.77 R 
If 5&8(&+ 1H, &4 d,J=17.5Hz), 5.16 (2H, s), 4.62 (1H,m), 3.00 #. 
2.69(&* 1H, dd, J=1 7.5, 5.0Hz), 1.39 (9H,s) 0 
10 $lifefll5 (4 3) 

N - ^ V v JV t v * ;V ^' - ;V - 3 - 7 ?y - 4 - 1 ^ V - 5 - (5 - 
(2, 6->^on7x^W) r b^V-^- 1 ->f >tt • 




HPTLC:Rfo.30 :IN»xf-ji/=2 : l) ; 

NMR (CDCI3) : 8 7.50-7.25 (8H, m), 5.98 (1H, d, J=8.0Hz), 5.69 R 
5.52 (&* 1H, d, J=1 7.5Hz), 5.21 (2H, s),4.68 (1H, m), 3.10 R 
20 V s 2.75 1H, dd, J=17.5, 5.0Hz), 1.43 (9H, s) Q 
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nmms U4) 

(2, 6-yVf)i/7i-iMf;H f F7 1 /-^-2-^H ^<y ■$> y 
$ • t -^f^x^r^ 



TLC:Rf0.7i :^^^^=3 : 2) ; 

NMR (CDC13) : 8 7.46-7.20 (5H, m), 7.13-6.92 (2H, m), 5.93 (1H, d, 
10 J=8.6Hz), 5.73 (1H, d, J=1 8.0Hz), 5.55 (1H, d, J=1 8.0Hz), 5.15 (2H, s), 
4.72-4.64 (1H, m), 4.25 (2H, s). 2.98 (1H, dd, J=17.3, 4.4Hz), 2.67 (1H, dd, 
J=17.3, 4.8Hz), 2.38 (6H, s), 1.41 <9H, s) 0 

11*015 (4 5) 

N_^>*;;/U:t-*->;frjU#-/U-3 -7 5 - 4 - **V - 5 - (5 - 
15 (2, t h7'/-^- 1 -4 to) > 

. t -yf^x^f^ 



5 




CH 3 




20 



TLC:Rfo.40 (^**r> : g£$x^;i/=3 : 2) ; 
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NMR (CDCI3) : S 7.50-7.25 (5H, m), 7.18-6.95 (2H, m), 5.80 (1H, d, 
J=8.6Hz), 5.45 (1H, d, J=18.6Hz), 5.31 (1H, d, J=1 8.6Hz), 5.17 (2H, s), 
4.51-4.35 (1H, m), 4.05 (2H, s), 2.98 (1H, dd, J=17.7, 4.6Hz), 2.69 (1H, dd, 
J=17.7, 4.9Hz), 2.18 (6H, s), 1.40 (9H, S) 0 
5 %mms (4 6) 

N-^>y>i + yi/W-^-3-7U-4-t^V-5- (5 - 
(y^DA^fy;Mf^) fh5 , /-*-2-^*) t - 7 



TLC:Rfo.72 W/:ftKxf^=3:2) ; 

NMR (CDCI3) : <5 7.42-7.30 (5H, m), 5.95 (1H, d, J=9.0Hz), 5.78 (1H, 
d, J=17.8Hz), 5.61 (1 H, d, J=17.8Hz), 5.17 (2H, S), 4.72-4.50 (1 H, m), 3.00 
15 (1H, dd, J=17.4, 4.4Hz), 2.84-2.62 (3H, m), 2.00-1.50 (6H, m), 1.42 (9H, s), 
1 .36-0.85 (5H, m) 0 

mms (47) 

N-^>v^**->#JW**-;U-3-7< J-4-**V-5- (5 - 
(v^o^^f v;l^f-;l/) t Yy7-)V- 1 ^<>?>$- t - ~7 

20 f^x^f^ 



10 
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cr 




TLC:Rfo.46 : ft^f^=3 : 2) ; 

NMR (CDCI3) : S 7.45-7.30 (5H, m), 5.85 (1H, d, J=8.8Hz), 5.49 (2H, 
5 s), 5.19 (2H, S), 4.68-4.54 (1H, m), 3.09 (1H, dd, J=17.4, 4.4Hz), 2.75 (1H, 
dd, J=1 7.4, 5.2Hz), 2.54 (2H, d, J=7.2Hz), 2.00-1 .51 (6H, m), 1 .43 (9H, s), 
1 .37-0.80 (5H, m) 0 

mmW5 (4 8) 

N-^>y'Jl/t^v*^'f-;i/ - 3 - 7 5 ; - 4 - t^rV - 5 - (5 - 
10 (4-^f^7x-^ft) f h7 , /-*-2-^) t - 



15 TLClRfO.65 y : ftK^f-^= 3 : 2 ) ; 

NMR (CDCI3) : <J 7.48 (2H, d, J=8.0Hz), 7.42-7.30 (5H, m), 7.17 (2H, 
d, J=8.0Hz), 5.93 (1H, d, J=9.0Hz), 5.77 (1H, d, J=17.8Hz), 5.59 (1H, d, 
J=17.8Hz),5.16 {2H, s), 4.71-4.56 {1H, m), 3.00 (1H, dd, J=17.4, 4.4Hz), 
2.69 (1H, dd, J=17.4, 4.9Hz), 2.35 (3H, s), 1.41 (9H, s) 0 

20 %MMb (4 9) 
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N-^>y)^^y*H'^-3-7? 7-4-^*7-5 - (5 - 




TLC:Rfo.52 (A^>:ft»if-^=3:2) ; 

NMR (CDCI3) : 5 7.53-7.28 (7H, m), 7.18 (2H, d, J=8.0Hz), 5.95 (1H, 
d, J=8.7Hz), 5.57 (1H, d, J=18.4Hz), 5.40 (1H, d, J=18.4Hz), 5.19 (2H, s), 
10 4.73-4.52 (1H, m), 3.04 (1H, dd, J=17.7, 4.6Hz) ( 2.70 (1H, dd, J=17.7, 
4.9Hz), 2.35 (6H, s), 1.43 (9H, s) Q 

mum 5 (so) 

N-^>y^t^y*^*-^-3-75y-4-t + V-5 - (5 - 
15 7*f^X7f;V 




TLC:Rfo.63 :»B6xf-ji/=3 : 2) ; 

20 NMR (CDCI3) : S 7.50 (2H, d, J=B.6Hz), 7.42-7.30 (5H, m), 7.33 (2H, 
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d, J=8.6Hz), 5.93 (1H, d, J=8.8 Hz), 5.80 (1H, d, J=17.6Hz), 5.62 (1H, d, 
J=17.6Hz), 5.17 (2H, s), 4.72-4.56 (1H, m), 3.02 (1H, dd, J=17.4, 4.4Hz), 
2.70 (1H, dd, J=17.4, 4.7Hz), 1.41 (9H, s) 0 

mmM5 (5 1) 

N _^>y;W^^v*;i/^;W-3-7^y-4-t^V-5- (5 - 
(4-^nn7x-Wt) r l -4 fr) *>*y&' t - 




10 

TLC:Rf 0.51 :^K^^^=3 : 2) ; 

NMR (CDCI3) ! S 7.48 (2H, d, J=8.6Hz), 7.43-7.28 (7H, m), 5.94 (1H, 
d, J=9.0Hz), 5.60 (1 H, d, J=1 8.3Hz), 5.44 (1 H, d, J=1 8.3Hz), 5.20 {2H, s), 
4.70-4.54 (1H, m), 3.06 (1H, dd, J=17.6, 4.2Hz), 2.71 (1H, dd, J=17.6, 
15 4.7Hz), 1.43 (9H,S) 0 

mmms (52) 

3 -7 5 y-4-^^rV-5 - (5- 
(tfi;y>-4-^f^) r h7 , /-;V-2-^f^) ^>*>&- t-7*f 

20 
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.COO-t-Bu /T-N 



or 



TLC : R f 0.55 (ft»x^H0 ; 

NMR (CDCI3) : S 8.58-8.48 (2H, m), 7.38 (5H, m), 7.27-7.18 (2H, m), 
5 5.95 (1H, d, J=8.4Hz), 5.83 (1H, d, J=1 7.6Hz), 5.65 (1H, d, J=1 7.6Hz), 
5.18 (2H, s), 4.77-4.50 (1H, m), 4.27 (2H, s), 3.04 (1H, dd, J-17.4 RTf 
4.6Hz), 2.71 (1H, dd, J=17.4 JSW 4.8Hz), 1.42 (9H, s) D 

mmms (53) 

N - ^ > y ^ t ^ v * ^ ?K - ^ - 3 - 7 5y - 4 - 1 V - 5 - (5 - 



15 TLC : R f 0.37 (ftlxfJI') I 

NMR (CDCI3) : <5 8.64-8.50 (2H, m), 7.38 (5H, brs). 7.25-7.11 (2H, m), 
5.75-5.65 (1 H, m), 5.58-5.31 (2H, m), 5.17 (2H, s), 4.69-4.45 (1 H, m), 4.20 
(1H, d, J=16.6Hz), 4.01 (1H, d, J=16.6Hz), 3.19-2.67 (2H, m), 1.43 (9H, s) Q 

SSJftfll5 (5 4) 

20 N - ^ > y y * - 3-7^-4-t^V-5- (5- 
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(3,5 - y?D07x-m) r Yy -A )\<) >® • 




HPTLClRfO.59 (^^r^ > : &$x^;i/ = 2 : 1 ) ; 
NMR (CDCI3) ! S 7.45-7.28 (8H, m), 5.94 (1H. d. J=8.5Hz), 5.84 R 
Xf 5.68 1H, d, J=17.5Hz), 5.17 (2H, s), 4.66 (1H,m), 3.03 R 
Zf 2.71 (#* 1H, dd, J=17.5, 5.0Hz), 1.40 (9H, s)„ 
10 miMM5 (5 5) 

N-^>y>i^v*^^-^-3-75;-4-t^V-5- (5 - 
(3, 5-y7Dn7x^ft) f \>yV-)\>- 1 ->T ;v) • 



CI 




hptlc : Rf o.46 (a^^ : jv=2 : l) ; 

NMR (CDCI3) : 5 7.46-7.30 (8H, m), 5.92 (1H, d, J=8.5Hz), 5.64 R 
Xf 5.48 (£* 1H, d,J=17.5Hz), 5.19 (2H, s), 4.63 (1H,m), 3.07 R 
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V 2.73 1H, dd, J=17.5, 5.0Hz), 1.42 (9H, s) 0 

^66015 (5 6) 

N-^>y>t^v*^-^-3-7?y-4-t^V-5 - (5 - 

(i ->*-inf'j s yy-2, i-vty-z-J**?-*') f f77- 



TLC:Rf0.38 (?oo*w : ^ ^y-;i/=2 0 : 1 ) ; 
10 NMR (CDCI3) : d 7.38 (5H, m), 7.15 (1H, d, J=8Hz), 6.00 (1H, d, 

J=10Hz), 5.79 (1 H, d, J=8Hz), 5.72 (1 H, d, J=1 7Hz), 5.62 (1 H, d, J=1 7Hz), 
5.43 (2H, S), 5.18 (2H, s), 4.61 (1H, m), 3.40 (3H, s), 2.93 (1H, dd, J=18 
RV 5Hz), 2.71 (1H, dd, J=15 5Hz), 1.40 (9H, s) 0 

nmms (5 7) 

15 N-^>y>t^y*M-^-3-7^;-4-t^y-5- (5- 

(l->f;i/f'J<y>-2 ) 4 - ; J*>-3 f^y'- 
)V-\-4)V) s<y$y& - t-7f ^ixt^ 



IX' 




N-CH3 




CH 3 
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TLC:Rfo.32 (?do*ji/a:^;-^=2 0: D ; 

NMR (CDCI3) : S 7.40 (5H, m), 7.13 (1H, d, J=8Hz), 5.93 (1H, d, 
J=1 0Hz), 5.92 (1 H, d, J=17Hz), 5.75 (1 H, d, J=1 7Hz), 5.72 (1 H, d, J=8Hz), 
5.30 (1H, d, J=16Hz), 5.20 (2H, s), 5.09 (1H, d. J=16Hz), 4.68 (1H, m), 
5 3.39 (3H, S), 3.03 (1H, dd, J=17 RXf 5Hz), 2.78 (1H, dd, J=17 RXf 
5Hz), 1.40 (9H, s) 0 

mmms (5 8) 

N-^>y^t^v*^*-^-3-75y-4-t^V-5- (5 - 
(2-^onxfJl/) rl«7 > /-JV-2-^V) t--f*)V 
10 3-7,7- )\s 



TLC:Rfo.68 : l : D ; 

15 NMR (CDCI3) : <J 7.39 (5H, m), 5.94 (1 H, d, J=8.8Hz), 5.82 (1 H, d, 

J=1 7.8Hz), 5.65 (1H, d, J=17.8Hz), 5.18 (2H, s), 4.72-4.60 (1H, m), 3.92 
(2H,t, J=7.0Hz), 3.39 (2H, t, J=7.0Hz), 3.02 (1 H, dd, J=17.4 W 4.2Hz), 
2.72 (1H, dd, J=17.4 W 4.8Hz), 1.43 (9H, S) 0 

%mm 5(59) 

20 N- / <>i ; ^t^y*^*-^-3-7<;-4-t^y-5- (5- 

fh7V*-^-l-^V) t-^f-A/ 




COO-t-Bu 
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CI 



o 



TLC:Rfo.46 Ktv:SKW=i : 1) ; 

NM R (CDCI3) : S 7.39 (5H, m), 5.79 (1H, d, J=8.2Hz), 5.74-5.49 (2H, 
5 m), 5.20 (2H, s), 4.70-4.52 (1 H, m), 3.92 (2H, t, J=7.0Hz), 3.24-3.02 (3H, 
m), 2.77 (1H, dd, J=17.4 Rtf 5.2Hz), 1.44 (9H, s) 0 

mmm 5 ( 6 0 ) 

N-^>v^**v#^**-^-3-7^y-4-**7-5- (5 - 
10 il/XXfJl' 



HPTLC:Rf 0.35 (^*^ y : ffi&3-*)V= 2 : l ) ; 

15 NM R (CDCI3) : 8 8.36 (2H, d, J=7.0Hz), 7.73-7.29 (3H, m), 7.37 (5H, 

m), 6.11-5.74 (3H, m), 5.18 (2H, s), 4.73 (1H, m), 3.05 2.77 (&* 
1H, dd, J=17.0, 5.0Hz), 1.42 (9H, s)o 

mmm5 (6D 

N-^>->*;i/**v#^#*-;u-3-7<y-4-**v-5- (5 - 
20 (7x-;^;^-f) r h 5'/-*- 1 ->f/u) 
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5 hptlc : Rf 0.47 (A*t^ : ftKxf jp=2 : i) ; 

NM R (CDCI3) : S 8.42 (2H, d, J=7.0Hz), 7.70 (1H, t, J=7.0Hz), 7.54 
(2H, t, J=7.0Hz), 7.46-7.29 (5H, m), 6.12-5.74 (3H, m), 5.20 (2H, s), 4.78 
(1H,m),2.97 2.71 (&+ 1H, dd, J=17.5, 5.0Hz), 1.36(9H,s) 0 

nnws (6 2) 

10 N-A>y)V^^ry*;^-^-3-7^-4-i^V-5- (5- 

(2 - £ n n- 6 -7i^o-7x-^^f^) f- h 7 7-^- 2 - >f 
;v) t -7f w^f ;p 




15 

TLC:Rfo.74 (^*y-> : : D ; 

NMR (CDCI3) : 5 7.46-7.30 (5H, m), 7.25-7.18 (2H, m), 7.10-6.95 (1H, 
m), 5.94 (1 H, d, J=8.6Hz), 5.77 (1 H, d, J=1 7.8Hz), 5.58 (1 H, d, J=1 7.8Hz), 
5.16 (2H, s), 4.70-4.55 (1 H, m), 4.44 (2H, s), 2.99 (1 H, dd, J=17.4, 4.5Hz), 
20 2.68 (1H, dd, J=17.4, 4.8Hz), 1.41 (9H, s). 
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5(63) 

N - ^ v v y * - 3 - 7 ? S-4-**V-5 - (5 - 

(2-^DO-6-7*3i-D-7x-Wf^ r h 7 7*-^- 1 - 4 



TLC:Rf0.51 (^^r-9-> :^x^;u=l : 1) ; 

NMR (CDCI3) : 5 7.50-7.30(5H, m), 7.30-7.16 (2H, m), 7.10-6.94 (1H, 
10 m), 5.88 (1 H, d, J=9.1 Hz), 5.68 (1 H, d, J=1 8.7Hz), 5.52 (1 H, d, J=1 8.7Hz), 
5.19 (2H, s), 4.70-4.55(1 H, m), 3.10 (1H, dd, J=17.6, 4.6Hz), 2.76 (1 H, dd, 
J=17.6, 4.8Hz), 1.41 (9H, s) Q 

%mmb (6 4) 

N-^>v^^ + v*^*'"^-3 -75 J - 4 -**V- 5 - (5 - 
15 (y^DA^y^ft) r h7V-^- 2 ->f/lO ^^Sfc- t -7^ 



5 




CI 




20 



TLC:Rf0.42 (A^f>:^xfJl/=l : l) ; 
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NMR (CDCI3) : S 7.44-7.30 (5H, m), 5.95 (1H, d. J=9.4Hz), 5.79 (1H, 
d, J=17.8Hz), 5.61 (1H, d, J=17.8Hz), 5.18 (2H, s), 4.75-4.60 (1H, m), 
3.72-3.50 (1H, m), 3.03 (1H, dd, J=17.4, 4.4Hz), 2.71 (1H, dd, J=17.4, 
4.8Hz), 2.20-1.30 (10H, m), 1.42 (9H, s). 

5 (6 5) 

N-^> i/frX^i/Hj )l<tf-fr- 3-T< S -4-**V-5- (5- 



TLc:Rfo.28 :»lfeif-^=i : D ; 

NMR (CDCI3) : 5 7.48-7.30(5H, m), 5.96 (1H, d, J=8.4Hz), 5.49 (1H, 
d, J=18.3Hz), 5.31 (1H, d, J=18.3Hz), 5.19 (2H, s), 4.72-4.57(1 H, m), 
15 3.91-3.72 (1H, m), 3.06 (1H, dd. J=17.6, 4.3Hz), 2.70 <1H, dd, J=17.6, 
4.9Hz), 2.20-1.20 (10H, m), 1.43 (9H, s) 0 

mmms (6 6) 

K _^>y>t^y*^*-^-3-T5y-4-t + y-5- (5 - 
(4-> h^y7x-H*) fh7^^-2-^H ^>*>B£- t 
20 -7*f^f ^ 



10 
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TLC:Rf0.50 (^t>:ft»xfji/=i : l) ; 

NMR (CDCI3) : S 7.56 (2H, d, J=8.9Hz), 7.45-7.30 (5H, m), 6.90 (2H, 
5 d, J=8.9Hz), 5.93 (1H, d, J=9.2Hz), 5.75 (1H, d, J=17.8Hz), 5.58 (1H, d, 
J=17.8Hz), 5.16 (2H, s), 4.72-4.55 (1H, m), 3.81 (3H, s), 2.97 {1H, dd, 
J=17.3, 4.3Hz), 2.68 (1H, dd, J=17.3, 4.9Hz), 1.41 (9H, s) Q 

*»J5 (6 7) 

N-^>v;w**v#;i'**-;i/- - 4 -**v-5 - (5 - 

10 (4-^b^v7x^f*) t Y?V-)\>- l t 




15 TLC:Rf0.43 (^^"9" > : B^K-xf-^= 1 : 1 ) ; 

NMR (CDCI3) : 6 7.51 (2H, d, J=8.9Hz), 7.45-7.32 (5H, m), 6.90 (2H, 
d, J=8.9Hz), 5.97 (1H, d, J=9.2Hz), 5.57 (1H, d, J=18.4Hz), 5.40 (1H, d, 
J=18.4Hz), 5.20 (2H, s), 4.71-4.55 (1H, m), 3.81 (3H, s), 3.05 (1H, dd, 
J=17.5, 4.4Hz), 2.75 (1H, dd, J=17.5, 4.9Hz), 1.43 (9H, s) c 

20 nmw5 (6 8) 
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N-^>y>i^y*M-^-3-7^ J -A -**V-5- (5 - 



tlc : Rf 0.52 (A^t>:jf^8xfX/=2 : l) ; 

NMR (CDCI3) : 8 7.51-7.16 (9H, m), 5.93 (1H, d, J=9.4Hz), 5.84 (1H, 
d, J=1 7.8Hz), 5.66 (1 H, d, J=17.8Hz), 5.1 8 (2H, s), 4.73-4.54 (1 H, m), 3.03 
10 (1H, dd, J=17.4 RV 4.8Hz), 2.71 (1H,dd, 17.4 »tf 4.6Hz), 1.42 (9H, 

S)c 

mnms (6 9) 

N-^>y>t + v*^-^- 3 - 7^ - 4 - t^ V - 5 - (5 - 
(2-^no7x-ii/ft) fh5V-*-l->f^) t- 
15 ^f;ViXfJl' 



tlc :Rf 0.40 (A^>:ftixf^=2 : D ; 

20 NMR (CDCI3) : S 7.58-7.00 (9H, m), 5.95 (1H, d, J=9.0Hz), 5.67 



5 





210 



WO 97/24339 



PCT/JP96/03801 



(J=1 8.4Hz), 5.50 (1H, d, J=18.4Hz), 5.20 (2H, s), 4.74-4.52 (1H, m), 3.05 
(1H, dd, J=17.6 W 4.2Hz), 2.71 (1H, dd, 17.6 JkTf 5.0Hz), 1.41 (9H, 
s). 

£ffcfl5 (7 0) 

5 N-^>*W*'>*M-JI'-3-75>'-4-**y-5- (5- 

(2,4 -^DD7x^ft) T h 9 2 ->f/U) «>9 >g£ • 

t -7?-)\/3-ZtA' 




10 

TLC:Rf0.30 (^>:»f^=4 : 1) ; 

NMR (CDCI3) I d 7.48 (1H, d, J=2.2Hz), 7.46-7.31 (6H, m), 7.23 (1H, 
dd, J=8.4 RXf 2.2Hz), 5.93 (1H, d, J=9.0Hz), 5.84 (1H, d, J=17.8Hz), 
5.66 (1H, d. J=17.8Hz), 5.18 (2H, s), 4.75-4.52 (1H, m), 3.03 (1H, dd, 
15 J=17.6 JSLV 4.4Hz), 2.71 (1H, dd, J=17.6 W 4.8Hz), 1.42 (9H, s) c 

%mm 5(7i) 

N-^>yJ^^v*^*-^-3-7?y-4-t^rV-5- (5 - 
(2,4 -y?no7i-Ht) f h5*/->U- 1 - AM) 9 >WL • 

20 
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cr 




• CI 



TLC!Rf0.23 (^*V-> :&®jl1-)I,= 4 : l) ; 

NMR (CDCI3) : <? 7.53 (1H, d, J=8.4Hz), 7.47 (1H, d, J=2.4Hz), 
5 7.45-7.32 (5H, m), 7.27 (1 H, dd, J=8.4 R If 2.4Hz), 5.94 (1 H, d, J=9.6Hz), 
5.68 (1H, d, J=1 8.6Hz), 5.51 (1H, d, J=18.6Hz), 5.20 (2H, s), 4.76-4.52 
<1H, m), 3.07 (1H, dd, J=17.6 RXf 4.6Hz), 2.72 (1H, dd, J=17.6 RXf 
4.6Hz), 1.41(9H, S) 0 

mmms (7 2) 

10 N-^>v;V**v#^**-^-3-7^-4-**V-5- (5- 

* • t -/f^i^f^ 



TLC:Rfo.7i : i?xf^x-fji'=2 : l) ; 

NMR (CDCI3) : d 7.39-7.20 (8H, m), 5.92 (1H, d, J=8.8Hz), 5.74 (1H, 
d, J=17.4Hz), 5.55 (1H, d, J=17.4Hz), 4.65-4.55 (1H, m), 3.00 (1H, dd, 
j=4.4, 17.4Hz), 2.69 (1H, dd, J=4.6, 17.4Hz), 2.52 (3H, s), 1.40 (9H, s) 0 
20 mmM5 (7 3) 




15 
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(2-^nn-6-^f^7x-W) t }• y */— )\/— 1 —4 ^> 




TLC:Rf0.55 (^>*'>:yif^-fJi/=2 : l) ; 
NMR (CDCI3) : .5 7.43-7.23 (8H, m), 5.97 (1H, d, J=9.4Hz), 5.66 (1H, 
d, J=1 8.6Hz), 5.49 (1H, d, J=18.6Hz), 4.70-4.60 (1 H, m), 3.08 (1H, dd, 
10 J=4.4, 17.2Hz), 2.74 (1H, dd, J=4.6, 17.2Hz), 2.58 (3H, s), 1.43 (9H, s). 

mmms (74) 

N-^>-»t^y*J^-il'-3-7?7-4-t^y-5- (5 - 
9 ■ t -7*fJVi^f^ 




TLC:Rf0.59 (A^rt>:ftixf^=2 : 1) ; 

NMR (CDCI3) : $ 7.60 (s, 4H), 7.38 (s, 5H), 6.0-5.6 (m, 3H), 5.18 (s, 
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2H), 4.7-4.6 (m, 1H), 3.05 (dd, J=4.3, 17.5Hz, 1H), 2.72 (dd, J=4.8, 17.5Hz, 
1H), 1.42 (s, 9H) 0 

WJ5 (7 5) 

N - ^ > y ^ v * - 3 - 7 ^ - 4 - 1 V - 5 - (5 - 

5 (4 _ j. ij 7Din^f ;l/7x-J^t) t Y yV-)V- l ^> 




10 TLC:Rfo.43 (A^t>:»f^=3 : i) ; 

NM R (CDCI3) : d 7.61 (s, 4H), 7.38 (s, 5H), 6.0-5.9 (m, 1 H), 5.7-5.4 
(m, 2H),5.20 (s, 2H), 4.7-4.6 (m, 1H), 3.07 (dd, J=4.3, 17.6Hz, 1H), 2.71 
(dd, J=4.0, 17.5Hz, 1H), 1.41 (s, 9H) 0 

-mm 5(76) 

15 N _^ > y';i/^-^ y * - 3-7?/-4-t^V-5- (5- 

{±79 U>-2 -4 )V±*) f 1^77-^-2-^1') s<>9>Wl- t 




20 
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TLC:Rf 0.47 (^*V> : &®^?)\s=7 : 3) ; 

NMR (CDCI3) : S 8.08 (1H, d, J=1.5Hz), 7.87-7.73 (3H, m), 7.62-7.43 
(3H,m), 7.41-7.25 (5H, m), 5.93 (1H, d,J=8.6Hz), 5.79 {1H, d, J=1 7.7Hz), 
5.62 (1H, d, J=17.7Hz), 5.15 (2H, s), 4.71-4.56 (1H, m), 3.00 (1H, dd, 
5 J=17.5. 4.4Hz), 2.69 (1H, dd, J=17.5, 4.9Hz), 1.39 (9H, s) 0 

nMM5 (7 7) 

N _^ y*j)Vjr* v ij n>#=.)V- 3 -7 5 J - 4 - * *r V - 5 - (5 - 
(1-7 9 vy-2 -4 JUT*) f \y l *>9>U> t 

10 




TLC:Rf0.35 :&&x.Tfr=7 : 3) ; 

NMR (CDCI3) : S 8.06 (1H, s), 7.88-7.75 (3H, m), 7.61-7.46 (3H, m), 
15 7.43-7.30 (5H, m), 5.92 (1H, d, J=8.8Hz), 5.59 (1H, d, J=18.3Hz), 5.44 (1H, 
d, J=1 8.3Hz), 5.17 (2H, s), 4.65-4.52 (1H, m), 2.98 (1H, dd, J=17.5, 4.4Hz), 
2.66 (1H, dd, J=17.5, 4.9Hz), 1.42 (9H, s) Q 

mmms (7 8) 

N-^>y>t^y*W-^-3-7^ J -4 -**V- 5 - (5 - 
20 (4 - t -TT)V7 jl-)VT*) t F5 , /-A'-2 ^> 9 >Wt • 
t -^T^J-^tP 
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TLC:Rfo.49 (<^Ws :»Kxf-^/=7 : 3) ; 

NMR (CDCI3) : d 7.51 (2H, d, J=8.6Hz), 7.45-7.30 (7H, m), 5.94 (1H, 
5 d,J=8.8Hz), 5.78{1H,d,J=17.8Hz), 5.60 (1H, d, J=1 7.8Hz), 5.16 (2H, s), 
4.70-4.56 (1H, m), 3.01 (1H, dd, J=17.4, 4.4Hz), 2.69 (1H, dd, J=17.4, 
4.8Hz), 1.41 (9H,s), 1.30(9H,s) o 

nmms (79) 

N-^>v^t^y*i^"^-3-7^-4-t^fy-5- (5 - 
10 (4 - t -7*f;V7x-;l/ft) t F7 V /-^- 1 -4 fr) ^> 9 • 
t -yf^Vx^T^ 



15 tlc : Rf 0.34 ^=7 : 3) ; 

NMR (CDCI3) : S 7.47 (2H, d, J=8.7Hz), 7.42-7.30 (7H, m), 5.95 (1H, 
d,J=9.2Hz), 5.57 (1H,d,J=1 8.4Hz), 5.41 (1 H, d, J=1 8.4Hz), 5.19 (2H. s), 
4.68-4.53 (1H, m), 3.03 (1H, dd, J=17.4, 4.4Hz), 2.69 (1H, dd, J=17.4, 
4.9Hz), 1.42 (9H,s), 1.30 (9H, s) Q 
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$mW5 (8 0) 

N _^ > y y * ^^-^ - 3 - 7 5 /" - 4 -**V- 5 - (5 - 
( 4 _ j, y 7^tD^f*^->7i^Hi) r h 7'/-^- 1 -4 

5 




TLC:Rfo.3i :ftSfcxf-^=3 : l) ; 

NM R (CDCI3) : S 7.7-7.5 (m, 2H), 7.5-7.3 (m. 5H), 7.3-7.2 (m, 2H), 
10 5.94 (d, J=8.5Hz, 1H), 5.63 (d. J=18.4Hz, 1H), 5.46 (d, J=1 8.4Hz, 1H), 
5.20 (S, 2H), 4.7-4.6 (m, 1H), 3.10 (dd, J=4.4, 17.6Hz, 1H), 2.71 (dd, J=4.9, 
17.6Hz, 1H), 1.42(s,9H)o 

%mm5 (s i) 

15 (4 - h'J7;vtn>f;^^y7x-;i/f*) 




20 TLC:Rfo.37 (^*-9- y : ft£x^/p= 3 : l ) ; 
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NM R (CDCI3) : a 7.7-7.5 (m, 2H), 7.5-7.3 (m, 5H), 7.3-7.2 (m. 2H), 
6.0-5.9 (m, 1H),5.86 (d, J=17.7Hz, 1H), 5.68 (d, J=17.7Hz, 1H), 5.17 (s, 
2H), 4.7-4.6 (m, 1H), 3.00 (dd, J=4.4, 17.5Hz, 1H), 2.70 (dd, J=4.8, 17.5Hz, 
1H), 1.41 (s, 9H) 0 

5 ^MMS (8 2) 

N-^>V** + '>*^-*-3-75 J - 4 -**V-5 - (5 - 
(2, 3, 6- MJ^DD7x^;i/ft) r Y 7V-)i<- 2 -4 fr) ^> 
* >tt • t -"/f-^xxr^ 




TLC!Rf0.55 (^>-tf> : yif^x-f^= 1 o : 1 ) ; 
NMR (CDCI3) : 8 7.51-7.35 (7H, m), 5.92 (1H, d, J=8.8Hz), 5.78 (1H, 
d, J=17.8Hz), 5.59 (1H, d, J=17.8Hz), 5.17 (2H, s), 4.63-4.60 (1H, m), 3.08 
15 (1H, dd, J=4.8, 17.6Hz), 2.71 (1H, dd, J=5.0, 17.6Hz), 1.41 (9H, s)o 

mmm5 (8 3) 

N_^>v?;l/^i|rv*^**-^-3-7<y-4-^^ry-5- (5 - 
(2, 3, 6-PJ^nn7i-W) r h y l -4 ^> 
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TLC:Rfo.37 : yxf^x-f;^ l o : l ) ; 

NMR (CDCI3) : d 7.53-7.33 (7H, m), 5.98 (1H, d, J=9.4Hz), 5.70 (1H, 
5 d, J=1 8.4Hz), 5.54 (1 H, d, J=18.4Hz), 5.21 (2H, s), 4.76-4.64 (1 H, m), 3.1 2 
(1H, dd, J=4.4, 17.6Hz), 2.76 (1H, dd, J=5.0, 17.6Hz), 1.43 (9H, s) 0 

mmms (8 4) 

N-^>v>**v#Jl/*'-^-3-7<y-4-**V-5- (5 - 
(2, 4-y^f^7x-Wt) f -J )V) iyf • 

10 t-rf^fA' 




TLC:Rf0.53 (^+-9"> : ft*i^=7 I 3) I 
15 NMR (CDCI3) I 5 7.49 (1H, d r J=7.9Hz), 7.45-7.30 (5H, m), 7.11 (1H, 

S), 7.01 (1H, d, J=7.9Hz), 5.94 (1H, d, J=9.1Hz), 5.76 (1H, d, J=17.8Hz), 
5.57 (1H, d, J=17.8Hz), 5.16 (2H, s), 4.72-4.55 (1H, m), 3.01 (1H, dd, 
J=17.8, 4.4Hz), 2.68 (1H, dd, J=17.8, 4.7Hz), 2.39 (3H, s), 2.33 (3H, s), 
1.41 (9H,S) 0 
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mmms (8 5) 

(2, 4 -y>fJl/7x-Ht) T h77*-^- 1 ->f AO • 



TLC:Rf0.36 {^**yy : gfc$x^;w=7 : 3} ; 

NMR (CDCI3) : S 7.46-7.31 (6H, m), 7.13 (1H, s), 7.02 (1H, d, 
10 J=7.7Hz), 5.96 (1H, d, J=9.2Hz), 5.56 (1H, d, J=1 8.4Hz), 5.39 (1H, d, 
J=1 8.4Hz), 5.20 (2H, s), 4.70-4.54 (1H, m), 3.05 (1H, dd, J=17.5, 4.4Hz), 
2.70 (1H, dd, J=17.5, 4.8Hz), 2.37 (3H, s), 2.32 (3H, s), 1.42 (9H, s)„ 

»^J5 (8 6) 

N-^V'W^i^-S-T? >>-4-**7-5- (5 - 
15 (2, 5 -y?OD7x-Ht) r h 7*/-)V- 2 ->fflO >® • 



5 



0~' 




CH 3 




20 



TLC:Rfo.72 (^t>:ftSi^=3 :2) ; 
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NMR (CDCI3) I S 7.55-7.30 (6H, m), 7.30-7.17 (2H, m), 5.94 (1H, d, 
J=9.0Hz), 5.87 (1H, d, J=17.5Hz), 5.69 (1H, d, J=17.5Hz), 5.18 (2H, s), 
4.73-4.59 (1H, m), 3.05 (1H, dd, J=17.6, 4.0Hz), 2.71 (1H, dd, J=17.6, 
4.8Hz), 1.42 (9H,S) 0 

5 mmw5 (8 7) 

N-^>y)bt^y*)^-^- 3 -7 5 J - 4 -t^V- 5 - (5 - 
(2 , 5-y^n7x-Wt) f YyV-fr- 1 -4 )l>) 9 >g§ • 
t -7*f^xxf^ 



TLC:Rfo.64 : ftKxf^=3 : 2) ; 

NMR (CDCI3) : 5 7.53 (1H, d, J=7.2Hz), 7.45-7.32 (5H, m), 7.30-7.24 
(2H, m), 5.94 (1H, d, J=9.2Hz), 5.69 (1H, d, J=1 8.3Hz), 5.52 (1H, d, 
15 J=1 8.3Hz), 5.20 (2H, s), 4.74-4.58 (1 H, m), 3.08 (1 H, dd, J=1 7.5, 4.3Hz), 
2.72 (1H, dd, J=17.5, 4.8Hz), 1.42 (9H, s) 0 

mnms (8 8) 

N-^>y>t + y*^^-3-7?y-4-t^rV-5- (5 - 
(4-m7i-^ft) Tf7V-^-2-^V) ^>?>$- t- 
20 -f^-)VJ-Xy-)V 



CI 



10 
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Br 




TLC:Rf0.35 (a^>:»8W=4: l) . 

mmms (8 9) 

5 N-^>^t + y*;l'*-^-3-75y-4-t^V-5- (5- 

(4 -7nt7x-H^) r h7 , /-^~ 1 -4 AO >g£ • t - 




10 

T L C : R f 0.31 (^^r-9-> : ft|£x^;u= 3 : 1 ) „ 

mmmb oo) 

N-^>y>t + v*^»-3-7 5y - 4 -**7-5 - (5 - 
(2, 6-y?DD-4 ->f;V7x-;i/ft) r F7V*-^-2 -4*0 
15 >8£ • t -l+kz-TsT*' 
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TLC:Rf 0.47 :gt=gp^u=7 : 3) ; 

NMR (CDCI3) : S 7.42-7.29 (5H, m), 7.27 (2H, d, J=1.4Hz), 5.92 (1H, 
d, J=8.8Hz), 5.75 (1H, d, J=17.6Hz), 5.57 (1H,d, J=17.6Hz), 5.16 (2H, s), 
4.70-4.55 (1H, m), 3.00 (1H, dd, J=17.4, 4.3Hz), 2.69 (1H, dd, J=17.4, 
5 4.8Hz), 2.34 (3H, s), 1 .42 (9H, s) Q 

mmm sod 

N-^^y>t^v*^«-3-7^ J -4-**V-5 - (5 - 
(2, 6-">^nD-4-^f^7x-;l/ft) r hyV-fr- l-Jfr) 



TLC:Rfo.34 (A+t>:^xf^=7 : 3) ; 

NMR (CDCI3) : d 7.45-7.31 (5H, m), 7.26 (2H, s), 5.98 (1H, d, 
15 J=9.1Hz), 5.67 (1H, d, J=18.4Hz), 5.50 (1H, d, J=18.4Hz), 5.21 (2H, s), 
4.75-4.62 (1H, m), 3.09 (1H, dd, J=17.5, 4.5Hz), 2.74 (1H, dd, J=17.5, 
4.8Hz), 2.34 (3H, s), 1.43 (9H, s) 0 

%imS (9 2) 

N-^>y>t + y*H-^-3-7 5 J - 4 -t^7-5 - (5 - 
20 (3, 4-y^nD7x-m)f ^y-Ji/-2-^l')^>r/|' 

t -f^-)V^XT^ 



10 



(X' 




CH 3 
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TLC:Rfo.72 : yif)n-f)i'= 2 : i ) ; 

NMR (CDCI3) : 8 7.65 (1H, d, J=1.8Hz), 7.45-7.33 (7H, m), 5.94 (1H, 
5 d,J=9.6Hz), 5.83 (1H,d, J=1 8.0Hz), 5.65 (1H, d, J=1 8.0Hz), 5.17 (2H, s), 
4.70-4.61 (1H, m), 3.04 (1H, dd, J=4.2, 17.4Hz), 2.72 (1H, dd, J=4.6, 
17.4Hz), 1.41 (9H,S) 0 

-£mM5 (9 3) 

N-'<>i;jl/*i|f->*)l'#-fl'- 3-757-4-** V -5 - (5- 
10 (3, 4 - ^no7x^f*) r h 7^-^- 1 -AM) - 



CI 




15 TLC:Rf0.53 (^>-tf > : yif)bx-r^= 2 : 1 ) ; 

NMR (CDCI3) : 8 7.65 (1H, d, J=2.0Hz), 7.47-7.34 (7H, m), 5.94 (1H, 
d,J=8.6Hz), 5.63 (1H,d,J=1 8.6Hz), 5.47 (1H,d, J=18.6Hz), 5.20 (2H, s), 
4.69-4.60 (1H, m), 3.09 (1H, dd, J=4.4, 17.6Hz), 2.75 (1H, dd, J=5.0, 
17.6Hz), 1.43 (9H,s)o 
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mmms (94) 



TLC:Rfo.26 (^**> : ftKif-A/=3 : l) ; 

NMR (CDCI3) : 5 7.39 (5H, m), 5.93(1 H, d, J=10.2Hz), 5.86(1 H, d, 
J=1 7.6Hz), 5.68 (1H, d, J=1 7.6Hz), 5.18 (2H, s), 4.78-4.55 (1H, m), 3.04 
10 (1H, dd, J=17.4Hz, JkTf 4.6Hz), 2.72 (1H, dd, J=17.4Hz TkXf 4.8Hz), 
1.43 (9H,s) 0 

mmms (95) 

N-^>yJVt^y*J^-^ - 3 - 75 7 - 4 - ^^f V - 5 - (5 - 
(4-- ho7x-W) t YyV-)V-2 -4 )V) lytyfjfi- t - 

15 T^)UJ~^T^ 




.COO-t-Bu 



5 




N0 2 



TLC:Rf0.40 (^*V> : g^x?-;u=2 : 1) ; 



20 



NMR (CDCI3) : 3 8.24-8.09 (2H, m), 7.62-7.48 (2H, m), 7.45-7.28 (5H, 
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m), 5.94 (1H, d, J=8.4Hz), 5.91 (1H, d, J=1 7.8Hz), 5.72 (1 H, d, J=17.8Hz), 
5.18 (2H, s), 4.78-4.58 (1H, m), 3.06 (1H, dd, J=17.6 W 4.4Hz), 2.73 
(1H, dd, J=17.6 TSiXf 4.8Hz), 1.42 (9H, s). 

(9 6) 

N-^>v>t + y*^-^-3-7^-4-t4rV-5- (5 - 
(4 - - hD7x^;bft) r YyV-iv- l 9 • t- 




10 

TLC:Rf0.23 ^=2 : i) ; 

NMR (CDCI3) : S 8.26-8.1 1 (2H, m), 7.69-7.50 (2H, m), 7.46-7.28 (5H, 
m), 5.90 (1 H, d, J=9.0Hz), 5.68 (1H, d, J=1 8.2Hz), 5.51 (1 H, d, J=1 8.2Hz), 
5.19 (2H, s), 4.75-4.48 (1H, m), 3.06 (1H, dd, J=17.6 JkTf 4.4Hz), 2.71 
15 (1H, dd, J=17.6 W 5.0Hz), 1.41 (9H, s) 0 

mmm 5(97) 

N-^>v;l/^^rv*^zK^^-3 -7 5 7-4 -**V- 5 - (5 - 

(t7^i/>-i--f^ft) f hy v*-;v-2 --f;w) t 

20 
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CT 




TLC:Rfo.77 (A^t>:iiif^=i : l) ; 

NMR (CDCI3) : S 8.39 (1H, d, J=7.0Hz), 7.94-7.85 (3H, m), 7.59-7.43 
5 (3H, m), 7.40-7.30 (5H, m), 5.89 (1H, d, J=9.0Hz), 5.70 (1H, d, J=1 8.0Hz), 
5.52 (1H, d, J=18.0Hz), 5.13 (2H, s), 4.71-4.56 (1H, m), 2.96 (1H, dd, 
J=17.0, 4.0Hz), 2.65 (1H, dd, J=17.0, 5.0Hz), 1.38 (9H, s) 0 

mmms (9 8) 

N-^>y^t^y*W-^-3-7^-4-t^y-5- (5 - 
10 9 V>- 1 -4^^*) t YJV-fr- l -A fr) ^>?>®- t 



15 TLC:Rfo.70 : l : l) ; 

NMR (CDCI3) ! 8 8.32 (1H, d, J=8.0Hz), 7.96-7.86 (3H, m), 7.64-7.47 
(3H,m), 7.44-7.31 (5H, m), 5.92 (1H, d, J=9.0Hz), 5.59 (1H,d, J=1 8.0Hz), 
5.43 (1H, d, J=18.0Hz), 5.19 (2H, s), 4.65-4.52 (1H, m), 3.02 (1H, dd, 
J=17.0, 4.0Hz), 2.69 (1H, dd, J=17.0, 4.0Hz), 1.42 (9H, s) 0 

20 mnms o 9) 
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(2, 4-v-t-/f^7x-;i/ft) TYyV-)V-2-4 fr) ^ > 




TLC:Rf0.48 (^>4f> : y'xfjH-r^=8 : 1 ) I 
NMR (CDC 13) : 5 7.50 (1H, d, J=2.2Hz), 7.44 (1H, d, J=8.2Hz), 
7.38-7.35 (5H, m), 7.17 (1H, dd, J=2.2 W 8.2Hz), 5.94 (1H, d, J=8.4Hz), 
10 5.76 W 5.59 (&* 1H, d, J=17.4Hz), 5.16 (2H, s), 4.69-4.59 (1H, 
m),2.99 (1H,dd, J=4.6 17.4Hz),2.69 (1H,dd,J=4.8 JRXf 17.4Hz), 
1.53 (9H, s), 1.41 (9H, s). 1.31 {9H, s) c 

mmm5 o o o 

N-^>v^^^v*^>K-^-3 -75 /-4-**7-5- (5 - 
15 (2, 4-v- t -7*f*7x-^*) r h^V-^-l ->f JlO ^> 
* ^& • t --/f-^^x^ 
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: r f 0.31 (^>-fcf y : yxf^x-f;i'= 8:1); 

!(CDCI3) : 8 7.52 (1H, d-like), 7.41-7.34 (5H, m), 7.28-7.16 (2H, 
|lH,d, J=8.8Hz), 5.60 W 5.43 1H, d, J=18.4Hz), 

, s), 4.69-4.59 {1H, m), 3.06 (1H, dd, J=4.6 W 17.4Hz), 2.71 
j=4.6 W 17.4Hz), 1.51 (9H, S), 1.42 (9H. s), 1.31 (9H, s) 0 

1 5 (10 1) 

i>v;l/^-^v*^**^^-3 -7* J - 4 -#^7-5 - (5 - 
T s /-fr- 1 -4 fl^f-AOr F7V*-;i'-2 -4 )i/)s<>9 
t -yf-ji/^x-f^ 




TLC:Rf0.50 (^oD*w:^y-;i/=io: l) ; 

NMR (CDCI3) i S 7.62 (1H, s), 7.40-7.30 (5H, m), 7.07 (1H, s), 7.05 
(1H, s), 5.88 (1H, m), 5.84 (1H, d, J=18Hz), 5.66 (1H, d, J=18Hz), 5.39 
(2H, s), 5.17 (2H, s), 4.64 (1H, m), 3.03 (1H, dd, J=4.4, 17Hz), 2.71 (1H, 
dd, J=4.6, 17Hz), 1.42 (9H, s) c 

nmms a 02) 

N-^>v^**v#;i/**-A'-3 -7^ J -4 -**V- 5 - (5 - 
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o 




TLC:Rfo.44 (?on*M:^y-ji/=io: l) ; 

NMR (CDCI3) : 8 7.68 (1H, s), 7.40-7.30 (5H, m), 7.08 (1H, s), 7.00 
5 (1H, S), 5.84 (1H, m), 5.60-5.26 (4H, m), 5.39 (2H, s), 5.18 (2H, s), 4.60 
(1H,m),3.10 (1H,dd,J=4.8, 18Hz),2.80 (1H, dd, J=5.0, 18Hz), 1.42 (9H, 

S)o 

5 (10 3) 

N-^>y^t^y*M-^-3-7<y-4-t^y-5- (5 - 
10 (2-^ Kv7x-;l/f*) T Y 7 V— )\/ — 2 — ^V?y®L- t 



15 TLC:Rf0.53 : yiW-f ^=2 : l) ; 

NMR (CDC13) I <J 7.48-7.30 (7H, m), 6.98-6.90 (2H, m), 5.93 (1H, d, 
J=9.6Hz), 5.78 (1H, d, J=17.8Hz), 5.60 (1H, d, J=17.8Hz), 5.16 (2H, s), 
4.89-4.60 (1H, m), 3.81 (3H, s), 3.00 (1H, dd, J=4.4, 17.4Hz), 2.70 (1H, dd, 
J=4.8, 17.4Hz), 1.41 (9H,S) 0 

20 5 (10 4) 
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N-**yVfr***sitfr#-A'-3 -T $ J- A -**V-5 - (5 - 
(2 -* F^v7x^f*) r YyV-)V- 1 ->f ^) • t 



TLC:Rf0.38 (^>*>:i'xf^x-fA'=2 : l) ; 
NMR (CDCI3) : S 7.52-7.31 (7H, m), 6.99-6.85 (2H, m), 5.96 (1H, d, 
J=8.8Hz), 5.64 (1H, d, J=18.2Hz), 5.45 (1H, d, J=1 8.2Hz), 5.19 (2H, s), 
1 0 4.64-4.55 (1 H, m), 3.75 (3H, s), 3.01 (1H, dd, J=4.4, 1 7.4Hz), 2.70 (1 H, dd, 
J=4.8, 17.4Hz), 1.42(9H,s)o 
%MtoS (10 5) 

N-^>v^**v#;W-K-^-3 -75 J - (5 - 

(2, 6 -v^DD-4 -y7W5 J 7x-Ht) f h5'/-A'- 
15 ^>^i- t-7*f^f^ 



5 




H 3 C 




N-CH 3 



TLC:Rf0.59 (^*-fr> : ftBfcJ^^=i : l) 



231 



WO 97/24339 



PCT/JP96/03801 



NMR (CDCI3) ! 8 7.40-7.30 (5H, m), 6.72 (2H, s), 5.95 (1H, d, 
J=8.8Hz), 5.72 (1H, d, J=18Hz). 5.57 (1H, d, J=18Hz), 5.16 (2H, s), 4.63 
(1H, m), 3.02-2.93 (7H, m), 2.69 (1H, dd. J=4.6, 17Hz), 1.41 (9H, s) 0 

nnms a o 6) 

N-^>vJl/*^v*^**^^-3 -T5 7-4 -**7-5 - (5 - 
(2, 6-y^n-4-y^f^7^7i-Ht) r \>?V-)\<- 

i — r ^) t-7*f^fA/ 



TLC:Rfo.50 (^%-v-y : »f^= 1 : D ; 

NMR (CDCI3) : (J 7.42-7.30 (5H, m), 6.69 (2H, s), 5.99 (1H, d, 
J=8.8Hz), 5.62 (1H, d, J=18Hz), 5.47 (1H, d, J=18Hz), 5.20 (2H, s), 4.65 
(1H, m), 3.12-2.98 (7H, m), 2.72 (1H, dd, J=4.8, 17Hz), 1.43 (9H, s) D 

15 mmms (107) 

N _^>y;b^-^v^jU4fr.;U- 3 -7 ^ /-4-**V-5 - (5 - 




CH 3 
CH 3 



10 



20 
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T L C : R f 0.27 : yif^-r^= 8 : 1 ) ; 

NMR (CDCI3) : <5 7.40-7.32 (5H, m), 7.19-7.16 (1H, m), 6.94-6.90 (2H, 
m), 5.97 (1H, d, J=8.4Hz), 5.80 5.63 (&* 1H, d, J=17.6Hz), 
5.17 (2H, s), 4.71-4.62 (1H, m), 4.46 (2H, s), 3.00 (1H, dd, J=4.6 JBLV 
5 17.4Hz), 2.71 (1H, dd. J=4.8 Rtf 17.4Hz), 1.42 (9H, s). Q 

mmm5 a os) 

N-^^v'/l'* J lr'>#A'#-*-3-75 7-4-** V -5- (5 - 
(ft7x'/-2-^) T h 7 V'-^- 1 ~-f ;V) t - 7' 



TLC:Rf0.12 (^>-lf^ : yxf;i/x-f^=8 : 1 ) ; 

NMR (CDCI3) : S 7.37 (5H, m), 7.22-7.19 (1H, m), 6.95-6.92 (2H, m), 
15 5.84 (1H.d,J=8.4Hz), 5.45 W 5.34 {&* 1H, &4 d, J=1 8.6Hz), 5.16 
(2H, s), 4.62-4.53 (1H, m), 4.43 W 4.27 (&* 1H, d, J=16.6Hz), 
3.06 (1H, dd, J=4.4 JkXf 17.6Hz), 2.74 (1H, dd, J=4.8 RTF 17.6Hz), 
1.44 (9H, s)o 

%mm 5 (109) 

20 N-^^-W + v*;i'*-^-3-7?;-4-t^V-5- (5- 

(fi7x>-3-^v) t by*S-)\<-2 -4 )V) t - f 



10 
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TLC:Rfo.23 H>-tf y : > ; ^f-;u-x-r^= 8 : l ) ; 

5 NMR(CDCI3): 8 7.40-7.31 (5H, m), 7.28-7.24 (1H, m), 7.12-7.10 (1H, 

m), 7.03 (1H, dd, J=1.2 W 5.0Hz), 5.97 (1H, d, J=9.2Hz), 5.80 JkXf 
5.62 1H, d, J=17.6Hz), 5.17 (2H, s), 4.71-4.62 (1H, m), 4.28 

(2H, s), 3.00 (1H, dd, J=4.4 RXf 17.6Hz), 2.71 (1H, dd, J=5.0 RXf 
17.6Hz), 1.42(9H,s). 0 
10 (110) 

N-^> ~J)Uj-*i/iJ)V 3-7^-4-t + V-5- (5 - 

(f-*7i >- 3 -^) ft>7 7-^-l-^^) t - -f 




T L c : R f 0.09 (^>-tf > : y'xfjn-f^= 8:i) ; 

NMR (CDCI3) : S 7.40-7.33 (5H, m), 7.31-7.27 (1H, m), 7.18 (1H, brs), 
6.94-6.91 (1H,m), 5.82 (1H, d, J=8.8Hz), 5.35 (2H,s),5.16 (2H, s), 4.59- 
20 4.50 (1H,m), 4.24 JSLXf 4.07 1H, d, J=1 6.2Hz), 3.05 (1 H, dd, 
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J=4.4 RXf 17.4Hz), 2.73 (1H,dd,J=5.0 W 17.4Hz), 1.44(9H,s) 0 

mm 5 (ill) 

N _^>y>ti|ry*^^- 3 - 7 ? 7 - 4 - t^ V - 5 - (5 - 
( 3 5 ^v*-;i/- 1 -Afr-fu \i)V) t \ 7*f-)V-2 ^y 
5 t-Wx^f^ 



TLC:Rfo.44 (^od*m:^;-;i/=9 : l) ; 

10 NMR (CDCI3) : 8 7.49 (1 H, s), 7.40-7.30 (5H, m), 7.05 (1 H, s), 6.94 

(1 H, s), 6.1 0 (1 H, d, J=8.8Hz), 5.81 (1 H, d, J=1 8Hz), 5.64 (1 H, d, J=18Hz), 
5.18 (2H, s), 4.67 (1H, m), 4.03 (2H, t, J=7.0Hz), 3.02 (1H, dd, J=4.6, 
17Hz), 2.90 (2H, t, J=7.0Hz), 2.72 (1 H, dd, J=5.0, 17Hz), 2.27 (2H, m), 
1.42 (9H, s) 0 

15 nmmb (112) 

N-^> v^^v*^**- )V- 3-7< / - 4 -**V- 5 - (5 - 
(3 -4 5 1 tf )V) t h 7 1 ^> 

9 >wt • t ~t^)vj-^t^ 
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0 



TLC:Rfo.36 (^on*;^:^;-)N9 : 1) ; 

NMR (CDCI3) : S 7.45 (1H, s), 7.40-7.30 (5H, m), 7.04 (1H, s), 6.92 
5 (1H, s), 6.10 (1H, d, J=8.8Hz), 5.46 (2H r s), 5.18 (2H, s), 4.60 (1H, m), 
4.09 (2H, t, J=6.8Hz), 3.03 (1H, dd, J=4.4, 18Hz), 2.78 (1H, dd, J=5.4, 
18Hz), 2.57 (2H, t, J=6.8Hz), , 2.27 (2H, m), 1.41 (9H, s) 0 

mmm 5 (113) 

N-^>v^t^v*;V*'-^-3 -75 y-4-**7-5- (5 - 
10 (2, 3 OD7iiW) t Y 2 -4 )V) *\y 9 • 

t -^"f-^x^r/U 



15 TLC:Rf0.60 (Mt>:ffiKxf;l/=2: 1) ; 

NMR(CDCI3):5 7.44-7.11 (8H, m), 5.94 (1H, d, J=10.8Hz), 5.86 (1H, 
d, J=17.8Hz), 5.68 (1H, d, J=17.8Hz), 4.73-4.62 (1H, m), 3.04 (1H, dd, 
J=4.0, 17.2Hz), 2.73 (1H, dd. J=4.8, 17.2Hz), 1.42 (9H, s)„ 

mmm 5 (114) 
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(2, 3-y^n7x-fW) r h^'/-*- 1 -4^) • 
t -/f;n^f^ 



TLC:Rf0.49 (Mt>:ftHxf;l,= 2 : 1) ; 
NMR (CDCI3) ! 8 7.48-7.15 (8H, m), 5.94 {1H, d, J=10.6Hz), 5.69 (1H, 
d, J=18.4Hz), 5.52 (1H, d, J=18.4Hz), 4.73-4.63 (1H, m), 3.06 (1H, dd, 
10 J=4.4, 17.6Hz), 2.73 (1H, dd, J=4.8, 17.6Hz), 1.41 (9H, s) c 

nnm 5 (115) 

n y v^t* v ii )\<tf~)v- v - 5- (5- 

(2, 6-^^f^7x^m)f hyV*-;l/-2-'f^)^>^>^- 



TLC:Rfo.56 : fi^^=3 : 2) ; 

NMR (CDCI3) : S 7.37 (5H, s),7.25-7.10 (3H, m), 5.91 (1H, d, 
20 J=9.1Hz), 5.73 (1H, d, J=17.8Hz), 5.54 (1H, d, J=17.8Hz), 5.16 (2H, s), 



5 




15 
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4.70-4.55 (1H, m), 2.99 (1H, dd, J=17.5, 4.5Hz), 2.67 (1H, dd, J=17.5, 
4.8Hz), 2.48 (6H, s), 1.41 (9H, s) 0 

mmm 5 me) 

N-^>v;u^^v*^**-^- 3-7?y-4-t+V-5- (5- 
5 (2, 6 -WWx-Ht) r h 7V'-^- 1 ->f;v) >K • 



10 TLC:Rfo.44 (A^>:ftixf^=3 : 2) ; 

NMR (CDCI3) : 5 7.45-7.35 (5H, m), 7.31-7.14 (3H, m), 5.96 (1H, d, 
J=9.1Hz), 5.56 (1H, d, J=18.5Hz), 5.38 (1H, d, J=1 8.5Hz), 5.21 (2H, S), 
4.70-4.54 (1H, m), 3.06 (1H, dd, J=17.5, 4.4Hz), 2.71 (1H, dd, J=17.5, 
4.9Hz), 2.42 (6H, s), 1.42 (9H, s) c 

15 mmms (117) 

N-^>y;^*->#;i/7K-;i/- 3 -75 - 4 -sfr + V- 5 - (5 - 
(2-^DD-4-t-7"fil'7x-;Vft) r b yV-)V-2 
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(X' 




TLC:Rf 0.65 : Wf^^-^=s : 2) ; 

NMR (CDCI3) : 5 7.46(1 H,d,J=2.1 Hz), 7.43-7.30 (6H, m),7.25 (1H, 
5 dd,J=8.3,2.1Hz),5.94 (1H, d, J=9.3Hz), 5.82(1 H, d, J=17.8Hz), 5.64 (1H, 
d, J=17.8Hz), 5.17 (2H, S), 4.73-4.58 (1H, m), 3.02 (1H, dd, J=17.4, 4.4Hz), 
2.70 (1H, dd, J=17.4, 4.9 Hz), 1.42 (9H, s), 1.30 (9H, s) Q 

mmm5 a is) 

N-^yy^t^v^^-^-3-7^ J-4-**y-5 - (5 - 
10 (2-?no-4-t-W7x-Jl/ft) r b 9 V-fr- 1 -4 >u) 



NMR (CDCI3) : <5 7.53 (1H, d, J=8.4Hz), 7.45 (1H, d, J=2.2Hz), 
7.43-7.33 (5H, m), 7.29 (1 H, dd, J=8.4, 2.2Hz), 5.96 (1 H, d, J=9.2Hz), 5.67 
(1 H, d, J=1 8.4Hz), 5.49 (1 H, d, J=1 8.4Hz), 5.20 (2H, s), 4.72-4.60 (1 H, m), 
3.05 (1H, dd, J=17.5, 4.4Hz), 2.71 (1H, dd, J=17.5, 4.9Hz), 1.43 (9H, s), 




15 



TLC:Rf0.55 i^^-y : ft^f^=3 : 2) 
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1.30 (9H, s) 0 

mmms (119) 

(2, 2, 6, 6 - r h 7> f JUi^'J - 2 - >f ;Mf Jl^) f h 7 V 
5 2-^) ^<>*>$- t -rH-fr*-* t)V 



TLC:Rfo.52 :^x^;u=2 : i) ; 

10 NMR (CDCI3) : S 7.40-7.30 (5H, m), 5.98 (1H, d, J=8.6Hz), 5.79 (1H, 

d,J=1 8Hz), 5.61 (1H,d, J=18Hz),5.17 (2H,s),4.66 (1H,m), 4.00 (2H, s), 
2.99 (1H, dd, J=4.2, 17Hz),2.70 (1H, dd, J=4.6, 17Hz), 1.60-1 .44 (6H, m), 
1.42 (9H,s), 1.07 (12H, s) c 

%m.m 5 (120) 

15 N-^>'W + y**jK-Jl'-3-75>'-4-*^V-5- (5- 

(2, 2, 6, 6-f ^>f^^'iy>-l-^MfM TYyV 



(X' 





20 
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TLC:Rfo.3i : »K^f-^=2 : 1) ; 

NMR (CDCI3) : 5 7.40-7.30 (5H, m), 6.04 (1H, d r J=9.0Hz), 5.95 (1H, 
d, J=18Hz), 5.76 (1H, d, J=18Hz), 5.20 (2H, s), 4.68 (1 H, m), 4.01 (2H, s), 
3.05 (1H,dd, J=4.4, 17Hz),2.73 (lH,dd, J=4.8, 17Hz), 1.62-1.46 (6H, m), 
5 1.43 (9H,s), 0.99 RV 0.94 (£*>^T 12H, s) 0 

nms (i2i) 

N-^>y^**v#^**-^-3 -T\ S-4 -*4fV- 5 - (5 - 



TLC:Rfo.i7 (^>4f> : v?x^;i/i-r^=8 : l ) ; 

NMR (CDCI3) : $ 7.47-7.31 (9H, m), 7.12-7.05 (1H, m), 5.96 (1H, 
15 d-like), 5.66 J8LV 5.49 (&* 1H, d, J=17.6Hz), 5.16 (2H, s), 4.70- 
4.60 (1H, m), 3.56 (3H, s), 3.00 (1H, dd, J=4.4 RTf 17.4Hz), 2.70 (1H, dd, 
J=5.0 Jklf 17.4Hz), 1.42 (9H,s)o 

mmm 5 (122) 

N-*>Vfr***sfjJl'tf-Jl>-3-T*;-4-**V-5 - (5 - 
20 ( N-7x-^-N-^f^7? /) fF7 , /-^-l-'f^)^>^ 
$ • t -yf^i^fJl' 



10 
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T L C : R f 0.04 : yxf;t/x-f^=8 : 1 ) ; 

NMR (CDCI3) : S 7.41-7.19 (8H, m), 6.98-6.94 (2H, m), 5.60 (1H, 
5 d-like), 5.08 (2H, s), 4.89 Rtf 4.69 1H ( d, J=1 8.6Hz), 4.11- 
3.99 (1H,m), 3.49 (3H,s), 2.74 (1H,dd,J=4.6 W 17.4Hz), 2.49 (1H,dd, 
J=4.8 W 17.4Hz), 1.40(9H,s)o 

%mm 5 (12 3) 

N-^>v>t + v*^^-3-T? J -4 -t^rV- 5 - (5 - 
10 (2, 6-'>^V7'nt>7xxjl/ft) 7^7-^-2-^^) ^> 
9 >K • t -rfii'XXf^ 




15 TLC:Rfo.4i (^>4f> : vJi^;Ui-r^=8 : l) ; 

NMR (CDCI3) : 8 7.46-7.31 (6H, m), 7.25-7.21 (2H, m), 5.91 (1H, d, 
J=9.4Hz), 5.71 & 5.52 {&* 1H, d, J=18.2Hz), 5.15 (2H, s), 

4.65-4.55 (1H, m), 3.84-3.70 (2H, m), 2.97 (1H, dd, J=4.4 Rtf 17.4Hz), 
2.66 (1H, dd, J=5.0 TkXf 17.4Hz), 1.39 (9H, s), 1.17 (12H, d, J=6.8Hz) 0 
20 %mmb (12 4) 
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N-^>v>t*v*^f-^-3-7? y-4-**V-5 - (5 - 
(2, 6-y^V/nli>7x-Jl/ft) r h y V-fr- 1 -4ji0 ^> 
9 • t -7f^x^f^ 



NMR (CDCI3) : £ 7.50-7.35 (6H, m), 7.28-7.25 (2H, m), 5.98 (1H, 
d-like), 5.60 W 5.44 (&* 1H, d, J=18.2Hz), 5.21 (2H, s), 4.75- 
10 4.64 (1 H, m), 3.60-3.47 <2H, m), 3.1 1 (1 H, dd, J=4.4 R V s 1 7.6Hz), 2.75 
(1H, dd, J=5.0 Rlf 17.6Hz), 1.44 (9H, s), 1.19 RXf 1.16 6H, 
d,J=6.8Hz) 0 
3l«J5 (12 5) 

N-^^y^t + y*W-^-3-7^-4 -**7-5 - (5 - 
15 (2->f^-4-t-7fJI/7i-^ft) f f 7 V* — — 2 — *4 Jls) 



5 




tlc : R f 0.24 {iyi£y : 



-r^=8 : 1 ) 
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TLClRfO.52 (A^rt>:i|?if^=7 : 3) ; 

NMR (CDCI3) : 6 7.50 (1H, d, J=8.2Hz), 7.43-7.32 (5H, m), 7.29 (1H, 
d, J=2.2Hz), 7.21 (1H, dd, J=8.2, 2.2Hz), 5.94 (1H, d, J=9.0Hz), 5.77(1 H, d, 
J=17.8Hz), 5.58 (1H, d, J=17.8Hz), 5.16 (2H, s), 4.72-4.56 (1H, m), 3.00 
5 (1H, dd, J=17.3, 4.4Hz), 2.69 (1H, dd, J=17.3, 4.8 Hz), 2.43 (3H, s), 1.41 
(9H, S), 1.30 (9H,s) 0 

mmms (i 2 6) 

N-^>y>* + v*^^-3 - 7 5 y - 4 - t + V- 5 - (5 - 
10 <*>9 yW. • t -^f;bi^f^ 



TLC:Rfo.42 (^*^ : mit^)v= 7 : 3) ; 

15 NMR (CDCI3) : d 7.55-7.15 (8H, m), 5.94 (1H, d, J=9.0Hz), 5.57 (1H, 

d, J=1 8.6Hz), 5.40 (1 H, d, J=18.6Hz), 5.20 (2H, s), 4.68-4.52 (1 H, m), 3.03 
(1H, dd, J=17.6, 4.4Hz), 2.69 (1H, dd, J=17.6, 4.8Hz), 2.41 (3H, s), 1.42 
(9H, s), 1.30 (9H, s)o 

%mM5 (12 7) 

20 N-^>v^t^y*iWf 3 - 7 5 7 - 4 - t^ V - 5 - (5- 

(2, 6-^f*-4-t-W7x^f*) t- Yyy"~)\y-2 - 
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TLC:Rfo.63 : ftSif jv= 7 : 3) ; 

5 NMR (CDCI3) : $ 7.37 (5H, s), 7.16 (2H, s), 5.93 (1H, d, J=9.1Hz), 

5.73(1 H, d, J=17.7Hz), 5.55 (1H, d, J=17.7Hz), 5.15 (2H, s), 4.70-4.56 (1H, 
m), 2.99 (1H, dd, J=17.3, 4.4Hz), 2.68 (1H, dd, J=17.3, 4.8 Hz), 2.48 (6H, 
S), 1.41 (9H, s), 1.30(9H,s) o 

nam* (12 s) 

10 N-^'/W^'>*A'#-A'-3-75>'-4-t + y-5- (5- 

(2, 6 - y^f ;l/-4 - t - W7x-Jl/f T+yV-fr-l - 



15 

TLC:Rfo.50 : SSif^= 7 : 3) ; 

NMR (CDCI3) I £ 7.45-7.32 (5H, m), 7.18 (2H, s), 5.97 (1H, d, 
J=9.2Hz), 5.57 (1H, d, J=18.5Hz), 5.39 (1H, d, J=1 8.5Hz), 5.20 (2H, s), 
4.68-4.54 (1H, m), 3.06 (1H, dd, J=17.5, 4.3Hz), 2.71 (1H, dd, J=17.5, 




0 NV 
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4.9Hz), 2.41 (3H, s), 1.43 (9H, S), 1.30 (9H, s) 0 

mms (129) 

N-^>y^i^rv*^*-^-3 -75 7-4 -**7-5- (5 - 
(2, 6-y^f^-4-y>f^75 J 7h7V'-^- 
5 2-^) ^^H' t-WxW 



TLC:Rf0.56 (^*-9-> : ft&xf-;w=3 : 2) ; 

10 NMR (CDCI3) : 8 7.40-7.30 (5H, m), 6.49 (2h, s), 5.93 (1H, d, 

J=9.0Hz), 5.71 (1H, d, J=18Hz), 5.53 (1H, d, J=18Hz), 5.15 (2H, s), 4.62 
(1H,m), 3.02-2.92 (7H,m), 2.67 (1H,dd, J=5.0, 17Hz),2.44 (6H, s), 1.40 
(9H, S) 0 
%mm* (13 0) 

15 N-^>y^t+y*^^^-3-7^-4-t^y-5- (5- 

(2, 6-y>f^-4-/^f^7^7i-;l/ft) 7h57-^- 



H 3 C 




N-CH 3 




CH 3 
CH 3 



or 
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TLC:Rf0.43 (^4r*> :ffiK^^=3 : 2) I 
NMR (CDCI3) : S 7.42-7.32 (5H, m), 6.48 (2H, s), 5.96 (1H, d, 
J=8.8Hz), 5.51 (1H, d, J=18Hz), 5.33 (1H, d, J=18Hz), 5.20 (2H, s), 4.61 
(1H,m), 3.07-2.96 (7H,m),2.70 (1H,dd, J=4.8, 18Hz),2.37 (6H, s), 1.43 
5 (9H, s) 0 

mmm 5 (131) 

N-^>vJV**v#;i/*^;v-3 -T5 ;-4-**v-5- (5 - 




TLC:Rfo.i6 : ft|ftxf-fl/= 1 : 1) ; 

NMR (CDCI3) :<5 11.70-10.25 (1H, br), 7.73-7.11 (9H, m), 6.36-6.15 
15 (1H, m), 5.90 (1H, d, J=18.6Hz), 5.67 (1H, d, J=18.6Hz), 5.18 (2H, s), 
4.82-4.58 (1H, m), 4.54 (2H, s), 2.96 (1H, dd, J=17.2 W 5.0Hz), 2.72 
(1H, dd, J=17.2 W 5.0Hz), 1.34 (9H, s) 0 

fS*fcffil5 (1 3 2) 

N_^>v*;W^-^v3&;l/^-;U-3 -7 ? 7 - 4 -*^r V- 5 - (5 - 
* >B8 • t -•Tf-^x^rA' 
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CO 

H 



TLC:Rfo.n : ft»if-^=i : l) ; 

NMR (CDCI3) : 5 10.80-9.90 (1H, br), 7.94-7.08 (9H, m), 6.05 (1H, d, 
5 J=9.8Hz), 5.73 (2H, brs), 5.15 (2H, s), 4.80-4.52 (1H, m), 4.66 (2H, s), 
3.03 (1H, dd, J=17.8 X.V 5.0Hz), 2.70 (1H, dd, J=17.8 Rlf 5.0Hz), 
1.42 (9H, s)o 

%tms (13 3) 

V A/**?/* Jm-fr-S-T* y-4-**v-5- (5 - 
10 (4 -4 v^o t'^7i-Wt) r h7V-;i/ - 2 ->f ;u)^>? >g? • 



15 TLC:Rfo.45 > : &&3-*n'= 3 : l ) ; 

NMR (CDCI3) : 6 7.50 (2H, d, J=10.6Hz), 7.40-7.30 (5H, m), 7.23 (2H, 
d, J=10.6Hz), 5.94 (1H, d, J=9.0Hz), 5.79 (1H, d, J=17.6Hz), 5.61 (1H, d, 
J=17.6Hz), 5.17 (2H.S), 4.70-4.60 (1H,m), 3.06-2.83 (2H, m), 2.71 (1H, 
dd, J=4.8, 17.2Hz), 1.41 (9H, s), 1.24 (6H, d, J=7.0Hz) o 
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mmm 5 (134) 

N-^>y>t^y*^^^-3-75y-4-t^7-5- (5 - 
(4-4 y^oif;i'7x-;vft)f h7V-^- l • 



TLC:Rfo.32 (A^>:S8xffl/=3 : 1) ; 

NMR (CDCI3) ! S 7.49-7.34 (7H, m), 7.23 (2H, d, J=8.4Hz), 5.96 (1H, 
10 d, J=9.0Hz), 5.58 (1H, d, J=18.4Hz), 5.42 (1H, d, J=1 8.4Hz), 5.20 (2H, s), 
4.68-4.58 (1H, m), 3.09-2.83 (2H, m), 2.69 (1H, dd, J=4.8, 17.6Hz), 1.43 
(9H, S), 1.23 (6H,d, J=6.8Hz) 0 

%im 5 (13 5) 

N-^yH^ , >*W^-3-7U-4-t+V-5- (5- 
15 -A JMf->U) t Yy x /-)l^-2 -4 fr) ^> 9 



5 



O ^OO-t-Bu 
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TLC:Rfo.60 :ft»xf^=i : D ; 

NMR (CDCI3) : 5 8.09-7.94 (1H, m), 7.92-7.74 (1H, m), 7.53-7.28 (7H, 
m), 5.98 (1 H, d, J=9.6Hz), 5.85 (1 H, d, J=1 7.8Hz), 5.68 (1 H, d, J=17.8Hz), 
5. 1 7 (2H,s), 4.80 (2H,s), 4.74-4.57 (1H, m),3.01 (1H,dd, J=17.6Hz RV 
5 4.6Hz), 2.72 (1H, dd. J-17.6 W 4.8Hz), 1.41 (9H, s) 0 

%mms d3 6) 

N-^>v;U**v#^*~-^-3-7<7-4-*3rV-5- (5 - 



TLC:Rf 0.54 (A^t>:»Sif^=i : D ; 

NMR (CDCI3) : 8 8.02-7.76 (2H, m), 7.54-7.22 (7H, m), 6.04-5.08 (1H, 
15 m), 5.96 (1H, d, J=18.6Hz), 5.73 (1H, d, J=18.6Hz), 5.12 (2H, s), 4.80-4.51 
(3H,m),3.01 (1H,dd, J=17.6Hz W 5.0Hz), 2.74 (1H, dd, J=17.6 W 
4.8Hz), 1.38 (9H,s)o 

nmM5 (1 3 7) 

N-"?>S7>U**S/*Jl'#-A'-3 -7 5^-4 -*4f V- 5 - (5 - 
20 (f77-^-2-^ft) r h 7V-JV- 2 s*y?y&- t 



10 
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,COO-t-Bu 



TLC:Rfo.70 : mk^^= l : D ; 

NMR (CDCI3) : 8 7.80 (1H, d, J=3.4Hz), 7.42 (1H, d, J=3.4Hz), 7.38 
5 (5H, m), 6.00 (1H, d, J=9Hz), 5.87 (1H, d, J=1 8.0Hz), 5.70 (1H, d, 
J=1 8.0Hz), 5.20 (2H, m), 5.67 (1H, m), 3.03 (1H, dd, J=17.4Hz, 4.2Hz), 
2.72 (1H, dd, J=17.4Hz, 4.8Hz), 1.42 (9H, s) e 

£»J5 (13 8) 

N-^>yi^^v*^^^-3-7 5 y-4 -**7-5- (5 - 
10 -Ifr**) 7- 1 -4 to) t 



15 TLC:Rf0.56 > I *»if/l'= 1 I 1 ) I 

NMR (CDCI3) I * 7.75 (1H, d, J=3.4Hz), 7.46 (1H, d, J=3.4Hz), 7.38 
(5H, m), 6.00 (1H, d, J=8.8Hz), 5.81 (1H, d, J=18.4Hz), 5.64 (1H, d, 
J=1 8.4Hz), 5.19 (2H, m), 4.72 (1H, m), 3.03 (1H, dd, J=17.6Hz, 4.2Hz), 
2.74 (1H, dd, J=1 7.4Hz, 4.8Hz), 1.42 (9H, s) Q 

20 nmws d3 9) 
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N-^^v^t^rV*^^^- 3 —7 ^ y-4-**V-5 - (5 - 
(2, 4, 6 - Hj^nD7i-^ft) fb7V-^-2-'fil/) > 



TLC:Rfo.48 : BKif^= 7 : 3) ; 

NMR (CDCI3) : S 7.47 (2H, s), 7.37 (5H, brs), 5.82 (1H, d, J=8.8Hz), 
5.76 (1H, d, J=17.6Hz), 5.58 (1H, d, J=17.6Hz), 5.16 (2H, s), 4.70-4.54 
10 (1H, m), 3.06 (1H, dd, J=17.5, 4.4Hz), 2.69 (1H, dd. J=17.5, 5.0Hz), 1.41 
(9H, s) 0 

£tt*5 (14 0) 

N-^^'^* + '>*A"l ? -A'"3-7 5>'-4-**V-5- (5 - 
(2, 4, 6 - h V ^nn7i-/l/ft) t h 7 V-)V- l ->f ;!✓) 
15 r/|- t-7f)^f^ 



5 




CT' 




CI 



TLC:Rf 0.31 : ^i^;w=7 : 3) ; 
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NMR (CDCI3) : 6 7.47 (2H, s), 7.39 (5H, brs), 5.96 (1H, d, J=8.4Hz), 
5.67 (1H, d, J=1 8.3Hz), 5.50 (1H, d, J=18.3Hz), 5.21 (2H, s), 4.75-4.60 
(1H,m), 3.01 (1H, dd, J=17.6, 4.3Hz), 2.74 (1H, dd, J=17.6, 4.9Hz), 1.43 
(9H, s) 0 

5 mmmb a a d 

N-^^y'Jl't^y*^^^- 3-757-4-** V -5- (5 - 
(2, 6-v^dd-4- (1, l-y^f;l/7"n^) 7i-Wt) 



TLC:Rf0.51 (^^r-9-> : g^^f-^=7 : 3) ; 

NMR (CDCI3) : d 7.42-7.30 (7H, m), 5.92 (1H, d, J=8.8Hz), 5.76 (1H, 
d, J=17.7Hz), 5.57 (1 H F d, J=17.7Hz), 5.16 (2H, s), 4.70-4.55 (1H, m), 2.99 
15 (1H, dd, J=17.2, 4.6Hz), 2.69 (1H, dd, J=17.2, 4.6Hz), 1.63 (2H, q, 
J=7.5Hz), 1.41 (9H, s), 1.27 (6H, s), 0.72 (3H, t, J=7.5Hz) c 

mmm 5 (142) 

N-^>y^^y*^>K-^-3 -7^y - 4 - t^f V - 5 - (5 - 
(2, 6-v?nn-4- (1, 1 - *J * f-)V-fv \£)V) 7i-W) 



10 
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or ° » 




TLC:Rfo.42 (^**> 7 : 3) ; 

NMR (CDCI3) : 5 7.43-7.28 (7H, m), 5.97 (1H, d, J=8.8Hz), 5.68 (1H, 
5 d,J=18.1Hz),5.51 (1H,d,J=18.1Hz),5.21 (2H, s), 4.75-4.60 (1 H, m), 3.08 
(1H, dd, J=17.6, 4.5Hz), 2.73 (1H, dd, J=17.6, 4.7Hz), 1.62 (2H, q, 
J=7.5Hz), 1.43 (9H, s), 1.26 (6H, s), 0.72 (3H, t, J=7.5Hz) 0 

mmm 5 (143) 

N-^>v;wt^v*;i/?K-;v-3-T<y-4-*^v-5- (5 - 

10 (1, l-i?7x-;MfiV) fh7 , /-^-2-'fJl/) ^>^>g - t 



15 TLC:Rfo.3i (s\*v-> : = 3 : 1) ; 

NMR (CDCI3) : S 7.47-7.15 (15H, m), 5.95 (1H, d, J=8.6Hz), 5.83 <1H, 
s), 5.82 (1H, d, J=1 7.4Hz), 5.46 (1H,d, J=17.4Hz), 5.16 (2H, s), 4.76-4.56 
(1H, m), 3.01 (1H, dd, J=17.4 4.4Hz), 2.70 (1H, dd, J=17.4 RV 
4.8Hz), 1.41 (9H,s) 0 
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mmm 5 (144) 

N _ A > ^ f y * Jl/ -f - Jl/ - 3 - T 5 y - 4 - 1 V - 5 - (5 - 

(1, l-y7x-JMf)P) TYyV-)V-\-j ))/) s*>9>U> t 

-rf^to 3,7.7 to 



TLC:Rfo.2i (A^tviftSxf^s : 1) ; 

NMR (CDCI3) : 6 7.46-7.13 (15H, m),5.72 (1H,d, J=9.0Hz), 5.55- 
10 5.26 (3H, m), 5.15 (2H, s), 4.68-4.45 (1H, m), 3.11 (1H, dd, J=17.2 Rlf 
3.8Hz), 2.75 (1H, dd, J=17.2 H.Xf 4.6Hz), 1.42 (9H, s)o 

%mms (145) 

N-^> i/to**i/1itotf~to- 3-757-4-^-^7-5 - (5 - 
(2-^no-4-7)^n7x-Ht) r h 7 "/-to- 2 ->f ;v) ^ 

15 " t -7+ to 3.7*7- * 



5 




F 




TLC:Rf0.35 (^^r-9-> :ftg?xf-^=3 : 1) ; 
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NMR (CDCI3) : S 7.58 (1H, dd, J=8.8 JkXf 5.8Hz), 7.48-7.27 (5H, m), 
7.27-7.17 (1H, m), 7.07-6.92 (1H, m), 5.95 (1H, d, J=9.2Hz), 5.81 (1H, d, 
J=17.6Hz), 5.63 (1H, d, J=17.6Hz), 5.17 (2H, s), 4.76-4.54 (1H, m), 3.03 
(1H,dd. J=17.4 RV 4.8Hz), 2.70 (1H,dd,J=1 7.4 Rtf 5.0Hz), 1.41 (9H, 
5 S) 0 

mmws (i 4 e) 

H-s<yy)V**\/l3)\>tf-A>-Z -73 J -4 -**7-5 - (5 - 

(2-^DO-4-7Jl't07x-Wi) T h 7 1 ->f/U) ^ 

• t -7*f-^-^^-f^ 



TLC:Rfo.25 : «x^;i/=3 : i) ; 

NMR (CDCI3) : 5 7.68 (1H, dd, J=8.8 Rtf 5.6Hz), 7.52-7.27 (5H, m), 
15 7.23 (1H, dd, J=8.4 Rlf 2.8Hz), 7.12-6.95 (1H, m), 5.97 (1H, d, J=9.4Hz), 
5.68 (1H, d, J=1 8.2Hz), 5.50 (1H, d, J=18.2Hz), 5.20 (2H, s), 4.79-4.52 
(1H, m), 3.07 (1H, dd, J=17.6 TkV 4.4Hz), 2.73 (1H, dd. J=17.6 W 
4.8Hz), 1.42 (9H,S)o 

miM 5 (14 7) 

20 N _^yy>^^y^;i/^;i/- 3 - 7 5 ; - 4 - t^rV - 5 - (5- 



10 



Q COO-t-Bu JTfT** 
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0 



TLC:Rf0.40 (^nn*w : ^ *;-)V=9 : l) ; 

5 NMR (CDCI3) : «5 7.44 (1H. s), 7.48-7.25 (5H, m), 7.03 (1H, s), 6.88 

(1H, S), 6.38 (1H, d, J=9.2Hz). 5.79 (1H, d, J=17.6Hz), 5.62 (1H, d, 
J=17.6Hz), 5.18 (2H, s), 4.78-4.60 (1H, m), 3.92 (2H, t, J=7.2Hz), 3.07- 
2.83 (3H, m), 2.75 (1H, dd, J=17.4 Rtf 5.4Hz), 1.97-1.57 (6H, m), 1.42 
(9H, s) 0 

10 nnms (i 4 8) 

N-^>y>*+y*^^-3-75 /-4-**V-5- (5 - 

(5 ->f ^ yir-fr- 1 ->f M^f*) fh5 , /-*-i->f*) ^> 



TLC:Rf0.3i (^nD*w:^;-ji/=9 : 1) ; 

NMR (CDCI3) : 5 7.46 (1H, s), 7.45-7.20 (5H, m), 7.03 {1H, s), 6.89 




•N, 



15 
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(1H, s), 6.22 (1H, d, J=8.6Hz), 5.49 (2H, brs), 5.18 (2H, s), 4.72-4.52 (1H, 
m), 3.93 (2H, t, J=7.2Hz ), 3.12 (1H, dd, J=17.6 W 4.8Hz), 2.78 (1H, dd, 
J=17.4 W 5.2Hz), 2.61 (2H, t, J=7.2Hz), 1.96-1.57 (6H,m), 1.42 (9H, 

S)o 

5 mmm 5 (149) 

N _^>v?;l/t^rv*^^-^-3-7^y-4-^4rV-5- (5 - 



T L C : R f 0.43 (?on*^;>^/-^ = 9 : 1) 0 
H»J5 (15 0) 

N_/Ov ? ;i/t + v*^'K-^-3 -7^7-4 -**7- 5 - (5 - 
15 (2->VfJH<yif^) r h7'/-* - 1 -4^0 t 



20 TLC:Rfo.43 (^DD*ii/A : ^y-ji/=9 : i) » 




.COO-t-Bu 



10 




H 3 C V 
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%mm 5 dsn 

N-^>y>t^v*H-^- 3 - T ^ - 4 - V - 5 - (5 - 
( 4 _ (4-7)Hn7i^)l') f7V*-^-2-'f;Mf)l/) rh^V 



TLC:Rfo.30 (A^>:i|xf^=2 : i) ; 

NM R (CDCI3) I 8 7.92-7.76 (2H, m), 7.46-7.28 (5H, m), 7.34 (1H, s), 
10 7.17-7.01 (2H, m), 5.95 (1H, d, J=9.2Hz), 5.85 (1H, d, J=17.6Hz), 5.68 (1H, 
d, J=1 7.6Hz), 5.18 (2H, s), 4.77-4.60 (1H, m), 4.73 (2H ,s), 3.02 (1H, dd, 
J=17.6 W 4.6Hz), 2.72 (1H, dd, J=17.6 Rlf 4.8Hz), 1.42 (9H, s) 0 
%mm 5 (15 2) 

N-^^y^**'>*A/#-^-3-7^y-4-**V-5- (5 - 
15 (4- (4-7HD7i-^) f77*-^-2-^JMfJl/) f^T* 



5 




,COO-t-Bu 




s- 



0 



20 



TLC:Rf0.16 (^*-9-> : ftKiffl/=2 : 1) 
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NMR (CDCI3) : S 7.89-7.68 (2H, m), 7.44-7.24 (5H, m), 7.36 (1H, s), 
7.16-7.00 (2H, m), 5.85 (1H, d, J=8.6Hz), 5.98 (1H, d, J=18.6Hz), 5.75 (1H, 
d, J=1 8.6Hz), 5.22-4.99 (2H, m), 4.76-4.46 (3H, m), 3.00 (1H, dd, J=17.6 
RXf 4.6Hz), 2.71 (1H, dd, J=17.6 W 4.8Hz), 1.39 (9H, s) 0 

5 mmm 5 (153) 

U-*fyi;n,**i,jjtU#z.Jl,-3 -75 S-4 -**V-5 - (5 - 
(4- (4 -^D07x^) f7V-^-2-^M^) TYyV- 




TLC:Rfo.36 :»K^^=2 : l) ; 

NMR (CDCI3) : 8 7.86-7.74 (2H, m). 7.46-7.28 (8H, m), 5.96 (1H, d, 
J=9.2Hz), 5.85 (1H, d, J=17.8Hz), 5.68 (1H, d, J=17.8Hz), 5.17 (2H, s), 
15 4.78-4.58 (1H, m), 4.73 (2H ,s), 3.02 (1H, dd, J=17.4 W 4.4Hz), 2.72 
(1H, dd, J=17.4 SlXJF 4.8Hz), 1.42 (9H, s) D 

mnms (154) 

N-^^yW'>*^- ^-3 -7 ?/-4-t^V-5 - (5- 
( 4 _ (4-^DD7x^) fT 1 /-^- 2 -4 Jl/^f-Jl/) f b7V- 
20 ^-l->f^) ^^^'/K' t-WiXf* 
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TLC:Rfo.20 : #$.x^;i/=2 : l) ; 

NMR (CDCI3) I $ 7.84-7.74 (2H, m), 7.49-7.21 (8H, m), 5.98 (1H, d, 
5 J=18.6Hz), 5.87 (1H, d, J=9.0Hz), 5.75 (1H, d, J=18.6Hz), 5.14 (1H, d, 
J=12.2Hz), 5.06 (1H, d, J=12.2Hz), 476-4.44 (3H, m), 3.01 (1H, dd, 
J=17.6 TkXf 4.6Hz), 2.72 (1H, dd. J=17.6 JkXf 5.0Hz), 1.39 (9H, s)„ 

%mm 5 (15 5) 

H-^y:j)l,7t*z/f])\stf~)l>-3-7<;-4-**V-5- (5 - 
10 (4- (3-- M37X-A/) f7/-^-2-^fJMf^) fh7/- 




15 tlc : Rf 0.27 : ftK^f ^=2 : l) ; 

NMR (CDCI3) : 5 8.76-8.66 (1H, m), 8.30-8.06 (2H, m), 7.66-7.50 (2H, 
m), 7.46-722 (5H, m), 5.97 (1 H, d, J=8.8Hz), 5.87 (1 H, d, J=1 7.6Hz), 5.70 
(1H, d, J=1 7.6Hz), 5.18 (2H, s). 4.80-4.56 (1H, m), 4.76 (2H, s), 3.03 (1H, 
dd, J=17.6 Rtf 4.4Hz), 2.73 (1H, dd, J=17.6 Rlf 5.0Hz), 1.42 (9H, s) 0 

20 mmms use) 
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N-^"/y>*^rV*M-;l'-3-7 5;-4-t + V-5- (5 - 
(4- (3--hn7x^;i/) f 7 > /-^-2-'fiMf;l/) f^/- 




TLC:Rfo.i8 (^*^ -^=2 : 1) ; 

NM R (CDCI3) : S 8.73 (1H, brs), 8.23-8.04 (2H, m), 7.64-7.44 (2H, m), 
7.44-7.14 (5H, m), 6.06 (1H, d, J=18.8Hz), 5.94 (1H, d, J=8.0Hz), 5.76 (1H, 
10 d,J=1 8.8Hz), 5.08 (2H, brs), 4.77-4.46 (3H,m), 3.09 (1H,dd, J=17.6 W 
4.4Hz), 2.78 (1H, dd, J=17.6 Rlf 5.0Hz), 1.41 (9H, s) 0 

mmm5 a 5 7) 

(4 _ Hj7ji/to^fi^;^7^7x-^ft) r Y=7"/-)V 
15 -2-4fr) *>9>&L- X-'m'X-XT*' 




TLC:Rfo.64 (^>:ft»xtA/=i : 1) ; 

20 NM R (CDCI3) : 5 8.01 (1H, brs), 7.53 (4H, brs), 7.37 (5H, brs), 5.96 
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(1H, d, J=9.0Hz), 5.81 (1H, d, J=17.8Hz), 5.63 (1H, d, J=17.8Hz), 5.16 (2H, 
s, tetrazole-CH2-Ar), 4.76-4.52 (1H. m), 3.00 (1H, dd, J=17.6 W 4.4Hz), 
2.71 (1H, dd, J=17.6 W 5.0Hz), 1.41 (9H, s) 0 

mmms (1 5 8) 

5 N-^yz/)l**i/lJ)l/#-)V-3-T<J-4-**y-5- (5- 




10 

TLC:Rfo.08 (^**r> : ft»if^=3 : l) ; 

NMR (CDCI3) : S 8.81-8.62 (1H, br), 7.65-7.25 (9H, m), 5.94 (1H, d, 
J=8.8Hz), 5.62 (1H, d, J=18.4Hz), 5.46 (1H, d, J=18.4Hz), 5.20 (2H, s), 
4.75-4.50 (1H, m), 3.07 (1H, dd, J=18.0 RTf 4.4Hz), 2.73 (1H, dd, 
1 5 J=1 8.0 R 5.2Hz), 1 .43 (9H, s)o 

mmms (159) 

N-^>W**/*A/#-*-3 -75 ;-4-**V-5 - (5 - 
t -7f-;wc.*T;i> 

20 
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TLC:Rfo.35 (^dd*m : >^y-;i/=9 : 1) ; 

NMR (CDCI3) : 8 7.50 (1H, s), 7.38-7.30 (5H, m), 6.85 (1 H, s), 6.32 
5 (1 H, d, J=9.0Hz), 5.74 (1H, d. J=18Hz), 5.63 (1 H, d, J=18Hz), 5.14 (2H, s), 
4.68 (1 H, m), 4.24 (2H, s), 2.93 (1 H, dd, J=4.8, 17Hz), 2.73 (1 H, dd, J=5.0, 
17Hz), 1.40 <9H, s) 0 
%tfcM5 (1 6 0) 

N-^>y>t*v*^*'-"'-3-7 5 y - 4 V- 5 - (5 - 
10 (>f 5 ^7-JV-4-^l'>f^7 YyV-)^- 1 -<<)V)s<y9 >g • 
t -y-^;i/x^r;l/ 



15 TLC : Rf 0.35 nu*;VA : * * J —A>= 9 : 1 ) ; 

NMR (CDCI3): S 7.41 (1H, s), 7.38-7.30 (5H,m), 6.86(1 H, s), 6.43 
(1 H, d, J=8.8Hz), 5.74 (1 H, d, J=1 9Hz), 5.53 (1 H, d, J=1 9Hz), 5.1 6 (2H, s), 
4.69 (1 H, m), 4.1 1 (2H, s), 2.98 (1 H, dd, J=5.0, 1 7Hz), 2.76 (1 H, dd, J=5.4, 
17Hz), 1.40 (9H, S) 0 




20 
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mmme (d 

H-^yiSfrtXi/jjJUtf-tU- 3-75 J- 4 -t^V- 5 - (5 - 
(2, 6-y?DD7x-Wf^) f ^y-^-l-^M s<V$y 

m 

5 




^»J5 (1) XMikltziti?® (119 mg) ^m-nv*-^ (0.9 
ml) &ifcK, f'j7;i/tn^i (9ml) £#nx.£ 0 RJS^tl^^S 
10 ^lB#KiE#L^ 0 S£M^F^>tl]Bx.TgiL, M£v';# 

m7A^o7 h^7^ (^d*m : ^ : »BS=3 0 : 

1 I 1) CiotilU &©«Jttte*#t&#f£Eft#&> (68mg) 

TLC : R f 0.22 (?nn*;i/A : :g£$=2 8 : 1 : l) ; 

15 NMR(CDCI3): 8 7.67 (1H, brs), 7.40-7.00 (8H, m), 6.31 (1H, brs), 5.54 

(1 H, brd, J=17Hz), 5.34 (1 H, d, J=17Hz), 5.10 (2H, s), 4.52 (1 H, brs), 4.24 
(2H, brs) 2.94 (1H, brd, J=16Hz), 2.65 (1H, brd, J=16Hz) 0 

mmme (2) ~e (1 6 0) 

mmms (2) -mmms (ho) -em&Ltzit&mzm^x, mm 

20 M6 (1) tMM<0&ftil, 2hlZ$:%i<D-JjmK£oXffiMt2>&K$t 

mmme (2) 
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(2, 6-^^0071^^) i- Y7V-)V-2-4 )V) ? y 

m 




tlc : R f 0.37 (?dd*h \*9 J-fr :B£$=2 8 : i : l) ; 

NMR(CDCI3) : 8 8.53 (1H, brs), 7.60-7.10 (8H, m), 6.20 (1H, brs), 
5.90-5.30 (2H, m), 5.08 (2H, s). 4.73-4.35 (3H, m), 2.97 (1 H, brd, J=1 7Hz), 
10 2.69(1H, brd, J=17Hz) 0 

mmi6 (3) 

N-^>yjU**->**#-^-3-7$y'-4-**V-5- (5 - 




TLC : R f 0.44 (?db*u : *9 :IHR=i 8 : l : l) ; 

NMR(d6-DMS0) : 5 8.05-7.95 (1H, m), 7.42-7.17 (10H, m), 5.81-5.60 
(2H, m), 5.09 (2H, s), 4.67-4.52 (1H, m), 4.13 (2H, s), 2.87-2.56 (2H, m) 0 
20 ^»J6 (4) 
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N-^>v*;i/^-i(rv5t7;W^-^- 3 -71 S -4 -**V-5 - (5 - 




5 

tlc : R f 0.60 (^no*u : j 9 :ftK= i 8 : i : l) ; 

NMR(d6-DMSO) I 5 7.98-7.86 (1H, m), 7.41-7.12 (10H, m), 5.96-5.74 
(2H, m), 5.07 (2H, S), 4.67-4.50 (1H, m), 4.23 (2H, s), 2.85-2.53 (2H, m) 0 

(5) 

10 N-^^v^^^v*^*-^- 3 -7 5 J - 4 -**rV- 5 - (5- 




15 tlc : R f 0.30 (^on*w : * ? :gf=$=3 0 : l : l ) ; 

NMR(CDCI3) : 5 7.41-7.22 (5H, m), 7.20-7.03 (4H r m), 6.20 (1H, brs), 
5.46 (1 H, d, J=1 8Hz), 5.20-4.98 (3H, m), 4.67-4.52 (1 H, m), 3.06 (1 H, brd, 
J=18Hz), 2.74 (1H, brd, J=18Hz), 2.31 (3H, s) D 

nmme (6) 

20 N-^>y>5f^y*^-^- 3 -75 J - 4 -t^rV- 5 - (5- 
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cr 




5 tlc : R f 0.34 (^od*h : > * y :g|«= 3 o : l : i) ; 

NMR(CDCI3) : 5 7.43-7.23 (5H, m), 7.22-7.00 (4H, m), 6.06 (1H, brs), 
5.57 (1 H, d, J=1 8Hz), 5.38 (1 H, d, J=1 8Hz), 5.11 (2H, s), 4.72-4.55 (1 H, 
m), 3.05 (1H, brd, J=18Hz), 2.73 (1H, brd, J=18Hz), 2.31 (3H, s)„ 

%mm6 (7) 

10 N-^>i^**v#^**-^-3-7^-4-*3rV-5- (5- 

(3-t-7*fiV7x^y) f YvV-fr- 1 <^>*>-$ 



15 tlc : R f 0.38 (?on*w :*9 J-jis :Wf&=3 o:i : l ) ; 

NMR(CDCI3) : S 7.35-7.18 (8H, m), 7.15-6.98 (1H, m), 6.30-6.13 (1H, 
m),5.48 (1H, d,J=18Hz), 5.25-4.95 (3H, m), 4.71-4.55 (1H,m), 2.98 (1H, 
brd, J=18Hz), 2.77 (1H, brd, J=18Hz), 1.29 (9H, s) „ 

%MW6 (8) 

20 N-^ , /y>t^v*^^^-3-7^-4-t J rV-5- (5- 
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TLC : R f 0.43 (^an*;bA : > 9 :ft®= 1 8 : 1 : 1) ; 

NMR(CDCI3) : S 7.40-7.1 6 (8H, m), 7.03 (1H,d, J=8.0Hz) r 5.88 (1H, 
brs), 5.42 (2H, brs), 5.14 (2H, s), 4.73-4.58 (1H, m), 3.09 (1 H, dd, J=18.0, 
6.0Hz), 2.76 (1H, dd, J=18.0, 6.0Hz), 1.29 (9H, s) 0 

WJ6 (9) 

N-^>^***>*>H^-^- 3 -7 5 J -4 -**7- 5 - (5 - 



TLC : R f 0.33 (*np*/i/A : :B£$=2 Oil : l ) ; 

NMR(d6-DMSO) : 5 8.14 (1H, d, J=8.0Hz), 7.85-7.68 (3H, m), 7.50- 
7.24 (8H, m), 7.16 (1 H, d, J=16.2Hz), 5.90 (2H, S), 5.1 3 (2H, s), 4.76-4.58 
(1H, m), 2.84 (1H, dd, J=16.0, 6.0Hz), 2.70 (1H, dd, J=16.0, 6.6Hz) Q 

mmme a o) 
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N-^Vv^^v*^**-^- 3-75^-4-** 7 -5- (5 - 



tlc : R f 0.45 (^DD*n : ^ :lfc®=2 o : l : l) ; 

NMR(d6-DMS0) : 8 7.94-7.51 (3H, m), 7.51-7.13 (10H, m), 5.98 (2H, 
s), 5.09 (2H, s), 4.67-4.50 (1H, m), 2.65 (2H, d, J=5.5Hz) 0 

mmm eon 

N > v JV t v * A"K-^- 3 - 7 5y - 4 - 1 ^ V - 5 - (5 - 



TLC : R f 0.26 (^dd*m : ^ :&$=2 8 : l : l) ; 

NMR(d6-DMS0) : 8 8.03 (1H, d, J=7.4Hz), 7.40-7.10 (10H, m), 5.64 
(2H, s), 5.07 (2H, s), 4.67-4.52 (1 H, m), 2.99 (4H, s), 2.80 (1 H, dd, J=1 7.0, 
6.0Hz), 2.66 (1H, dd, J=17.0, 6.8Hz) 0 

%mm 6(12) 




or 
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N - ^ > v v * ^ * - ^ - 3 - 7 ^ - 4 - 1 V - 5 - (5 - 



tlc : R f 0.42 (^nn^^A :g£$=2 8 : l : l) ; 

NMR(d6-DMSO) : S 7.91 (1H, d, J=7.2HzH), 7.45-7.08 (10H, m), 5.88 
(2H, s), 5.09 (2H, s), 4.66-4.50 (1H, m), 3.20-2.96 (4H, m), 2.76 (1H, dd, 
J=16.8, 6.0Hz), 2.63 (1H, dd, J=16.8, 7.2Hz) 0 

10 mmme (13) 

N — t>y***->*/U>i?-^-3-73y-4-**V--5- (5 - 



TLC : R f 0.25 (^no*W : j *y-;l/=4 : 1 ) ; 
NMR(d6-DMS0) : 8 7.55 (1H, m), 7.38 (5H, m), 5.55-5.27 (2H, m), 
5.08 (2H, s), 4.49 (1H, m), 4.10 (3H, s), 2.56 (2H, m) 0 

mmme u 4) 

20 N-^>y;vt + y*;i"f-;V- 3 - 7 a / - 4 - V - 5 - (5- 




5 




15 
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tlc : R f 0.31 (^dd*w : j* ? j~)v=a : l) ; 

5 NMR(d6-DMS0) : 8 7.94 (1H, m), 7.37 (5H, m), 5.82 (2H, brs), 5.09 

(2H, S), 4.60 (1H, m), 4.03 (3H, s), 2.88-2.55 (2H, m) e 

£»J6 (1 5) 

W-«> 9 Jfr**i/iiA'tf-fr- 3 -75y-4-t + V-5- (5 - 
(N, N-v^>v^7^y) t \>7V-fr-2-4A') 

10 m» 




TLC : R f 0.34 (^dd*h : l 8 : l : l) ; 

15 NMR(d6-DMS0) : 5 8.01-7.87 (1H, m), 7.42-7.12 (15H, m), 5.80-5.65 

(2H, m), 5.70 (2H, s), 4.70-4.50 (1H, m), 4.57 (4H, s), 2.90-2.52 (2H, m) 0 

mmm6 o 6) 

N-^'Wty*)Kif-Jl'-3-75;-4-*tV-5- (5 - 
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HPTLC : R f 0.28 (?ou*w : ^ *y-;i/=4 : l) ; 
5 NMR(CDCI3) I S 7.35 (5H, m), 5.96 (1H, m), 5.88-5.43 (2H, m), 5.17 

(2H, s), 4.70 (1H, m), 4.0 (1H, brs), 3.25-3.03 RXf 2.96-2.73 (^fc-tirT 
2H, m) 0 

(l 7) 

N-^>y>t^y*^-^-3-7U-4-*^V-5- (5 - 
10 h V 7^*'np»f-^r h 7 2 ->f;i/) ^>*>g£ 




HPTLC : R f 0.38 (*oo#/uA : ^^/-;w=4 : l) ; 

15 NMR(d6-DMS0) I 5 7.62 (1H, m), 7.37 (5H, m), 6.24 (2H, brs), 5.08 

(2H, s), 4.56 (1H, m),2.61 (2H, m) 0 

mmme a 8) 

N-^>y>t^y*W-^- 3-7^-4-t^fV-5- (5 - 
(xfJr->*;l/^iMfJl') t h7 x /-;l/-2 -A to) 
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or o 




/-CH 3 



TLC : R f 0.35 (^nn*A/A : ^^y-;w=4 : l) ; 

NMR(d6-DMSO) : <J 7.67 (1H, m), 7.36 (5H, m), 5.97 (2H, brs), 5.07 
5 (2H, s), 4.52 (1 H, m), 4.1 9-3.96 (4H, m), 2.60 (2H, d, J=5.0Hz), 1 .20 (3H, t, 
J=7.0Hz) o 

mm 6d9) 

N-^^y^t^fv*^*-^- 3-7^-4-** V - 5- (5 - 



tlc : R f 0.27 (^d#a \*9 j-fr :$$=3 o : l : 1) ; 

NMR(d6-DMSO): 5 7.99 (1H, m), 7.36 (5H, m), 5.56 (2H, m), 5.10 (2H, 
1 5 s), 4.60 (1 H, m), 3.20 (2H, q, J=7.5Hz), 2.72 (2H, m), 1 .31 (3H, t, J=7.5 Hz) c 

%mms (2 0) 

N-^y^t^v*;!'**-^- 3 -7<y-4-t#V-5 - (5 - 



10 
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tlc : R f 0.41 (?oa*;i/A : * ? :&m=3 0:1:1) : 

NMR(d6-DMSO): 8 7.98 (1H, m), 7.38 (5H, m), 5.93 (2H, m), 5.09 (2H, 
5 s), 4.63 (1 H, m), 3. 1 9 (2H, q, J=7.5Hz), 2.73 (2H, m), 1 .34 (3H, t, J=7.5 Hz) Q 

mmme (2 1) 

N-^>v^**v#;U*'^n'-3 -75^-4-^*7- 5- (5 - 



TLC : Rf 0.56 (^ntJ*^:i^-^:SS=8:i :D ; 

NMR (DMS0-d6) : 8 7.66 (1H, m), 7.37 (5H, m), 5.79 (2H, brs), 5.07 
(2H, s), 4.49 (1H, m), 4.23-3.94 (4H, m), 2.61 (2H, m), 1.18 (3H, t, 
15 J=6.5Hz) 0 

mmme (22) 

N-^>v;l/^^v*;l/zK-;l/-3-T$y-4-^^rV-5- (5 - 
( (4 -?DD7i-*) f-*>f-^) fh7 , /-;l'-2->f^) 



10 




20 
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tlc : Rf 0.55 (?dp*h 9 j -fr l 5 : l : l) ; 

NMR (DMS0-d6) : 8 7.94 (1H, m), 7.38 (9H, m), 5.90 (2H, m), 5.10 
5 . (2H, s), 4.60 (1 H, m), 4.52 (2H, s), 2.70 (2H, m) 0 

%nm 6(23) 

N _^ y 3f. -> ij - )V- 3 - 7 5 J - 4 - * * V - 5 - ( 5 - 

( (4-^no7x-jl/) f-^-^f-;!/) r h7'/-*- 1 -4 ^) 

10 

CI 




tlc : R f 0.43 (?no*H:^ ^y-^:»»= i 5 : l : i) ; 

NMR (DMS0-d6) : d 7.98 (1H, m), 7.38 (9H, m), 5.79 (2H, m), 5.10 
1 5 (2H, s), 4.60 (1 H, m), 4.48 (2H, m), 2.74 (2H, m)„ 

mmme (24) 

N-^c>5?A/*4r->*>U#-^-3 -T 5 J - 4 -**V- 5 - (5 - 



276 



WO 97/24339 



PCT/JP96/03801 




tlc : Rf 0.51 (^dd^a:^;-^:S8=i 8:1:1) ; 

5 NMR (DMS0-d6) : S 8.05-7.90 (1H, m), 7.43-7.09 (1 OH, m), 6.01- 

5.78 (2H, m), 5.09 (2H, s), 4.68-4.53 (1H, m). 2.90-2.72 T$l& 2.72-2.54 
(4H, m), 2.07-1. 88 (2H,m) 0 

mmme (2 5) 

10 (3 -7xi^^n^) rb^V-^-l-^^) 



TLC : R f 0.38 (^do*h : * * y : ft&= l 8 : l : l) ; 

15 NMR (DMSO-d6) I S 8.10-8.00 (1H, m), 7.43-7.08 (1 OH, m), 5.77- 

5.58 (2H, m), 5.10 (2H, s), 4.69-4.53 (1 H, m), 2.88-2.54 (4H, m), 2.03-1 .92 
(2H, m) 0 

mmm6 (2 6) 

N-^>yJ^^ry*Jl/#-^-3-75 J -4 -**7 - 5 - (5 - 
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(2, 6-^nn7x-H^-» t Y 7 V-^- 2 -^f>u) iy * y 




HPTLC:Rf0.38 (^no*jl/A : ^^-^=4 : 1) ; 
NMR (DMSO-de) : * 7.92 (1H, br), 7.67 (2H, d, J=7.5Hz), 7.51-7.24 
(6H, m), 5.88 (2H, br), 5.08 (2H, s), 4.59 (1H, m), 2.87-2.54 <2H, m)„ 

nmm 6(27) 

10 N-^>v>**v#^**-^-3 -7 5 S-4 -**V- 5 - (5- 

(2, 6--^no7x-J^^v) TY7V-fr-\-4)V) *<V9V 

m 




15 

hptlc : Rf 0.30 (?DD*w:^y-^=4: 1) ; 

NMR(DMS0-d6): 5 8.00 (1H, m), 7.79 Rlf 7.58-7.16 ( / nt>-&X 8H, 
m), 5.73 (2H, br), 5.08 (2H, brs), 4.66 (1H, m), 2.96-2.60 (2H, m) 0 

mmme (28) 

20 N -/^>y>t^yA^f-^-3-7?y-4-t^V-5- (5- 
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tlc : R f 0.58 (^□u*;i'A:^;-^:tt= l 5 : l : l ) ; 

NMR (DMSO-d6) : 5 8.00 (1H, m), 7.38 (8H, m), 7.00 (1 H, m), 6.01 
(2H, br), 5.50 (2H, s), 5.10 (2H, s), 4.64 (1H, m), 2.74 (2H, m) D 
mmW6 (2 9) 

N-^>y>t*-/*^*-^-3-7^ y-4 -t^V- 5 - (5 - 



TLC : R f 0.53 (^od^a :^y-;u:gj;$= i 5 : l : l) ; 

NMR (DMS0-d6) : 5 8.08 (1H, m), 7.34 (8H, m), 7.02 (1 H, m), 5.88 
(2H, br), 5.48 (2H, s), 5.01 (2H, s), 4.62 (1H, m), 2.72 (2H, m) 0 

mmme o o) 





ci 
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N - ^ > y 1 ^ v * - 3 - 7 ^ /-4 -**7-5 - (5 - 



tlc : R f 0.63 (^dd**a ^y-;i/:g^^= l 8 : l : D ; 

NMR (DMSO-d6) : 8 7.92 (1H, d, J=7.2Hz), 7.46-7.23 (5H, m), 5.88 
(2H, s), 5.09 (2H, s), 4.68-4.49 (1 H, m), 3.60 (3H, s), 3.12 (2H, t, J=7.0Hz), 
2.93-2.51 (4H, m)o 

10 nmme o d 

N _^>y;V^^v^;i/^-;l/- 3 - T<J-4-**V~5 - (5 - 



tlc : R f 0.46 (^DD*n:^y-^:ll= l 8 : l : l ) ; 

NMR (DMSO-d6) : d 7.87-7.69 (1H, m), 7.48-7.24 (5H, m), 5.75 (2H, 
s), 5.09 (2H, s), 4.64-4.45 (1H, m), 3.60 (3H, s), 3.05-2.56 (6H, m)o 

^mme (3 2) 




5 




15 



20 
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9>WL 




5 

TLC : R f 0.50 (juo^h :^ ?y-;u:gfc$=2 o : l : i) ; 
NMR (DMSO-d6) : 8 13.10-11.90 (1H, br), 8.00 (1H, d-like, J=7.0Hz), 
7.50-7.21 (5H, m), 6.68-6.60 (1H, m), 6.06-5.71 (4H, m), 5.09 (2H, s), 
4.74-4.52 (1H, m), 4.22 (2H, s), 3.53 (3H, s), 2.91-2.54 (2H, m) 0 
10 mnW6 (3 3) 

N > ^A/**-> * )V#=-)\<- 3 - 7 S >> - 4 V - 5 - ( 5 - 




tlc : R f o.38 (?Do^A:>^-;i/;ftt=2 o : l : 1) ; 

NMR (DMS0-d6) : 8 13.22-11.20 (1H, br), 8.06-7.92 (1H, m), 
7.46-7.16 (6H, m), 6.87 (1H, brs), 6.28 (1H, brs), 5.06 (3H, brs), 4.51 (1H, 
20 d, J=17.0Hz), 4.20 (1H, d, J=17.0Hz), 3.69 (3H, s), 2.74-2.46 (2H, m) a 
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nmm 6(34) 

N - ^ '/ y ^ t ^ry * Jl"f - 3-75^-4-t^V-5 - (5 - 



tlc : R f 0.29 (^od*^ ?y-;i/:8fc$=2 o : i : l) ; 

NMR (DMSO-d6) : 5 8.71 (1H, d, J=4.4Hz), 8.27-8.09 (1H, m), 8.03 
10 (1 H, d, J=7.8Hz), 7.77-7.55 (2H, m), 7.48-7.20 (5H, m), 5.98 (2H, s), 5.09 
(2H, s), 4.64 (3H, brs), 2.83 (1H, dd, J=16.8 5.8Hz), 2.64 (1H, dd, 
J=16.8 RV 6.8Hz) 0 

mmme (3 5) 

N-^>y^t^y*^^-^- 3-7^7-4 5 - (5 - 



5 





20 



TLC : R f 0.14 (^no*;vA:^^-^:^=2 o : l : l) ; 
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NMR (DMSO-d6) : S 8.64-8.52 (1H, m), 8.13 (1H, d, J=7.8Hz), 8.00 
(1H, td, J=7.8 HlV 1.8Hz), 7.65-7.44 (2H, m), 7.44-7.23 (5H, m), 5.90 
(2H,S),5.06 (2H,s), 4.78-4.55 (1H, m), 4.47 (2 H, s), 2.83 {1H,dd, J=17.0 
W 6.0Hz), 2.67 (1H, dd, J=17.0 W 6.8Hz) 0 

5 mnm6 o 6) 

N-^*?)!'** 3 -7 ?y-4-**7-5- (5 - 



TLC : R f 0.37 : * ftK=8 9 : l o : 

i) ; 

NMR (DMS0-d6) : S 8.76 (1H, brs), 8.72-8.61 (1H, m), 8.19-8.05 (1H, 
1 5 m), 8.05-7.96 (1 H, m), 7.78-7.64 (1 H, m), 7.50-7.22 (5H, m), 5.95 (2H, s), 
5.08 (2H, s), 4.70-4.52 (1H, m), 4.45 (2H, s), 2.90-2.50 {2H, m) 0 
%mW§ (3 7) 

N-^>^t^y*^^-3-7^ 7-4-** V -5- (5 - 

20 



10 
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tlc : R f 0.18 (?dd*ji/A : * 9 : 8 9 : l o : 
i) ; 

5 NM R (DMS0-d6) : S 8.70-8.52 (2H, m), 8.20-8.09 (1H, m), 7.92-7.78 

(1H,m), 7.55- 7.43 (1H,m), 7.43-7.21 (5H, m), 5.86 (2H, s), 5.10 (2H, s), 
4.70-4.58 (1H, m), 4.21 (2H, s), 2.95-2.60 (2H, m) c 

%mm 6(38) 

N _^>y ; i / ^-^v*;b^r.;i/- 3-757-4- -5- (5 - 
10 (2, 6 - 77)^071-^^^) r h 7 4 /-^ - 2 ->f/U) ^> * 




15 TLC : R f 0.54 (?no*W '. * 9 J -)\> 8 : 1 : 1) I 

NMR (DMS0-d6) : S 8.10-7.90 (1H, m), 7.63-7.03 (8H, m), 5.93 (2H, 
brs). 5.08 (2H, S), 4.72-4.53 (1H, m), 4.27 (2H, s), 2.90-2.55 (2H, m) 0 

mmme (3 9) 

20 (2, 6 -y'7)^D7x^JMf)l') r YyV~)V- 1 ->f ^) 9 
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5 tlc : R f 0.36 (^DD,w:^y-^:||=i 8 : l : l) ; 

NMR (DMSO-d6) I 8 8.07 (1H, brs), 7.60-7.08 (8H, m), 5.84 (2H, brs), 
5.10 (2H, s), 4.73-4.56 (1H, m), 4.13 (2H, s), 2.90-2.60(2H, m)» 

mmme uo) 

N-^>y^t^y*^*-^-3-75 J - 4 -**7-5 - (5 - 




TLC : R f 0.39 (*on*fl/A : *?/-;u=4 : 1) ; 
15 NMR (DMS0-d6) : 5 7.76 (1H, m), 7.58-7.22 (10H, m), 6.00 (2H, brs), 

5.06 (2H, S), 4.54 (1H, m), 2.62 (2H, m) Q 

3E1MI6 (4 1) 

N - ^ > y •> A - 3 - 7 ? y - 4 - 1 V - 5 - (5 - 

(7i^Wt) r h7V-^- 1 — f AO 

20 
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JO 



N 



TLC:Rf0.33 nn*jl/A : > 9 J —fr= 4 : 1 ) ; 
NMR (DMSO-d6) I 8 7.99 (1H, br), 7.60-7.23 (&t>*£X 10H, m), 5.73 
5 (2H, brs), 5.09 (2H, s), 4.60 (1 H, m), 2.71 (2H, m) 0 

nmme (4 2) 

N - ^ > y ^ t ^ y * - 3 - 7 ^ - 4 - i ^ V - 5 - (5 - 

(2, 6-y'^nn7x-Ji/f^) t YyV-)V-2 -4 )V) 9 



tlc : Rf 0.41 (^bb*^a:>^-jI'=4 : D ; 

NMR (DMS0-d6) : S 7.98 (1H, d, J=7.5Hz), 7.69 W 7.68 {&* 1H, 
d, J=9.0, 7.5Hz), 7.55 (1 H, dd, J=9.0, 7.5Hz), 7.44-7.24 (5H, m), 5.98 
15 (2H, brs), 5.07 (2H, s), 4.61 (1H, m), 2.80 W 2.62 (#* 1H, dd, 
J=16.5,6.0Hz) o 

(4 3) 

(2, 6-v?DD7i^ft) fh7 , /-^-l-^) 



10 




20 
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TLC:Rfo.32 (^nn*w:^;-^=4 : l) ; 

NMR (DMSO-d6) : S 7.78 (1H, m), 7.67 RT? 7.66 {&* 1H, d, 
5 J=9.0, 7.0Hz), 7.56 (1 H, dd, J=9.0, 7.5Hz), 7.41-7.17 (5H, m), 5.80 (2H, 
br),5.13 lkXf 5.03{&* 1H, d, J=12.0Hz), 4.54 (1 H, m), 2.63 (2H, 
m) 0 

%MM6 (4 4) 

N - ^ > y t + v * - 3 - 7 < y - 4 - 1 V - 5 - (5 - 



10 (2, 6-y^f^7i-;Mf^) 7^77-^-2-^^) ^>r/ 
• 



15 TLC'RfO.33 (^OD/t/VA '. ^ 9 J —)\/ \ S£S£= 9 5 I 4 I 1 ) ; 

NMR (DMSOd6) : d 12.47 (1H, brs), 8.02-7.88 (1H, m), 7.56-7.15 
(5H, m), 7.10-6.80 (3H, m), 5.88 (2H, brs), 5.07 (2H, s), 4.70-4.47 (1 H, m), 
■ 4.20 (2H, s), 2.88-2.50 (2H, m), 2.33 (6H, s) 0 

%nme (4 5) 

20 N-^>v^t^v*;i/^-;i/-3-r^y-4-t^y-5- (5- 




CH 3 



287 



WO 97/24339 



PCT/JP96/0380I 



(2, Tf7 > /-^-l->fM 




5 

TLC:Rfo.o9 (^nn*jvA:^;-;i/:SSS=95:4:i) ; 

NMR (DMSOd6) I d 8.05 (1H, d, J=8.0Hz), 7.42-7.20 (5H, m), 
7.16-6.92 (3H, m), 5.82 (2H, brs), 5.10 (2H, s), 4.72- 4.55 (1H, m), 3.98 
(2H, S), 2.90-2.63 (2H, m), 2.12 (6H, s) 0 

10 mmme (4 6) 




15 

TLC:Rfo.26 (^dd*;va :* 9 9 5 : 4 : D ; 

NMR (DMSO-d6) : S 12.50 (1H, brs). 7.94 (1H, brs), 7.60- 7.10 (5H, 
m), 5.88 (2H, brs), 5.09 (2H, s), 4.70-4.51 (1H, m), 2.89-2.47 (4H, m), 
1.82-1.40 (6H, m), 1.35-0.74 (5H, m)<> 

20 mmme (4 7) 
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N-^>v;i'**v#^**~>l'-3 -75 J -A -**7- 5 - (5 - 




TLC:Rf 0.11 (^no^A:>^-^:ftK=95:4:i) ; 

NMR (DMSO-d6) : 8 8.04 (1H, d, J=7.4Hz), 7.41-7.23 (5H, m), 5.67 
(2H, brs), 5.09 (2H, s), 4.67-4.50 (1H, m), 2.88-2.60 (2H, m), 2.58 (2H, d, 
J=6.6Hz) 1.82-1.41 (6H, m), 1.36-0.78 (5H, m) 0 
10 %mm% (4 8) 

N-^>y>t^fv*^*-;i/- 3 -75 J - 4 -**7-5 - (5 - 




15 

TLC:Rfo.24 (^no*M:^y-;KK=95:4:i) ; 

NMR (DMSO-d6) : 8 7.95 (1H, brs), 7.60-7.10 (9H, m), 5.93 (2H, brs), 
5.08 (2H, s), 4.73-4.51 (1H, m), 2.83-2.54 (2H, m), 2.31 (3H, s) 0 

mmme u 9) 

20 N-^Vy>t^v>!/il"K-^-3 - 75 y - 4 - t+V - 5 - (5- 
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5 TLC:Rfo.i4 (^Dn*^:>^-^:ffi»=95:4:i) ; 

NMR (DMSO-d6) : 8 8.10-7.93 (1H, brs), 7.47-7.16 (9H, m), 5.72 (2H, 
brs), 5.11 (2H, S), 4.73-4.55 (1H, m), 2.90- 2.59 (2H, m), 2.32 (3H, s) 0 

^mme (5 o) 

N-^>v)^ J fv*^f-^-3-T5;-4-t^V-5- (5 - 
10 (4-?nn7i^m) 7h7 , /-^-2-'f^) ^>?>g£ 



CI 




TLC:Rf0.26 (^nn*M:>?y-^:Sf=95:4:i) ; 

15 NMR (DMSO-d6) : 8 12.50 (1H, brs), 8.01 (1H, d, J=7.4Hz), 7.60-7.42 

(4H, m), 7.42-7.23 (5H, m), 6.03 (2H, s), 5.09 (2H, s), 4.78-4.48 (1H, m), 
2.90-2.57 (2H, m)o 

mmm 6(51) 

N— ^ > yJl/t^y*^^-^- 3— 7^^ — 4— ^"^rV— 5 — (5 - 
20 (4-^DD7x-W) ThyV-^-l-^f^) ^>?>g£ 
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jot 



.ci 



N 



TLC:Rf0.22 (^nn*^A:^;-JKSI=95:4:i) ; 
5 NMR (DMSOd6) : S 12.47 (1H, brs), 8.15-7.96 (1H, m), 7.70-7.41 

(4H, m), 7.41-7.23 (5H, m), 5.77 (2H, s), 5.10 (2H, s), 4.75-4.52 (1H, m), 
2.90-2.55 (2H, m) 0 

mmme (52) 

N-^>y>t^v*M-ii'-3-T5;-4-t^y-5 - (5 - 



tlc : R f o.35 (?on*^A:>^-^:ftR=i o i l : l) ; 

15 NMR(DMSO-d6):<* 13.36-11.90 (1H, br), 8.81 (2H, d, J=5.3Hz), 8.08 

(1H, d, J=7.5Hz), 7.82 (2H, d, J=5.3Hz), 7.52-7.14 (5H, m), 6.00 (2H, s), 
5.09 (2H, s), 4.80-4.45 (3H, m), 2.97-2.57 (2H, m) 0 

mmme (53) 

N-^> y il't^y * - 3 - 7 ^ 7-4 -**7- 5 - (5 - 

20 (try v>-4--f;i^) r h77-^-i-^v) ^'✓^'✓K-ffiKffi 
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tlc : R f 0.11 (^nn^A:^;-^:ft|= 10:1:1) ; 

5 NMR (DMSO-d6) : S 8.85 (2H, d, J=6.4Hz), 8.17 (1 H, d, J=7.4Hz), 

7.88 (2H, d, J=6.4Hz), 7.52-7.09 (5H, m), 6.06-5.74 (2H, m), 5.1 1 (2H, s), 
4.73-4.56 (1H, m), 4.51 (2H, s), 2.92-2.59 (2H, m). 
%mm6 (5 4) 

N-^'/y*^ 3-7^-4 - **V - 5 - (5 - 
10 (3, 5 -^DD7xi*ft) t 2 ->f^) ^V9 >R 




tlc :Rf 0.40 (^Dn*j^:>^-^=4 : i) ; 

15 NMR (DMSO-d6) : <S 8.01 (1H, m), 7.64 (1H, d, J=1.5Hz), 7.52 (2H, 

d, J=1 .5Hz), 7.37 (5H, m), 6.08 (2H, br), 5.08 (2H, s), 4.64 (1H, m), 2.89- 
2.56 (2H, m) 0 

nmm 6(55) 

N — ^ y pfrj-^ri/ ii 3 — 7 ^ 7-4 -**V-5 - (5 - 

20 (3, 5-^no7x-Jl/ft) fF5'/-^-l->ffl/) ^>r/| 



WO 97/24339 



PCT/JP96/03801 



CI 




CI 



TLC:Rfo.30 (^oo,tw:^^;-ji/=4 : l) ; 

5 NM R (DMSO-d6) : 6 8.06 (1 H, m), 7.69 (1 H, d, J=1 .5Hz), 7.58 (2H, 

brs), 7.36 (5H, m), 5.82 (2H, br), 5.10 (2H, s), 4.64 (1H, m). 2.75 (2H, m). 

mmme (5 6) 

N-^>W + '>*M-^-3-75y-4-*^V-5- (5 - 

10 /u- 2 ->f ^) yfk 



TLC:R£0.36 (^Da*;vA:^y-;v:^=2o:2:i) ; 

15 NMR (DMS0-d6) : 5 7.82 (1H, d, J=8Hz), 7.76 (1H, d, J=8Hz), 7.38 

(5H, m), 5.92 (2H, br), 5.75 (1H, d, J=8Hz), 5.22 (2H, s), 5.08 (2H, s), 4.58 
(1H, q, J=8Hz), 3.28 (3H, s), 2.82-2.50 (2H, m) 0 

mmm6 (57) 

N y PPt* v # 3-757-4-^*7-5- ( 5 - 

20 (1 -^f-^tfU 5 v>-2, 4-yt>-3-^)Mf^) f h7V- 
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)i>- i ->f >u) *<>9 




5 TLC:Rfo.i8 ^Do*^A:>^-^:ftS=2o:2:i) ; 

NMR (DMSO-d6) : 8 7.78 (1H, d, J=8Hz), 7.60 (1H, d, J=8Hz), 7.36 
(5H, m), 6.00 (1H, d, J=17Hz), 5.88 (1H, d, J=17Hz), 5.56 (1H, d, J=8Hz), 
5.20-4.96 (4H, m), 4.46 (1H, J=8Hz), 3.30 (3H, s), 2.80-2.55 (2H, m) e 

%mm6 (5 8) 

10 N-^>v^^^v*^**-^-3-7<y-4-*^V-5- (5- 




15 tlc : R f 0.52 (^dd*m : * 9 J : $81= 2 o : l : l) ; 

NMR (DMSO-d6) 15 7.84-7.61 (1H, m), 7.52-7.16 (5H, m), 6.07-5.80 
(2H, m), 5.08 {2H, s), 4.63-4.42 (1 H, m), 3.99 (2H, t, J= 6.6Hz), 3.35 (2H, t, 
J=6.6Hz), 2.62 (2H, d-like, J=5.6Hz) 0 

^mme (59) 

20 n - ^ > •>* ^ t y * - ^ - 3 - 7 5 ;-4-**v-5- (5- 
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5 TLCiRf 0.22 (^nn*W:^/-iKSI=2 o : 1 : l) ; 

NMR (DMSO-d6) : 5 8.06-7.86 (1H, m), 7.56-7.20 (5H, m), 5.76 (2H, 
brs), 5.10 (2H, s), 4.68-4.49 (1H, m), 3.94 (2H, t, J=6.8Hz), 3.25 (2H, t, 
J=6.8Hz), 2.85-2.60 (2H, m) 0 

3kmM6 (6 0) 

10 N-^>v^t^v^^**-^-3-7^y-4-^^V-5- (5- 




15 TLC:Rf0.37 n u*)V& : x ? J -)V : 1 8 : l : l ) ; 

NMR (DMS0-d6) : 8 8.21 (2H, d, J=7.0Hz), 7.84-7.56 (4H, m), 7.35 
(5H, m), 6.21 (2H, br), 5.08 (2H, s), 4.58 (1H, m), 2.64 (2H, br) 0 

mmme (6 n 

N-^>v>t^v*;wf^-3 - 7^ - 4 - t^V - 5 - (5 - 
20 (7x-i^;^'-)i') r b 7 7*-^- 1 -4 fr) s<>9>Wt 
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TLC : R f 0.45 (^dd*w 1 8 : 1 : 1) ; 

5 NMR (DMSO-d6) : S 8.25 {2H, d, J=7.0Hz), 8.00-7.58 (4H, m), 

7.48-7.20 (5H, m), 6.09-5.81 (2H, m), 5.10 (2H, s), 4.65 (1 H, m), 2.66 (2H, 
m) 0 

mmme (e 2) 

N-^>y>*^y*^;v-3-7^ v-4 -**v-5 - (5 - 
10 (2-?DD-6-7Hn-7i-)Mf^) f l>7 , /-iV-2-^ 




15 TLC: Rf 0.49 a o : y ? v : &M= 4 5 : 4 : 1 ) ; 

NMR (DMSO-d6) : <M2.45 (1H, brs), 8.02-7.78 (1H, m), 7.50-7.20 
(8H, m), 5.90 (2H, s), 5.07 (2H, s), 4.70-4.50 (1H, m), 4.36 (2H, s), 2.90- 
2.53 (2H, m)o 

mmme (6 3) 

20 N-^>yJ^^v*^^-3-7^-4-^ + y-5- (5- 
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TLC:Rfo.39 (?dd^a:^^-^:SS=45:4:i) ; 

NMR (DMSO-d6) : <* 12.40 (1H, brs), 8.13-7.99 (1 H, m), 7.50-7.15 
(8H, m), 5.85 (2H, s), 5.10 (2H, s), 4.74-4.56 (1H, m), 4.19 (2H, s), 2.90- 
2.60 (2H, m) 0 

10 nmM6 (6 4) 

N-^>v*;i/^^rv*;i/*'-;u-3 -7<y - 4 -**v-5 - (5 - 




TLC:Rfo.63 (^dd*;^:^;-^:^=18:i:i) ; 

NMR (DMSO-d6) : S 12.50 (1H, brs), 8.05-7.90 (1H, m), 7.63-7.42 
(5H, m), 5.95 (2H, s), 5.09 (2H, s), 4.70-4.57 (1H, m), 3.63-3.45 (1H, m), 
2.90- 2.60 (2H, m), 2.10-1.10 (10H, m) 0 

20 H»J6 (6 5) 



297 



WO 97/24339 



PCT/JP96/03801 



N-^>y^t^v* 3 -T < S - 4 -**V - 5 - ( 5 - 



TLC : R f 0.54 (*nn#ji/A ^ y : S^^= l 8 : l : l) ; 

NMR (DMSO-CJ6) : 8 12.43 (1H, brs), 8.07-7.91 (1 H, m), 7.42-7.21 
(5H, m), 5.60 (2H, s), 5.10 (2H, s), 4.70-4.51 (1H, m), 3.70-3.52 (1H, m). 
2.89-2.53 (2H, m). 2.10-1.11 (10H, m) e 

10 mmme (6 6) 



TLC :Rf 0.55 (^DD^A:^^-fl':ftS=45:4:i) ; 

NMR (DMS0-d6) : 5 12.49 (1H, brs), 8.04-7.83 (1H, m), 7.52 (2H, d, 
J=8.5Hz), 7.45-7.22 (5H, m), 7.00 (2H, d, J=8.5Hz), 5.94 (2H, s), 5.07 (2H, 
s), 4.70-4.50 (1H, m), 3.78 (3H, s), 2.90-2.53 (2H, m). 

20 %mm% (6 7) 




5 




OCH 3 



15 
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N-^>y;^ + v*^^-3-T^-4-t^rV-5- (5 - 
(4-* h+*>7x-^f*) r h^V-^- 1 -'Ol') 




TLC:Rfo.49 (?do*jpa:^;-*:S1=45:4:i) ; 

NMR (DMSO-d6) I 5 8.08-7.97 (1H, m), 7.51 (2H, d, J=8.9Hz), 
7.42-7.25 (5H, m), 6.92 (2H, d, J=8.5Hz), 5.69 (2H, s), 5.1 1 (2H, s), 4.71- 
4.53 <1H , m), 3.78 (3H, s), 2.90-2.53 (2H, m) 0 
10 %mM6 (6 8) 

N-^>W*'>*^#-*-3-7 5 ;-4-**V-5- (5 - 




15 

TLC : R f 0.53 (?DD*M:^y-;Klt=2 o : l : l) ; 

NMR (DMS0-d6) : 5 12.52 (1H, brs), 8.02 (1H, d, J=8Hz), 7.70-7.52 
(1H, m), 7.52-7.20 (8H, m), 6.06 (2H, s), 5.09 (2H, s), 4.78-4.49 (1H, m), 
2.83(1H,dd,J=17 W 6Hz),2.65(1H,dd, J=17 Rlf 7Hz) c 

20 mmm 6(69) 
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tlc : R f 0.33 (*nn*/i/A :M?=2 o : l : l ) ; 

NMR (DMS0-d6) : 5 8.07-7.79 (1H, m), 7.75-7.12 (9H, m), 5.78 (2H, 
bra), 5.08 (2H, s), 4.71-4.41 (1H, m), 2.87-2.55 (2H, m) c 

%mme (70) 

10 N-^^v^t^y*^^-^-3-7?y-4-t^V-5- (5- 
(2, 4-y?DD7x^ft) fh7 , /-;i^-2-^) 



CI 




15 tlc : R f 0.57 (?od*h 9 l 8 : l : D ; 

NMR (DMS0-d6) : <S 12.85-12.15 (1H, br), 8.10 (1H, d, J=7Hz), 7.82 
(1H, d, J=7Hz), 7.58-7.20 (7H, m), 6.05 (2H, s), 5.09 (2H, s), 4.82-4.46 
(1H, m), 2.82 {1H, dd, J=17 W 6Hz), 2.65 (1H, dd. J=17 &tf 7Hz) Q 

nnm em) 

20 N-^>y^t J ry*^*-^-3-7^-4-t^V-5- (5- 
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5 TLC : R f 0.53 (*nn*;uA :^ ^y-^:ft»= l 8 : l : l) ; 

NMR (DMSO-d6) : S 8.03 (1H, d, J=7Hz), 7.82 (1H, s-like), 7.66-7.12 
(7H, m), 5.76 (2H, brs), 5.09 (2H, s), 4.78-4.44 (1H, m), 2.95-2.53 (2H, m) 0 
%MM6 (7 2) 

N-^>v>t^y*W-^-3-7^-4-t^7-5- (5 - 



10 (2-?DD-6-^Jl/7x-m) ff7V-^-2-^^) ^> 



15 TLC : R f 0.56 (?od**a :ftK= l 8 : l : l) ; 

NMR (DMS0-d6) : * 12.5 (1H, brs), 7.96 (1H, d, J=7.6Hz), 7.51-7.28 
(8H, m), 5.95 (2H, brs), 5.08 (2H, s), 4.67-4.56 (1H, m), 2.80 (1H, dd, 
J=5.4, 17Hz), 2.63 (1H, dd, J=7.0, 17Hz), 2.47 (3H, s) 0 

mmme (73) 

20 N-^^v;W^^v*^#-^-3-T^y-4-^^rV-5- (5- 




CI 
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TLC : R f 0.49 (^Do*n:^^-;i/:ftS= l 8 : l : l) ; 

NMR (DMSO-d6) : S 12.5 (1H, brs), 8.08 (1H, d, J=9.6Hz), 7.51-7.23 
(8H, m), 5.75 (2H, brs), 5.12 (2H, s), 4.71-4.61 (1 H, m), 2.92-2.67 (2H, m), 
2.46 (3H, s) 0 

10 mmme (74) 

N-^>^**'>**^A'-3 - 75 y - 4 - **V - 5 - (5 - 
(4-hij7n*D^f;l/7x-Jl/ft) r h7 , /-^-2->fA') s<> 




TLC : R f 0.40 (^oD*;i/A:^y-;K^=4 o : l : l) ; 

NMR (DMS0-d6) : 8 7.99 (d, J=8.0Hz, 1H), 7.76 (d, J=8.6Hz, 2H), 
7.62 (d, J=8.6Hz, 2H), 7.4-7.2 (m, 5H), 6.07 (s, 2H), 5.09 (s, 2H), 4.8-4.6 



302 



WO 97/24339 



PCT/JP96/03801 



(m, 1H), 2.78 (dd, J=6.0, 17.0 Hz, 1H), 2.65 (dd, J=7.0,17.0 Hz, 1H) 0 

mmme (75) 



tlc : R f 0.45 (?dd*m:^;-jkSI=4 0:1:1) ; 

10 NMR (DMS0-d6) : 8 8.0-7.9 (m, 1H), 7.78 (d, J=8.5 Hz, 2H), 7.67 (d, 

J=8.5Hz,2H), 7.4-7.3 (m, 5H), 5.79 (s,2H), 5.09 (s, 2H), 4.7-4.5 (m, 1H), 
2.8-2.6 (m, 2H) 0 

mmme (7 6) 

15 (1-7 9 VV-2 -J)^*) T YJV-)\<-2-4 to) ^>9>m. 



TLC : R f 0.43 (?do*w :^^-A':ftS=4 6:3:1) ; 

20 NMR (DMS0-d6) : 5 12.50 (1H, brs), 8.12 (1H, s), 8.00-7.86 (4H, m), 
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7.62-7.45 (3H, m), 7.43-7.20 (5H, m), 5.99 (2H, s), 5.07 (2H, s), 4.73-4.53 
(1H, m), 2.90-2.55 (2H, m)o 

mmme (77) 




TLC:Rfo.3i (?nn^A:^^-;i':S8=46:3:i) ; 

10 NMR (DMSO-d6) : 6 12.57 (1H, brs), 8.15 (1H, s), 8.10-7.87 (4H, m), 
7.69-7.44 (3H, m), 7.42-7.23 (5H, m), 5.78 (2H, s), 5.10 (2H, s), 4.73-4.55 
(1H,m), 2.90-2.55 (2H,m) 0 

mmme (7 8) 

N-^>v;1/^^tv*;I/jK-^-3 -7 5 J- 4 -**V- 5 - (5 - 
15 (4-t-7f^7x-m) r h7 , /-JV-2 ->f^) s<y*y& 




TLC:Rf0.49 (^nn*M:>^-^:ftS=46:3:i) ; 
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NMR (DMSO-d6) : S 12.48 (1H, brs). 7.96 (1H, brs), 7.60-7.40 (9H, 
m), 5.98 (2H, brs), 5.06 (2H, s), 4.70-4.50 (1 H, m), 2.88-2.53 (2H, m), 1 .26 
(9H, s) 0 

mmme (79) 

5 N-^^y>t + v*^'^-3-7^-4-i^V-5- (5- 



TLC:Rfo.43 (^DD^:^^-^:ftS=46:3:i) ; 

10 NMR (DMS0-d6) : S 8.10-7.90 (1H, m), 7.60-7.25 (9H, m), 5.70 (2H, 

brs), 5.09 (2H, s), 4.70-4.53 (1H, m), 2.90-2.53 (2H, m), 1.27 (9H, s) 0 

mmme (so) 

N-^^y;^^v*^^-^-3-75/-4-t^V-5- (5- 
(4- 7^tD^f;^^y7x^fi) f b 7 7'-^- 1 - >f 
15 JU) s<>?>M 



TLC : R f 0.33 (^no*w:^;-)i/:^3 0 : l : l) ; 

20 NMR (DMS0-d6) : 8 8.1-8.0 (m, 1H), 7.66 (d, J=8.8Hz, 2H), 7.43 (d, 

305 





WO 97/24339 



PCT/JP96/03801 



J=8.8Hz, 2H), 7.5-7.3 (m, 5H), 5.76 (brs, 2H), 5.1 0 (s, 2H), 4.7-4.6 (m, 1 H), 
2.9-2.6 (m, 2H) 0 

mmme (8 n 

N - ^ > t * - 3-7^-4-t^V-5- (5 - 




10 TLC : R f 0.33 (^nn^A;> ?/-;w:&$= l 5 : l : l) ; 

NMR (DMS0-d6) : 6 8.1-7.9 (m, 1H), 7.63 (d, J=8.8Hz, 2H), 7.43 (d, 
J=8.8Hz, 2H), 7.5-7.2 (m, 5H), 6.2-5.9 (m, 2H), 5.09 (s, 2H), 4.7-4.5 (m, 
1H), 2.9-2.6 (m,2H) 0 

mmWG (8 2) 

15 N-^>y^t^y*W-/i'-3-75/-4-*^7-5- (5- 
(2, 3, 6-MJ^DD7x-^ft) Tf7 , /-^-2--f;l') ^> 




20 
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TLC:Rfo.6i (?od*;i/A : > :8fcB£= 1 8 : 1 : 1) ; 

NMR (DMSO-d6) \S 11.9 (1H, brs), 7.96 (1H, d, J=7.8Hz), 7.84 (1H, 
d, J=8.8Hz), 7.71 (1H, d, J=8.8Hz), 7.39-7.30 (5H, m), 5.97 (2H, brs), 5.09 
(2H, s), 4.68-4.58 (1H, m), 2.80 (1H, dd, J=5.6, 16.6Hz), 2.64 (1H, d d, 
5 J=7.0, 16.6Hz) 0 

mmme (8 3) 

N - ^ > y + v * i^f^^ - 3 - 7 ? 7 - 4 - 1 ^ V - 5 - (5 - 
(2, 3, 6-FV^DD7x-;l/ft) t V yV-fr- 1 -4/1/) ^> 



tlc : R f 0.48 (^n*w \ * 9 /-;nftBt= l 8 : i : i) ; 

NMR (DMS0-d6) : 8 8.08 (1 H, d, J=7.4Hz), 7.86 (1 H, d, J=8.8Hz), 
15 7.71 (1H, d, J=8.8Hz), 7.42-7.26 (5H, m), 5.78 (2H, brs), 5.12 (2H, s), 
4.75-4.60 (1H, m), 2.93-2.70 (2H, m) c 

mmme (8 4) 

N - ^ > v ^ t ^ v * - 3-7^7-4-t^V-5 - (5 - 



10 




20 
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CP 




TLC : R f 0.38 (^nn*;U ? y : 9 4:3:3) ; 
NMR (DMSO-d6) : $ 8.02-7.89 (1H, m), 7.43-7.22 (6H, m), 7.19 (1H, 
5 s), 7.06 (1H, d, J=8.0Hz), 5.92 (2H, brs), 5.07 (2H, s), 4.70-4.50 (1H, m), 
2.90-2.53 (2H, m), 2.32 (3H, s),2.29 (3H, s). 

mmme (8 5) 

ft -^Vi? 3-7 < y-4 5 - (5 - 

(2, 4-y^fiV7x-;Vft) rh7 , /-^-l-^l') 



TLC : R f 0.29 (^no*)VA :^ ^y-;nft»=9 4:3:3) ; 

NMR (DMS0-d6) : 5 8.10-7.96 (1H, m), 7.43-7.25 (6H, m), 7.20 (1H, 
15 s), 7.07 (1H, d, J=7.4Hz), 5.69 (2H, brs), 5.10 (2H, s). 4.70-4.53 (1H, m), 
2.90-2.53 (2H, m), 2.30 (6H, s). 

w&ms (8 6) 

N > y-,^^ y * - ;P - 3 - 7 ? - (5 - 

(2, 5-y^nn7x-;Vft) r b 7 '/-A'- 2 -4 ;u) ^>*>& 



10 




CH 3 



20 
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0r° " siO" ° 




TLC:Rfo.48 (?nD*w *y-;i/:S£$=9 6 : 3 : D ; 

NMR (DMSO-d6) : 8 8.08-7.90 (1H, m), 7.65 (1H, dd, J=8.7, 2.9Hz), 
5 7.48 (1H, d, J=8.7Hz), 7.42-7.23 (6H, m), 6.05 (2H, brs), 5.09 (2H, s), 
4.70-4.52 (1H, m), 2.90-2.55 (2H, m) 0 

nmrne (s i) 

(2, 5-y^n7x^ft) r h y V-/U- 1 -4 *0 «^>*>86 



TLC:Rfo.40 (?dd^^a:^^-^:^=96:3:D ; 

NMR (DMSO-d6) : £ 8.05 (1H, brs), 7.70-7.58 (1H, m), 7.55-7.45 (2H, 
15 m), 7.45-7.21 (5H, m), 5.83 (2H, brs), 5.09 (2H, s), 4.75-4.55 (1H, m), 
2.90-2.55 (2H, m) 0 

mmm6 (8 8) 

N-^>y>t^y*^^-3-7^-4-t^rV-5- (5 - 



10 



CI 
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Br 



cr 




TLC:Rf0.43 (^n^A:^;-JKKK=30:i:i) ; 

5 NM R (DMSO-d6) ! 8 12.53 (brs, 1 H), 8.00 (d, J=8.0Hz, 1 H), 7.62 (d, 

J=8.6Hz, 2H), 7.46 (d, J=8.6Hz, 2H), 7.5-7.3 (s, 4H), 6.03 (s, 2H), 5.09 (s, 
2H), 4.8-4.6 (m, 1H), 3.0-2.6 (m, 2H) 0 

mmme (& 9) 



T L c : R f 0.26 (^no*w 9 j—fr : 3 0 : l : l ) ; 

15 NMR (DMSO-d6) : <J 12.57 (brs, 1H), 8.07 (d, J=7.4Hz, 1H),7.63 (d, 

J =8.6Hz, 2H), 7.46 (d, J=8.6Hz, 2H), 7.5-7.2 (m, 4H), 5.79 (s, 2H), 5.1 1 (s. 
2H), 4.8-4.6 (m, 1H), 3.0-2.6 (m,2H) 0 

mmm6 o o) 

N-^>yH*'>*/l'#- ^-3 -T5 -/-4-**V-5- (5 - 
20 (2, 6-^?DD-4-^fJl'7x-;i/f*) x 
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TLC:Rfo.60 (^dd*m:;^-ji/:^=96:3:i) ; 

NM R (DMSO-d6) : 8 7.95 (1 H, d, J=7.6Hz), 7.53 (2H, s), 7.40-7.25 
(5H, m), 5.96 (2H, s), 5.08 (2H, s). 4.70-4.50 (1H. m), 2.79 (1H, dd, J=16.8, 
6.0Hz), 2.61 (1H, dd, J=16.8, 6.8Hz), 2.36 (3H, s)„ 

N - ^ > y ;P t + v * ^ - ^ - 3 - 7 ^ /-4 -**V-5- (5 - 
(2,6 -y^oo-4-^fA'7x-Ht) f h^V-JU- 1-4*) 



TLC:Rfo.50 (^oD^A:^^;-;i/:ftSi=96:3:i) ; 

NMR (DMSO-d6) : 5 8.04 (1H, brs), 7.52 (2H, s), 7.45-7.20 (5H, m), 
5.74 (2H, s), 5.1 1 (2H, s), 4.76-4.56 (1 H, m), 2.90-2.65 (2H, m), 2.36 (3H, 
S) 0 



CT 
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mmme 02) 

N - ^ > y^t + v * i^-Jl' - 3 - T ^ - 4 - t^r V - 5 - (5 - 
(3, 4-y?nn7x-W) f h y *S-X/- 2 ->f;u) 




TLC : R f 0.48 (?nD*M:> * ; - A' : ftlfc= 3 6 : l : l) ; 

NMR (CDCI3) : 8 7.99 (1H, d, J=7.6Hz), 7.75 (1H, d, J=2.2Hz), 7.67 
(1 H, d, J=8.6Hz), 7.46 (1 H, dd, J=2.2, 8.6Hz), 7.40-7.30 (5H, m), 6.00 (2H, 
1 0 brs), 5.09 (2H, s),4.69-4.59 (1 H, m), 2.87-2.61 (2H, m) 0 

mmme (93) 

H-*i>i?n/**f-z/il totf—H'- 3 -7 < S - 4 -**V - b - (5- 
(3, 4-y^nn7i-W) r h 7 V-A- 1 ;U) 

CI 

tlc : r f 0.33 (?oo*w :^?y-;K$$=3 6:1:1) ; 

NMR (CDCI3) : (J 8.06 (1H, d, J=7.4Hz), 7.80 (1H, d, J=2.2Hz), 7.68 
(1 H, d, J=8.6Hz), 7.50 (1H, dd, J=2.2, 8.6Hz), 7.40-7.29 (5H, m), 5.77 (2H, 
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br s), 5.11 (2H, s), 4.69-4.59 (1H, m). 2.88-2.64 (2H, m) c 

(9 4) 

N - ^ > y + v * - 3 - 7 5 / - 4 - 1 ^ V - 5 - (5 - 

5 




tlc : R f 0.51 (^dd*h :>^-^:ftK= l 8 : l : l) ; 

NMR (DMS0-d6) : S 7.93 (1H, d, J=7.4Hz), 7.56-7.13 (5H, m), 6.01 
1 0 (2H, brs), 5.09 (2H, s), 4.73-4.49 (1 H, m), 2.92- 2.52 (2H, m) 0 

MMM6 (9 5) 

N-^^v;i/^-^v*;u**-;w-3 -757-4 -t^v- 5 - (5 - 




TLC : R f 0.53 (?uu*frj*:ji9 l 8 : l : l) ; 

NMR (DMS0-d6) : $ 12.80-10.36 (1H, br), 8.22 (2H, d, J=9.0Hz), 8.00 
(1 H, d, J=7.8Hz), 7.61 (2H, d, J=9.0Hz), 7.47- 7.18 (5H, m), 6.05 (2H, brs), 
20 5.09 (2H, s), 4.80-4.52 (1 H, m), 2.93-2.56 (2H, m) 0 
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mmme o 6) 

N-^v;w**v#^*'^-3 -7 5 y-4 - (5 - 



TLC : R f 0.37 (^nn^A:>^-^:ftK= l 8 : l : l) ; 
NMR (DMSO-d6) : <J 8.22 (2H, d, J=9.0Hz), 7.98 (1H, d, J=7.8Hz), 
7.66 (2H, d, J=9.0Hz), 7.46-7.19 (5H, m), 5.79 (2H, brs), 5.09 (2H, s), 
1 o 4.74-4.46 (1 H, m), 2.87-2.54 (2H, m) 0 

mmme (97) 

N-^>v^**v#^-*'-3 -75 7-4 -**V- 5 - (5 - 



TLC :Rf 0.47 {?uu*)V& ^y-;i/:Bt^=9 6 : 3 : l) ; 

NMR (DMSO-d6) : 5 12.43 (1H, brs), 8.26 (1H, d, J=8.6Hz), 8.16-7.80 
(4H, m), 7.74-7.47 (3H, m), 7.42-7.22 (5H, m), 5.94 (2H, s), 5.06 (2H, s), 
20 4.75-4.50 (1 H, m), 2.87-2.52 (2H, m)o 



5 




15 
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mmme o 8) 

N-^^v;i/^^v*^**-^-3 -75 J -4 -**V-5 - (5 - 



TLC:Rfo.37 (?no*^A:^;-)K^=96:3:i) ; 

NMR (DMSO-d6) : 8 12.56 (1H, brs), 8.32-7.97 (4H, m), 7.93 (1H, d, 
J=7.0Hz), 7.70-7.49 (3H, m) 7.41-7.10 (5H, m), 5.86 (2H, brs), 5.12 (2H ( s), 
10 4.78-4.58 (1H, m), 2.94-2.62 (2H, m) 0 

mmme (99) 

(2, 4-V-t-W7x^f*) fh77-^-2-'fJV) ^> 



TLC : R f 0.26 (^on*W \*9 &Wt= 9 0 110: 

i) ; 



5 




15 
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NMR (DMSO-d6) : S 7.60 (1H, d, J=7Hz), 7.46 (1H, d, J=2Hz), 
7.37-7.19 (7H, m), 5.97 (2H, dd, J=17 W 24 Hz), 5.04 (2H, s), 4.48 (1H, 
m), 2.65-2.52 (2H,m), 1.49 Rff 1.27 (&* 9H, s) 0 

mmme (100) 

5 N-^>y>t^v*^-^-3-7^-4-t^rV-5 - (5- 

(2, 4-y-t-7*f^7x-Jl/f*) r h 7 1 ^> 




10 

TLC : R f 0.24 (?nn*H \ *9 J-k\ ftK= 9 0 : 1 o : 

i) ; 

NM R (DMSO-d6) : 5 7.79 (1H, d. J=8Hz), 7.48 {1H, s), 7.35-7.18 (7H, 
m), 5.77 (2H, brs), 5.06 (2H, s), 4.52 (1H, m), 2.61 (2H, d-like), 1.46 RV 
15 1.29 (&* 9H, s)o 

HJfetf! 6 (10 1) 

N-^>y^t^y*^-^-3-7^-4-t^V-5 - (5 - 

20 
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• HCI 



TLC:Rfo.44 (^nn**A trj-A/ l 0 : 5 : l ) ; 

NMR (DMSO-d6) : 6 9.28 (1H, s), 8.02 (1H, d, J=7.0Hz), 7.80 (1H, s), 
5 7.71 (1H, S), 7.42-7.30 (5H, m), 6.04 (2H, s). 5.91 (2H, s), 5.09 (2H, s), 
4.62(1 H, m), 2.90-2.58 (2H, m) 0 

-mm 6 (102) 

N-^>v^**v*^**-^- 3 -7<y -4-^*7-5- (5 - 



TLC:Rfo.38 (?na*H : * y : S£$s= l o : 5 : l) ; 

15 NMR (DMSO-d6) : 8 9.22 (1H, s), 8.20 (1H, d, J=7.0Hz), 7.72 (1H, s), 

7.68 (1H, s), 7.40-7.26 (5H, m), 6.10-5.88 (2H, m), 5.81 (2H, s), 5.12 (2H, 
S), 4.72 (1H, m), 2.92-2.62 (2H. m)o 

mmme a 03) 

20 (2-^f^rv7x-;Vft) f h7'/-^-2->f;i/) 



10 
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V-s OCH 3 



TLC:Rfo.34 (^no*M:>^-^:SH=36:i:D ; 

5 NMR (DMSO-d6) : S 7.98 (1H, d, J=7.6Hz), 7.42-7.30 {6H, m), 

7.25(1 H,d, J=7.4Hz),7.10 (1H, d, J=7.4Hz), 7.00-6.92 (1H, m), 5.97 (2H, 
brs), 5.09(2H, s), 4.68-4.58 (1H, m), 3.80 (3H, s), 2.87-2.60 (2H, m) 0 

^mme (104) 

TH-s<vyil>** s siifrtf—*- 3 -7 5 J - 4 5 - (5 - 
10 (2 h^y7x-W) r h 77-^- 1 ->f /U) 



TLC!Rf0.29 '. * 9 ; - : Wf&= 3 6 : 1 : 1) ; 

15 NMR (DMSO-d6) : * 8.03 (1H, d, J=6.8Hz), 7.46-7.31 (7H, m), 

7.09(1 H. d, J=7.8Hz), 7.03-6.95 (1H, m), 5.72 (2H, brs), 5.10(2H, s), 4.68- 
4.58 (1H, m), 3.75 (3H, s), 2.87-2.62 (2H, m) 0 

mnme (105) 

N _^ y p * -> ij jitf - )V- 3 - 7 < J - 4 - * * V - 5 - ( 5 - 
20 (2, 6 - *J9 n o- 4 - y^f^T ^ J 7 f h 9 — 
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N-CH 3 



• HCI 



TLC:Rfo.38 (^dd^;va:^^-^:^=50: 10:1) ; 

NMR (DMSO-d6) : «J 7.97 (1H, d, J=7.8Hz), 7.40-7.26 (5H, m), 6.88 
(2H, S), 5.95 (2H, brs), 5.08 (2H, s), 4.60 (1H, m), 2.77 (6H, s), 2.84-2.72 
(2H, m) 0 

%mM6 (1 0 6) 

N — ^y>t^y*M-;l'-3-75;-4-t^y-5 - (5 - 
(2, 6-^DD-4-^W^7x-;Vft) r h7 ( /-^- 



TLC:Rfo.29 (^do*m :^^y-;i^:7K=5 o : l o : l) ; 

NM R (DMS0-d6) : 8 8.02 (1 H T m), 7.40-7.24 (5H, m), 6.87 (2H, s), 
5.73 (2H, brs), 5.11 (2H, s), 4.62 (1H, m), 3.00 (6H, s), 2.92-2.62 (2H, m) Q 

nmme (107) 




CH 3 
CH 3 



or 



HCI 
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N-<*>i? fr**zsti Artf-fr- 3 -T * S - 4 - - 5 - (5 - 




5 

T L C : R f 0.46 nn*;wA ? /-^ :tK=4 0 : l 0 : l ) ; 

NMR (DMSO-d6) : S 7.61 (1H,d, J=8Hz), 7.40-7.32 (6H, m), 6.96- 
6.94 (2H, m), 5.96 (2H, brs), 5.07 (2H, s), 4.57-4.47 (1H, m), 4.46 (2H, s), 
2.60 (2H, d-like) 0 

10 mmme (1 o 8) 

N-^>^>**v#^**-^-3-7<y-4-**7-5- (5 - 
(ft7x>-2->f^) 7- Yy*f-A- l -4)\>) s<v9y& 




15 

tlc : R f 0.34 (?db*w :^ ^/-^:tK=4 o : i o : i) ; 

NMR (DMS0-d6) :<5 8.08 (1 H, d, J=8Hz), 7.43-7.37 (6H, m), 6.97- 
6.94 (2H, m), 5.77 (2H, S), 5.10 (2H, s), 4.64 (1H, m), 4.38 (2H, s), 2.76 
(2H, m) 0 

20 %im 6 (10 9) 
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tlc : R f 0.49 (^dd*h : > ?y-;i/:7K=4 o : l o : l) ; 

NMR (DMS0-d6) I S 7.97 (1H, d, J=7Hz), 7.48 (1 H, dd, J=3 X.V 
5Hz), 7.37-7.33 (5H, m), 7.28-7.26 (1H, m), 7.02 (1 H, d, J=5Hz), 5.90 (2H, 
brs), 5.09 (2H, s), 4.67-4.57 (1H, m), 4.25 (2H, s), 2.81 RXf 2. 64 
10 1H, dd, J=7 17Hz) 0 

mmme (no) 

N y )v* )V*:~a,~ 3 -r 5 y -4 -**v-5 - (5 - 



tlc : R f 0.37 (^no*w : > ? y -;u : tK= 4 o : l o : 1 ) ; 

NMR (DMS0-d6) : 8 8.06 (1H, d, J=7Hz), 7.48 (1H, dd, J=3 W 
5Hz), 7.40-7.31 (6H, m), 6.98 (1H, d, J=5Hz), 5.72 (2H, brs), 5.10 (2H, s), 
20 4.67-4.58 (1H, m), 4.14 (2H, s), 2.81 W 2.69 1H, dd, J=7 




5 



15 
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RV 17Hz) 0 

mmm e ( 1 1 1 ) 

N _/sc>^ ;l/ ^-^v5!7;u^- ;U-3 -75/-4-*3r7-5- (5 - 



TLC:Rfo.50 (^dd*u:^7-^:M=io:3:i) ; 

10 NMR (DMSO-d6) : 5 7.97 (1H, d, J=7.8Hz), 7.62 (1H, brs), 7.40-7.30 

(5H, m), 7.1 9 (1 H, brs), 6.92 (1 H, brs), 5.87 (2H, s), 5.09 (2H, s), 4.61 (1 H, 
m), 4.04 (2H, t, J=7.0Hz), 2.88- 2.58 (4H, m), 2.14 (2H, m) 0 
%MM6 (112) 

N-^V^ + v*^;V-3-7^-4-i^rV-5- (5 - 
15 ( 3 = ^y-jv- i _^;u-/ D t Y y V~)V- l -4 )V) 



5 



9y* 
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TLC:Rf 0.38 (^od^a:^;-;k^=io:3:i) ; 

NMR (DMSO-d6) : 6 8.04 (1H, d, J=7.8Hz), 7.62 (1H, brs), 7.40-7.30 
(5H, m), 7.1 7 (1 H, s), 6.89 (1 H, s), 5.69 (2H, s), 5.10 <2H, s), 4.60 (1 H, m), 
4.10-3.98 (2H, m), 2.90-2.62 (4H, m), 2.10 (2H, m) 0 

5 mmm6 (ii3) 

N-^VyA-t + y*^**-^- 3 — 7 3 S - 4 -**V - 5 - (5 - 
(2, 3-y^DD7i^fi) f Yy"/-^-2-^ )V) ^> 9 >M 



tlc : R f 0.19 (^dd^:^;-jk^=3 6:1:1) ; 

NMR (DMSO-d6) : S 7.99 (1 H, d, J=7.4Hz), 7.64 (1 H, d, J=8.0Hz), 
7.40-7.31 (6H, m), 7.24 (1H, d, J=8.0Hz), 6.05 (2H, brs), 5.10 (2H, s), 
4.70-4.60 (1H, m), 2.89-2.62 (2H, m) c 

15 mmme (114) 

N y V)V * * v iJ )\>#=-)\<- 3 - 7 ^ J - 4 - * * v - 5 - (5 - 
(2, 3->^nn7i-m) t b y V-Jl/- 1 --OL') ^<>*>$ 




10 
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TLC : R f 0.16 (^dd*w 9 Z 6:1:1) ; 

NMR (DMSO-d6) : d 8.05 (1H, d, J=7.6Hz), 7.71-7.66 (1H, m), 
7.41-7.18 (7H, m), 5.81 (2H, brs), 5.09 (2H, s), 4.69-4.59 (1H, m), 2.88- 
2.63 (2H, m) 0 

5 mmme (i 1 5) 

(2, 6->Vf^7x-m) rYyV-^-2-^)V) 9 >Wt 




10 

tlc: Rf 0.48 (?dd*u:^;-^:^=4 6:3:i) ; 

NMR (DMS0-d6) : 8 12.40 (1H, brs), 7.92 (1H, d, J=8.8Hz), 7.40-7.05 
(8H, m) 5.90 (2H, brs), 5.05 (2H, s), 4.70-4.50 (1 H, m), 2.84-2.50 (2H, m), 
2.40 (6H, s)o 

15 nmw6 die) 

N-^>-W*'>*^#-A'-3-T^-4 - * * 7 - 5 - (5- 
(2, 6-'^fA/7x-W) fh7V'-^-l-^^) 




20 
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t l c : r f o.4i (^DD*^:^^-A':ft»=46:3:i) ; 

NMR (DMSO-d6) : 8 8.04 (1H, d, J=8.6Hz), 7.42-7.10 (8H, m) 5.70 
(2H, brs), 5.1 1 (2H, s), 4.70-4.52 (1H, m), 2.91-2.60 (2H, m), 2.35 (6H, s) 0 

mmm6 an) 

(2-^no-4-t -yf^7x-;i/f^) r h 5 2 --f ;u) 




TLC:Rfo.25 (?nowA:>^-^:SS=46:3:i) ; 

NMR (DMSO-d6) : <? 7.98 (1 H, d, J=8.0Hz), 7.56 {1 H, d, J=1 .6Hz), 
7.43-7.20 (7H, m) 6.02 (2H, brs), 5.07 (2H, s), 4.70-4.55 (1H, m), 2.80 (1 H, 
dd, J=16.6, 5.7Hz), 2.62 (1H, dd, J=16.6, 6.6Hz), 1.26 (9H, s) 0 

mmme u 1 8) 

N - y Jl/t * JWf-^ - 3-7^-4-t^rV-5 - (5 - 
(2 on- 4 - t -7f^7x-;i/ft) f f7V-;v- 
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0 a'Vd. 




TLC:Rf 0.19 (^dd^a:>^-^:SI=46:3:i) ; 

NMR (DMSO-d6) : 8 8.10-7.95 (1H, m), 7.58 (1H, d, J=1.4Hz), 
5 7.53-7.21 (7H, m) 5.76 (2H, brs), 5.10 (2H, s), 4.70-4.54 (1H, m), 2.90- 
2.60 (2H, m), 1.29 (9H, s) Q 

%nm 6 di9) 

N-^>v^**v#^**-^-3-7^y-4-**7-5- (5 - 
(2, 2, 6, 6-r Y 7 V>~2 - 4 )\< * T )V) f h 7 7* 

10 -)V-2-4 fr) 



TLC:Rfo.45 (^ou*^a :^^y-/n#K=i o : 2 : l) ; 

15 NMR (DMSO-d6) : 5 9.32 (1H, brs), 8.08 (1H, d, J=7.6Hz), 7.40-7.30 

(5H, m), 6.07 (2H, s), 5.10 (2H, s), 4.80-4.58 (3H, m), 2.92-2.58 (2H, m), 
2.10-1.40 (18H, m) 0 

%mms (120) 

N _^>y ; vt^y*;hf-ji,-3-7<y-4-t^y-5- (5 - 

20 (2, 2, 6, 6 - f f 7 ^ f JV^'J v > - 1 - ^ f ;b) f h 7 / 
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0 




O N*jg . HCI 



TLC:Rfo.66 (^nn*w:^y-)K^=io:2:i) ; 

NMR (DMS0-d6) : 5 8.36 (1H, d, J=7.4Hz), 7.40-7.24 (5H, m), 
6.20-5.90 (2H, m), 5.11 (2H ( s), 4.80-4.60 (3H, m), 2.96-2.60 (2H, m), 
2.00-1.20 (18H, m) 0 

mmm e (121) 

N-^>v^t^rV*^**-^-3 - 7 5 J - 4 5 - (5 - 



tlc : R f 0.25 (7od*u :^^-;k*=90:io:i) ; 

NMR (DMSO-d6) I 5 7.96 (1H, d, J=8Hz), 7.48-7.32 (9H, m), 7.08 (1H, 
t, J=7Hz), 5.81 (2H, S), 5.09 (2H, s), 4.67-4.57 (1 H, m), 3.49 (3H, s), 2.82 
W 2.62 (&* 1H, dd,J=7 RXf 17Hz) 0 

$mm% (i 2 2) 
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tlc : R f 0.19 (?oo*h : : B£$=9 o : l o : 

i) ; 

NM R (DMS0-CJ6) : ^ 7.79 (1H, d, J=8Hz), 7.42-7.28 (7H, m), 7.17- 
10 7.09 (1H, m), 6.96 (2H, d, J=8Hz), 5.06 (2H, q-like), 5.01 (2H, s), 4.26- 
4.16 (1H, m), 3.30 (3H, s), 2.64-2.37 (2H, m) 0 

mmm e (123) 

N > y',V^- ^ y ^ - jl/ - 3 - 7 - 4 - 1 ^ v - 5 - (5 - 
(2, 6-y^V7'nt>7x-JVfi) r h y s /-n>- 2 -J fr) ^> 

15 

O 

tlc : Rf 0.24 (?dd*u:^;^:*=9 o : l o : l) ; 

20 NMR (DMS0-d6) : 5 7.90 (1H, d, J=8Hz), 7.51-7.27 (8H, m), 5.87 (2H, 
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brs), 5.07 (2H, s), 4.62-4.52 (1 H, m), 3.75-3.62 (2H, m), 2.97-2.62 (2H, m), 
1.13 (12H, d, J=7Hz) Q 

mmme (124) 

N-^y;i/**v#;P5K-;P-3-7^/-4-**V-5- (5 - 
(2, 6-^y^nlf*7x-W) r Yy^/-^- 1 ^> 




TLC : R f 0.21 (?nn*H :^^-iK*=9 0 I 1 0 : 1) ; 

NMR (DMS0-d6) : 5 8.06 (1H, d, J=7Hz), 7.55-7.28 (8H, m), 5.73 (2H, 
brs), 5.1 1 (2H, s), 4.71-4.61 (1 H, m), 3.60-3.42 (2H, m), 3.04-2.66 (2H, m), 
1.11 (12H, d, J=7Hz)c 

nmm6 (125) 
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cr 




TLC:Rf 0.40 (^od*ji/a:^;-;kSU=46:3:i) ; 

NMR (DMSO-d6) : d 12.47 (1H, brs), 7.98 (1H, J=7.6Hz), 7.60-7.10 
5 (8H,m) 5.98 (2H,s), 5.08 (2H, s), 4.70-4.50 (1H, m), 2.81 (1H,dd, J=16.8, 
5.8H2), 2.62 (1H, dd, J=16.8, 6.8Hz), 2.36 (3H, s), 1.28 (9H, s) D 
%mm 6 (12 6) 

N-^> v;l/**v#;i/*'-^-3 -7 5y-4-**7-5- (5 - 
(2 t -7f^7i^^fi) r hyV-;i/- 1 -4 )V) 

10 



TLC:Rfo.32 (^Dn*^A:^?/-^:ft»=46:3:D ; 

15 NMR (DMS0-d6) : S 12.57 (1H, brs), 8.08 (1H, d, J=7.4Hz), 7.60-7.10 

(8H, m) 5.75 (2H, s), 5.1 1 (2H, s), 4.70-4.55 (1 H, m), 2.86 (1 H, dd, J=1 7.6, 
5.8Hz), 2.68 (1H, dd, J=17.6, 7.0Hz), 2.35 (3H, s), 1.28 (9H, s). 

mmm 6 (127) 
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(2, 6-y^f;V-4-t-W7x-;l/f*) 7-^7-^-2- 
4 n>) s<y?>& 



TLC:Rfo.48 (^00*^:^^-^:^=47:2:1) ; 

NMR (DMSO-d6) : <5 12.48 (1H, brs), 7.94 (1H, d, J=7.6Hz), 7.35 (5H, 
brs),7.24 (2H, s), 5.92 (2H, s), 5.07 (2H, s), 4.70-4.50 (1H, m), 2.90-2.50 
(2H, m), 2.41 (6H, s), 1.28 (9H, s) c 
10 mMM6 (12 8) 

N-^>v^^^v*^*'^^-3-T^y-4-t + V-5- (5- 
(2, 6 A - t -W7x-^ft) ff«7V-;l/-l- 



TLC:Rf0.43 (^dd*;i/A :^ ^y-;i^:TO=4 7 : 2 : 1 ) ; 
NMR (DMSO-d6) : 8 12.50 (1H, brs), 8.11-7.90 (1H,m), 7.46-7.20 
(5H, m), 7.25 (2H, s), 5.71 (2H, s), 5.11 <2H, s), 4.72-4.53 (1H, m), 2.93- 




5 



15 
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2.57 (2H, m), 2.35 (6H, s), 1.29 (9H, s) c 

%mm 6 (129) 

H-s<y V )V* )V*:=-)V- Z -7 \ S - A -* *V - $ - (5 - 
(2, 6 - y ^fJl' - 4 - y^ f^7 ^ ^ 7 x-;l/f tUV-A'- 

5 2-4 )v) «>*>m-iasm8t 



T L C : R f 0.39 nrn^/WA \ *9 zK= 5 0 : 1 0 : 1 ) ; 

10 NM R (DMSO-d6) : S 7.99 (1H, d, J=7.8Hz), 7.40-7.30 (5H, m), 6.79 

(2H, s), 5.92 (2H, s), 5.07 (2H, s), 4.60 (1H, m), 2.96 (6H, s), 2.88-2.54 (2H, 
m), 2.38 (6H, s)„ 

mmme (130) 

3 —T < y - 4 -**V- 5 - (5 - 
15 (2, 6-^f^-4-^W^7i-W) fh9 , /-A'- 




H 3 q 

N-CH 3 



(X' 
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TLC : R f 0.36 (*nn#/i/A \* ?/-;H;fc=5 0: 10:i) ; 

NMR (DMSO-d6) : 8 8.10 (1H, d, J=7.8Hz), 7.40-7.26 (5H, m), 6.74 
(2H, s), 5.69 (2H, s), 5.11 (2H, s), 4.62 (1H, m), 2.97 (6H, s), 2.92-2.62 (2H, 
m), 2.30 (6H,s) 0 
5 imm 6 (13 1) 

N-^>y>t y * 3 - 7 5 y - 4 - t^fV - 5 - (5 - 

* yfk ■ mm 



TLC : R f 0.30 (^nn*H 9 J -)V \ffife= 2 0 : 1 : 1) ; 
NMR (DMSO-d6) : 8 8.28-8.01 (1H, m), 7.62 (2H, dd, J=5.8 JkXf 
3.0Hz), 7.50-7.28 (7H, m), 5.97 (2H, brs), 5.02 (2H, s), 4.67 (3H, brs), 
15 2.92-2.54 (2H, m) 0 

%mW 6 (13 2) 

n-^>v;u^^v*^jK-;w- 3 -T 5 J - 4 -**y- 5 - (5 - 




H . HCI 



10 



20 
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tlc : R f 0.20 (?nn*ji/A : * 9 J : 2 o : i : l) ; 

NMR (DMSO-d6) : 5 8.04 (1H, d, J=7.6Hz), 7.79 (2H, del, J=6.0 R 
5 V s 3.2Hz), 7.51 <2H, dd. J=6.0 Rtf 3.2Hz), 7.42-7.20 (5H, m), 6.04 (2H, 
S), 5.08 (2H, S), 4.95 (2H, s), 4.77-4.99 (1H, m), 2.84 (1H, dd, J=16.8 W 
6.4Hz), 2.65 (1H, dd, J=16.8 W 6.8Hz) 0 

•mm 6 (133) 

N-^>v;i/t + v*;i/^-;i/-3-7^>'-4-^^V-5- (5 - 
10 (4-'fV^n^7x-^f*) T h 7/-^- 2 ->f;U) ^>?>$ 




tlc : R f 0.34 (^dd*h ^y-;u:ftK=3 6 : l : l) ; 

15 NMR (DMS0-d6) ! 5 7.99 (1H, d, J=6.4Hz), 7.47-7.25 (9H, m), 5.99 

(2H, brs), 5.09 (2H, s), 4.69-4.58 (1H, m), 2.98-2.60 (3H, m), 1 .20 (6H, d, 
J=6.8Hz) 0 

mmme (134) 
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5 TLC : Rf 0.27 (^nn^A:^;-;i/:fte=3 6 : l : l) ; 

NMR (DMSO-d6) : S 8.05 (1H, d, J=7.0Hz), 7.49-7.28 (9H, m), 5.72 
(2H,brs), 5.12 (2H, s), 4.69-4.59 (1H, m), 2.98-2.63 (3H, m), 1.21 (6H, d, 
J=6.8Hz) 0 

• mmm 6 (135) 

10 N-^ , /W**>*A'#-/l'-3-7 5 >'-4-**V-5- (5- 



TLC : Rf 0.15 (^DD^A:^;-;Kftf=5 0 : l : l) ; 

NMR (DMSO-d6) : S 13.80-11.40 (1H, br), 8.20-7.86 (3H, m), 
7.62-7.22 (7H, m), 6.29-5.68 (2H, brs), 5.09 (2H, s), 4.87 (2H, s), 4.78- 
4.46 (1H, m), 2.82 <1H, dd, J=17.0 RTF 6.5Hz), 2.65 (1 H T dd, J=17.0 R 





15 
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Xf 7.0Hz)o 
%MWS (13 6) 

N-^>y^t + v*^*-^- 3 -7< S -4-**V-5 - (5 - 

5 




TLC : R f o.io (^nn*;uA : * * y : gfc$= 5 o : l : i) ; 

10 NMR (DMSO-d6) : S 13.50-11.40 (1H, br), 8.19-7.84 (3H, m), 

7.70-7.18 (7H, m), 6.15-5.60 (2H, brs), 5.03 (2H, s), 4.98-4.50 (3H, m), 
2.90-2.57 (2H, m) 0 

mmme (137) 

15 (f7V-^-2-^Vf*) 'T h 7 V )V — 2 -i )V) ^V?ym 




tlc : R f 0.29 (?dd*u:^^-^:*=40 : l o : l) ; 

20 NMR (DMS0-d6) : 8 7.89 (2H, m), 7.78 (1H, m), 7.36 (5H, s), 6.07 (2H, 
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s), 5.08 (2H, s), 4.55 (1H, m), 2.66 (2H, m). 

mnm 6 ( 1 3 8 ) 

N - ^ > y ^ t ^ y * ^ ** - il' - 3 - 7 ^ y-4-**V-5- (5 - 



tlc : R f 0.24 (?uu*pa \ * *r /■ : ;jt= 4 o : l o : l) ; 

NMR (DMSO-CJ6) : 8 7.89 (2H, m), 7.73 (1H, m), 7.35 (5H, s), 5.87 (2H, 
1 0 s), 5.07 (2H, s), 4.53 (1 H, m), 2.61 (2H, m)o 

mmme (139) 

H-*y*;)U**i/ti)i>*:-A'-3-7<;- 4-**V-5- (5 - 
(2, 4, 6 - h V 7 n n7i^ft) r h 7 V*-^- 2 ^> 



TLC : R f 0.24 (^dd*w:^^-jkSSi=4 8 : l : l ) ; 

NMR (DMSOd6) : 8 12.49 (1H, brs), 8.05-7.84 (3H, m), 7.45-7.20 
20 (5H, m), 5.98 (2H, s), 5.07 (2H, s), 4.70-4.50 (1 H, m), 2.90-2.50 (2H, m)„ 



5 




15 
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mmM6 (14 0) 

(2, 4, 6-HJ^D7x^ft) t h 77*-;U- 1 -4JU) ^> 

5 




tlc : R f 0.17 (^nn*w : y ? y : 4 8 : l : l ) ; 

NMR (DMSO-d6) : S 12.57 (1H, brs), 8.10-8.00 (1H, m), 7.93 (2H, s), 
10 7.43-7.20 (5H, m), 5.80 (2H, s),5.10(2H, s), 4.80-4.55 (1H,m), 2.93-2.65 
(2H, m) 0 

mm e (i4i) 

N-^>y 3 ~T5 7 -4 -t^V- 5 - (5 - 

( 2f 6-y?nn-4 - (1, 1 - *J * f^7*n lf;iO 7x^ft) 
15 r h7V-^-2 -4 AO 




TLC : R f 0.26 (?od*w :>^/-^:ft!6=4 8 : l : l) ; 
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NMR (DMSO-d6) : 8 12.50 (1H, brs), 7.96 (1H, d, J=8.5Hz), 7.59 (2H, 
s), 7.35 {5H, s), 5.98 (2H, s), 5.07 (2H, s), 4.70-4.52 (1H, m), 2.90-2.50 
(2H, m), 1.63 (2H, q, J=7.5Hz), 1.25 (6H, s), 0.64 (3H, t, J=7.5Hz) G 

mmm e (142) 

5 N-^^W^'>*^-^-3-T5/-4-t^y-5 - (5- 

(2, 6-^oo-4- (1, 1 -y^f-ZU^n M)V) 7x-JVfi) 
f- Yy^/-)^- 1 — T JU) 



TLC : R f 0.17 (^dd*h :^ ^y-^:ftK=4 8:1:1) ; 

NMR (DMS0-d6) : (5 12.56 (1H, brs), 8.09 (1H, d, J=8.5Hz), 7.59 (2H, 
S), 7.42-7.08 (5H, s), 5.80 (2H, s), 5.10 (2H, s), 4.75-4.60 (1H, m), 2.90- 
2.50 (2H, m), 1.63 (2H, q, J=7.5Hz), 1.25 (6H, s), 0.64 (3H, t, J=7.5Hz) 0 

15 mmme (143) 

N-^>y;^+v*^^-3-7^-4 -sj-*V-5 - (5 - 
(l, i-y7x-JMfji/) 7" h y v* — )V — 2 — 4 fr) ^>*?vM 




10 
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TLC : Rf 0.29 (^Dn*M:>?;-;Kft|=3 8:1:1) ; 

NMR (DMS0-d6) : 8 7.94 (1H, d, J=7.0Hz), 7.50-7.12 (15H, m), 5.93 
(3H, m), 5.08 (2H, s), 4.72-4.51 (1H, m), 2.92-2.53 (2H, m) 0 

mmme (14 4) 

N-^>y>t^y*^-^-3 - 7 5 /-4-**V-5- (5 - 
(1, l-^7x^;Mf^) t b 7 V )\/ — 1 "f ft?) i>9>& 



tlc : R f 0.16 (?nn*w :> * y : 3 8 : l : l) ; 

NMR (DMS0-d6) : <J 8.05 (1H, d, J=7.0Hz,), 7.53-7.08 (15H, m), 
5.92-5.57 (3H, m), 5.10 (2H, s), 4.72-4.46 (1H, m), 2.94-2.55 (2H, m)„ 

mmm e (145) 

N-^^y>t^fv*M-A'-3-7^-4-t^7-5 - (5 - 
(2-^no-4-7i^n7x-;^t) r b 9 V-fr- 2 - W ^) ^ 



(X 1 




F 



(X' 
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TLC : R f 0.40 (*nn**A :> 9 :»K=3 8 : l : l ) ; 

NMR (DMSO-d6) : £ 12.80-12.10 (1H, br), 7.99 (1H, d, J=8.0Hz), 
7.75-7.52 (2H, m), 7.52-7.18 (6H, m), 6.02 {2H, brs), 5.09 (2H, s), 4.80- 
4.45 (1H, m), 2.95-2.52 (2H, m) Q 

5 %mm% (14 6) 

(2-^no-4-7Ji'tn7x-^ft) r h 5 V—fc — 1 ->f /lO ^ 




tlc : R f 0.28 (?dd*u ?y-;K&$=3 8 : l : i) ; 

NMR (DMS0-d6) : 8 8.02 (1H, d, J=7.0Hz,), 7.82-7.54 (2H, m), 
7.54-7.16 (6H, m), 5.76 (2H, brs), 5.10 (2H, s), 4.75-4.45 (1H, m), 2.92- 
15 2.55 (2H, m) 0 

-mm§ (14 7) 

N-^>y;^ ; lfy*W-;i'-3 -7^-4 5 - (5 - 

(5 ->f ^ yy-fr- l ->f;i/^>f-;w) f F7^^-2-^;v) ^> 
* >K • 

20 
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T L c : R f 0.39 (^dd*h 9 s-fr :tK= 9 o : i o : i ) ; 

NMR (DMSO-d6) IS 9.08 (1H, s), 8.15 (1H, d, J=7.0Hz), 7.75 (1H, s), 
7.59 (1H, s), 7.80-6.90 (5H, brs), 5.91 (2H, brs), 5.12 (2H, s), 4.88-4.51 
(1H, m), 4.40-4.00 (2H, m), 3.05-2.60 (4H, m), 2.08-1.47 (4H, m), 1.47- 
1.04 (2H, m) 0 

%mm 6 (14 8) 

v;U^ + v*;i/^-^-3 -757-4 -**V- 5 - (5 - 




TLC:Rfo.i3 (^nn*u:^?y-^=9 : i) ; 

NMR (DMS0-d6) : S 9.21 (1H, s), 8.14 (1H, d, J=7.0Hz), 7.79 (1H, s), 
7.67 (1H, s), 7.52-7.20 (5H, brs), 5.74 (2H, brs), 5.10 (2H, s), 4.79-4.48 
(1H, m), 4.33-4.03 (2H, m), 3.00-2.56 (4H, m), 2.04-1.48 (4H, m), 1.48- 
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1.08 (2H,m)o 

mmme (149) 

N-^>yX/*4r*>*A'JK-^-3 -7 5 J -A -*4rV - 5 - (5 - 

5 8££ 




TLC:Rfo.29 (^nnWA : :tK=2 4 : 8 : l ) ; 

10 NMR (DMSO-CJ6) : $ 11.80-9.42 (1H, br), 8.26-8.05 (1H, m), 7.49- 

7.24 (5H, m), 5.98-5.70 (2H, br), 5.1 1 {2H, s), 4.80-4.50 (1H, m), 3.55-3.05 
(4H, m), 2.96- 2.60 (2H, m), 2.82 (6H, s) e 

mmme a 50) 

N-^>^^**'>*^#-^-3 -75 7-4 -t*V-5 - (5 - 




20 TLC:Rfo.i8 (^do*^:^^-ji/:*=24:8 :i) ; 
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NMR (DMSO-d6) : 8 13.30-11.65 (1H, br), 11.10-10.60 (1H, br), 8.05 
(1H, d, J=8.0Hz), 7.55-7.20 (5H, m), 5.99 (2H. s), 5.10 (2H, s), 4.70-4.50 
(1H, m), 3.60- 3.30 (4H, m), 2.96-2.55 (2H, m), 2.82 (6H, s) Q 

mmme (151) 

5 N-^>v>t + v*^*-^-3-7;;-4-t+V-5- (5- 

( 4 _ (4- 7 ;^D7x-;l/) f77-^- 2 ->f )V * *)V) f h y V* 




10 

tlc : R f 0.28 (?on*w : > 9 J -fr :WfWL=3 8 : l : l) ; 

NMR (DMS0-d6): 8 13.40-11.50 (1H, br), 8.04 (1H, s), 8.19-7.94 (3H, 
m), 7.48-7.14 (7H, m), 6.00 (2H, brs), 5.09 (2H, s), 4.77 (2H, s), 4.80-4.47 
(1H, m), 2.94-2.53 (2H, m) 0 

15 mmme (152) 

y * v * frtf—A/- 3 - 7 5 J - 4 V - 5 - ( 5 - 
( 4 _ (4_7^D7x-^) f7V-^-2-^MfJl/) ft>7/ 
— l — f ;u) ^> * >S& 
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TLC : R f 0.21 (*nn#iuA:**y-;i':ftK=3 8 : 1 : 1) ; 

NMR (DMSO-d6) : 8 8.07 <1H, s), 8.24-7.80 (3H, m), 7.46-7.15 (7H, 
m), 5.92 (2H, brs), 5.04 (2H, s), 4 .84-4.51 (3H, m), 2.93-2.55 (2H, m) 0 

mmme a 53) 

5 N - ^ > y ^ t •> * ;v * - ^ - 3 - 7 - 4 - 1 v - 5 - (5- 
(4- (4 -*nn7x-;u) f 7V-^-2->f JMf;l^) x b 7 7- 




10 

TLC : R f 0.20 (^na*M:^^-^:*ss=5 o : l : l) ; 

NMR(DMSO-d6):<? 13.10-11.30 (1H,br), 8.11 (1H. s), 8.12-7.80 (3H, 
m), 7.58-7.20 (7H, m), 6.01 (2H, brs), 5.09 (2H, s), 4.78 (2H, s), 4.77-4.46 
(1H,m), 2.92-2.53 (2H, m) 0 
15 %mmS (15 4) 

N-^>y^t^y* Ji/*-^- 3-7^-4 - t^ V - 5 - (5 - 
(4- (4-^nD7x^) f7V-^-2-^;^f;v) rh^V- 




345 



WO 97/24339 



PCT/JP96/03801 



tlc : R f 0.16 (?dd*h f>;-)i :ftffi?=5 0:1:1) ; 

NMR (DMSO-d6) : 5 12.90-11.20 (1H, br), 8.15 (1H, s), 8.11 (1H, d, 
J=8.0Hz), 7.93 (2H, d, J=8.5Hz), 7.48 (2H, d, J=8.5Hz), 7.44-7.16 (5H, m), 
5.92 (2H, brs), 5.04 (2H, s), 4.87-4.50 (3H, m), 2.92-2.58 (2H, m) 0 

5 %nm 6 (155) 

N-^>^**v#^**-^-3-7$y-4-**7-5- (5 - 
(4- (3 ^D7x^) f7 , /-*-2-^^f^) fh7 4 /- 




tlc : Rf 0.28 (^nu*^:^^-^:ftS=50:i:i) ; 

NMR (DMS0-d6) : 8 13.30-11.70 (1H, br), 8.74 (1H, t, J=2.0Hz), 8.40 
(1H,s), 8.46-8.29 (1H,m), 8.27-8.10 (1H, m), 8.09-7.91 (1H,m),7.74 (1H ( 
15 t, J=8.0Hz), 7.50-7.15 (5H, m), 6.00 (2H, brs), 5.09 (2H, s), 4.83 {2H, s), 
4.78-4.50 (1H, m). 2.94-2.55 (2H, m) 0 
Httfl6 (1 5 6) 

N-^>v;^^fv*^'t-;v-3-7? y-4-**v-5- (5 - 
( 4 _ (3--)-u7x-M f7y*-^-2-^;Mf^) ThyV- 
20 fr-i—i ju) *y*>&. 
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(X 1 



0 




N0 2 



TLC : R f 0.13 (^nn*W \ * * y : 5 0 : 1 : 1) ; 
NMR (DMS0-d6) ! 5 8.72 (1H, t, J=2.0Hz), 8.43 (1H, s), 8.45-8.29 (1H, 
5 m), 8.25-8.02 (2H, m),7.73 (1H, t, J=8.0Hz), 7.50-7.12 (5H, m), 5.90 (2H, 
brs), 5.05 (2H, s), 4.90-4.50 (3H, m), 2.95-2.55 (2H, m) 0 

3ttt*l6 (15 7) 

N-^>y^t + y*^'f-^-3 -7^-4 -**V-5 - (5 - 
(4 - b 'J 7*to>fA/*fl/#i/l/75 ^ 7i-Wt) r h- yV-)V 

10 



tlc : r f 0.40 (?oo^i/A:^^-«/:^=i8:i:i) ; 

15 NMR (DMS0-d6) : 5 12.10-10.50 (1H, br), 7.90 (1H, d, J=7.2Hz), 7.75 

(2H, d, J=8.8Hz), 7.55 (2H, d, J=8.8Hz), 7.48-7.38 (6H, m), 5.94 (2H, brs), 
5.09 (2H, s), 4.70-4.47 (1H, m), 2.90-2.53 (2H, m) 0 

nmme (15 8) 

N-^>v^*^v*^**-^-3-T^y-4-^^V-5- (5 - 
20 (4 - h V 7HD>fW^-Jl'7 5 J 7x-Jl/ft) fh^/-;!' 




NHCOCF3 
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- 1 




5 TLC:Rfo.3i (^dd*h 8 : l : l) . 

%mm (i 5 9) 

N- / «'/^*v'*JI'jK-*-3-7 5 y-4-**v-5 - (5 - 

10 




TLC : R f 0.37 (^no*w \*9J-*' :Sfc$= l 0 : 3 : l ) ; 

NMR (DMSO-d6):<J 9.07 (1H, s), 8.02 (1H, d, J=8.6Hz), 7.51 (1H,s), 
15 7.40-7.30 (5H, m), 5.98 (2H, s), 5.09 (2H, s), 4.62 (1H, m), 4.43 (2H, s), 
2.90-2.60 (2H, m) 0 

%mW$ (16 0) 

20 
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tlc : R f 0.40 (^o*n:^y-^:^=i 0:3:1) ; 

5 NMR (DMSO-d6): S 9.04 (1H, s), 8.13 (1H, d, J=8.6Hz), 7.52 (1H, s), 

7.40-7.30 (5H, m), 5.86 (2H, brs), 5.1 1 (2H, s), 4.67 (1 H, m), 4.31 (2H, s), 
2.94-2.84 (2H, m) 0 

3 -75 y-4 -**7- 5 - (5 - 
10 (*mv^f;v) t-Y?V-)\'-2-J)V) sofyft 




nmms a s) ?&&itzi£&® (5 9m g ) (1 

15 ml) »i£K 1 X&mti- ^ V * A**S (0.36 m 1 ) itiUx., Sfi-?4 

o*;ua : >*y-;u: 8 : l : l) fcjoTfflHRU &<D%a& 

20 m*%+Z*%Wfc&b (3 2mg) 



349 



WO 97/24339 



PCT/JP96/03801 



TLC : R f 0.32 (^ud*^a : 3.9 j—n* : S£BS=8 : l : l) ; 

NMR (d6-DMSO) : 8 7.99 (1H, m), 7.42-7.24 (5H, m), 5.97 (2H, brs), 
5.09 (2H, s), 4.62 (1H, m), 3.94 (2H, s), 2.91-2.54 (2H, m) 0 

%mmi (i) ~7 o) 
5 nmms a 8) w&itiiti&softMizfmms (211,5(3 
0) , 5 (31) -zm&itzit&vsi®^-^ nmm tfrnnim* l 

%mmi (1) 

N-^>v;Vt^v*^**-^-3-T^y-4-*^V-5- (5 - 
10 (*;^>y^f^) ff7 > /-Jl'-l-^) 



T L C : R f 0.30 (y- nu*;l/A : .x? 7 —)V : g£B&= 4 11 : 1 ) ; 
15 NMR(d6-DMSO) : 8 8.07 (1H, m), 7.45-7.17 (5H, m), 5.73 (2H, br), 

5.09 (2H, s), 4.63 (1H, m), 4.10-3.85 (2H, m), 2.88-2.58 (2H, m)„ 

%mmi (2) 

N-^^y^^-^v*^*'-^- 3-7*/-4-**V-5- (5 - 




20 



(X' 




COOH 
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tlc : R f 0.54 (^oo*M:^y-^:K=i 0:1:1) ; 

NMR(d6-DMSO) : S 13.50-11.12 (2H, br), 7.96 (1H, d, J=7.6Hz), 
7.44-7.21 (5H. m), 5.89 (2H, brs), 5.10 (2H, s), 4.74-4.52 (1H, m), 3.07 
(2H, t, J=7.2Hz), 2.88-2.54 (4H, m) 0 

5 mMM7 (3) 

N-^>v;U*^v#il'**~Jl'-3-7^/-4-**7-5- (5 - 

(2-*^**^'>i^) f-h i->ffl/) so*?y& 



tlc : R f 0.44 (^nn^;i/A:^^y-^:^=i o : l : l) ; 

NMR(d6-DMS0) : 8 8.03-7.82 (1H, m), 7.52-7.17 (5H, m), 5.90-5.56 
(2H, m), 5.10 (2H, s), 4.71-4.40 (1H, m), 3.05-2.80 (2H, m), 2.80-2.37 (4H, 
m) 0 

15 nmms u) 

IX-siyyjVtSri/lDVX-fr- 3 -7 5 J - 4 - * * V - 5 - (5 - 




10 




^COO-t-Bu CH 3 



20 
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mmWS (1 9) •C«SLfcft#» (5 Omg) <D* 5 (2.1 m 1 ) 

tfr (0.4ml) W2 0%£Mfr/« (0.2ml) ZMz-tZo 
M&mt 3 0 %mMtfr%&&rBL (0.1 ml) <D*$> (0.5 ml)l 

% (3 8mg) 

T l c : R f 0.39 (^** > : **J.f-^= l : i ) ; 

10 NM R (CDCI3) : 2 7.39 (5H, m), 6.05-5.60 (3H, m), 5.19 (2H, s), 4.75 

(1H, m), 3.35 (2H, m), 2.98 (1H, m), 2.74 (1H, m), 1.35 (12H, m) e 
3Utfl8 (2) -8 (4) 

mmms a 9) L^t^wfc n i~umm 5 (20,5 (2 

2) , 5 (2 3) ?»&Lfcfl:£1&*ffiv>*C\ HSfc$l8 (1) tleliOi 
15 ftfcLT, ITi:/7L^»t?:fl/;o 
»#!I8 (2) 

N-^>v f ^^^v*^**-^-3-7<y-4-t^rV-5- (5 - 
xf;^jV7^;vf h7/-^-2-^^) t--/f-;i^ 



20 




.COO-t-Bu 



T L c : R f 0.25 (^*^ > : ftg?xf-;w= l : l ) ; 
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NMR(CDCI3): a 7.39 (5H, m). 6.01 (1H, m), 5.88 (2H, m), 5.18 (2H, 
s), 4.69 (1H, m), 3.33 (2H, m), 3.03 (1H, m), 2.73 (1H, m), 1.38 (12H, m) 0 

N - ^ > ^ ;^ y * - 3 - 7 ?7 - 4 - 1 v - 5 - (5 - 
(4-^DD7x-W^7-f-^f^) T b 7 7*-^- 2—4)^) ^ 

>?>m. • t -7*f^x^f^ 




tlc:r{ 0.12 > : Sf^f-^3 : 2) ; 

NMR(CDCI3): 5 7.40 (9H,m), 5.98(1 H,d, J=10.0Hz), 5.82 (1H, m), 
5.64 (1 H, m), 5.18 (2H, s), 4.65 (1 H, m), 4.44 (1 H, d, J=1 7.5Hz), 4.32 (1 H, 
d, J=1 7.5Hz), 3.01 (1H, m), 2.72 (1H, m), 1.42 (9H, m) 0 

mmms (4) 

N-^^y;i/* + v*;U**-7l/-3 -75 y-4-*^v-5- (5 - 
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CI 

0 



cr 



tlc : R f 0.23 (^*V> :»H6x^«3 : 2) ; 

NMR(CDCI3) 1 5 7.40 (9H, m), 6.05-5.68 (3H, m), 5.20 (2H, s), 4.62 
(1 H, m), 4.40 (1 H, m), 4.1 2 (1 H, m), 3.06 (1 H, m), 2.79 (1 H, m), 1 .42 Xtf 
1.38 (&t>-£X 9H, s) 0 

%%m (1) 

N _^>y^^*^#i*- 3-7^-4 - **V - 5 - (5 - 



^WJ5 (19) ?m&l?zit&® (5 0mg) <D*Jirvv**> (3 
ml) fc?nn*;PA (3ml) ©fi^»»K0T:t*8 0%m-^nu j§ 
(4 8mg) 1 8 HWL/: 0 

(1 Oml) fcflQx., ^nnWCitilU;. 




,COO-t-Bu CH 3 
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frU jteKiiv^^-JATftjlU »S**>V 
^H7F^77^ (^*^> :fti?x^;i/=4 : 1-1 : 1) \zx<?x 

mmi, (2 5m g ) 

TLC : R f 0.69 * : &&x-?-;v= i : i ) ; 



5.74 (1 H, d, J=16Hz), 5.20 (2H, s), 4.73 (1 H, m), 3.50 (2H, q, J=7Hz), 3.00 
(1H, dd, J=17.5, 5Hz), 2.73 (1H, dd, J=17.5, 5Hz), 1.42 (12H, m) Q 

■$mm$ (2) -9 (4) 

mmM5 (1 9) ?R£Lfcffc£ft0ftfc»)CSfettfl5 (2 0), 5 (2 

10 2) , 5 (23) xmrnLtzit^mzm^x, m&W9 (i) tmm<D& 
%mm9 (2) 

K-^yyfrt^vlDVtf-JV- 3 -7?y-4-t^V-5 - (5 - 
15 r;i/ 



tlc : R f 0.73 :ft»if*=i : D ; 

20 NMR (CDCI3) : 5 7.40 (5H, m), 6.00 (1H, d, J=16Hz), 5.95 (1 H, m), 

5.80 (1H, d, J=16Hz), 5.18 (2H, s), 4.69 (1H, m), 3.46 (2H, q, J=7Hz), 3.05 
(1H, dd, J=17.5, 5Hz), 2.73 (1H, dd, J=17.5, 5Hz), 1.41 (12H, m) 0 

(3) 



5 



NMR (CDCI3) : 8 7.39 (5H. m), 6.01 (1 H, m), 5.95 (1 H, d, J=1 6Hz), 




.COO-t-Bu 
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N-^^^vt^y*^^-3-7< y-4-**v-5- (5 - 




TLC:Rf 0.30 (^**r> :Si^^=3 : 2) ; 

NMR(CDCI3) : 5 7.68 (2H, d, J=9.0Hz), 7.48 (2H, d, J=9.0Hz), 7.40 
(5H, m), 5.92 (1H, d, J=10.0Hz), 5.88 (1H, d, J=17.5Hz), 5.66 (1H. d, 
10 J=1 7.5Hz), 5.20 (2H. s), 4.70 {2H, s), 4.65 (1H, m), 3.01 (1H, dd, 
J=17.5Hz RXf 5.0Hz), 2.72 (1H, dd, J=17.5Hz RTf 5.0Hz), 1.42 (9H, s) 0 

M1MM9 (4) 

N-^>v;W^^v*;U**-^-3 -75 y-4-**V-5- (5 - 

15 r/|- t-yf^f^ 



ci 
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TLC:Rf 0.39 (A*t>:ftSix^=3 :2) ; 

NMR(CDCI3) : S 7.60-7.30 (9H, m), 6.10-5.75 (3H, m), 5.20 (2H, s), 
4.65 (3H, m), 3.10 (1H, dd, J=17.5Hz RTF 5.0Hz), 2.82 (1H, dd, 
J=1 7.5Hz Rtf 5.0Hz), 1.42 (9H, s) e 

mmmi o u> -i o (8) 

mtms (i) - (4) &xvmm9 d) - (4) -?m&ttzit£ 

^Afe^tJ 10(1) 

H-<*>Vfr**~/1l*tf-fr- 3-T< y-4 -t^rV- 5 - (5 - 



TLC : R f 0.54 (*oa*;PA :ftK=i 5 : l : l) ; 

NMR (d6-DMS0) : 5 7.90 (1H, m), 7.35 (5H, m), 5.90 (2H, m), 5.10 
(2H, s), 4.60 (1H, m), 3.35 (2H, m), 2.70 (2H, m), 1.20 (3H, m) D 
%mmi 0 (2) 

N-^>^l/t^v*Mxjl/- 3-7?y-4-t+V-5 - (5 - 
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COOH Ozj" 3 



(X 



TLC : R f 0.58 (?no*H :*9J-)V :#®= i 5 : l : l) ; 
NMR (d6-DMSO) : S 7.90 (1H, m), 7.38 (5H, m), 5.95 (2H, m), 5.10 
(2H, s). 4.60 (1H, m), 3.70 (2H, m), 2.70 (2H, m), 1.25 (3H, m). 

nmmi 0 (3) 

N-^>y v*^*-^- 3 -7 ^ - 4 - V - 5 - (5 - 
.COOH 



TLC : R f 0.43 (?nu*;W£ : ^ 9 j-fr l 5 : l : l) ; 

NMR (d6-DMSO) : 6 7.98 (1H, m), 7.35 (5H, m), 6.10 (2H, brs), 5.10 
(2H, S), 4.63 (1H, m), 3.35 (2H, m),2.70 (2H, m), 1.19 (3H, m)„ 

mmmi o (4) 

jt-stZsVfrt**/* 3 -75^-4-^*7-5- (5 - 
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tlc :Rf 0.49 (^od*h :$$= 15:1:1) ; 

NMR (d6-DMSO) : S 8.00 (1H t m), 7.35 (5H, m), 6.15 (2H, brs), 5.10 
(2H r s). 4.65 (1H. m), 3.64 (2H, m), 2.74 (2H, m), 1.21 (3H, m) 0 

%mmi 0 (5) 

N-^>v;U**v#;i/*'-^-3 -75 J-4-**V-5- (5 - 



tlc : R f 0.41 (^d*m :^ 9 ;-)v.fflSL= 15:1:1) ; 

NMR(DMS0-d6) : S 7.73 (1H, m), 7.60 (4H, m), 7.38 (5H, m), 5.99 
(2H, br), 5.08 (2H, s), 4.60 (3H, m), 2.64 (2H, m) Q 

%mm \ 0 (6) 

N-^>-W^y*M-^-3-7^-4-t^V-5- (5 - 
(4-^nn7x^W^7'f-^^f^) t h 7 y*-)U- l ->f;l/) ^ 



0^ 




yJ-Q-' 



CI 
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CI 

0 



cr 



TLC : R f 0.41 (?nn*;i/A:pi?y-;i/:Bfc®=l 5 : l : l) ; 

NMR(DMSO-d6) : S 7.75 (1H, m), 7.60 (4H, m), 7.38 (5H, m), 5.85 
5 (2H, m), 5.08 (2H, m), 4.90 (1 H, m), 4.58 (2H, m), 2.61 (2H, m) c 

mnmi o (7) 

N - y Jl' t v - 3 - 7 5 / - 4 - 1 V - 5 - (5 - 



TLC : R f 0.48 (?no*w : ^ ? / :8fcS£= l 5 : l : l) ; 

NMR(DMS0-d6) : 5 7.73 (4H, m), 7.60 (1H, m), 7.38 (5H, m), 6.01 
1 5 (2H, br), 5.21 (2H, s), 5.08 (2H, s), 4.55 (1 H, m), 2.60 (2H, m)«, 

mm i o (8) 

N _ ^ > y ;V t ^ y * ;V * - ^ - 3 - 7 5 / - 4 - 1 V - 5 - (5 - 



10 



(X' 




■CI 
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5 TLC:Rf 0.51 (?on*w :^^y-^:SK= l 5 : l : l) ; 

NMR(DMSO-d6) : 8 7.79 (5H, m), 7.35 (5H, m), 5.88 {2H, m), 5.40 
(2H, m), 5.08 (2H, s), 4.52 (1H, m), 2.65 (2H, m) 0 

%mm\ i 




15 (S) -N-^>y>t^y*^*-^-3-7^-3-^ b^rv* 

j^'z^yn/r/i- t-r^J^-r^ (1.69 g) Of F7tKD75 
> (10ml)»7^>«T, 0t-C2M'Jf->Ay^V7*a 
fc>7^ K [LDA] ^7T//f h7t Ko77>/xf;^>-tfv 
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mm (2.5 m i ) *«t Lfco y u > ^y'r v> r/(io% 

^*^>?8?fc, 13.7 g) [:7;^>fl^ 0t;i'2MVf^ivMV 
(6ml) tJp£-C»SLfc»ift«:* + ^9tfflv»T«iTLfc. 

4 (A^t>:»f^=2 : 1) laotML, 

S#SMMb£* (633 mg) =H#£ D 

10 tlc : R f 0.55 (^*V> : Bt^^^=2 : 1) ; 

NMR (CDC 13) : S 7.36 (5H, m), 5.97 (1H,m), 5.87 RX? 5.68 
1H, both d, J=1 7.5Hz), 5.16 (2H, brs), 4.67 (1H, m), 3.00 (1H, dd, J=16.0, 
4.5Hz), 2.70 (1H, dd, J=16.0, 5.0Hz), 1.41 (9H, s), 0.39 (9H, s) 0 

mmm 1 2 

15 N-^>^i/t^y*^'f-^-3-75y-4-i + y-5- (5- 



20 H»J1 1 "?»&Lfcft^*fflv>T, »M6 (1) 

T L c : R f 0.29 n u*;UA : ^ ? y -;i/ = 4 : 1 ) ; 
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NM R (d6-DMSO) : 6 7.56 (1 H, m), 7.34 (5H, m), 5.98 (2H, m), 5.06 
(2H, s), 4.52 (1H, m), 2.58 (2H, m), 0.34 (9H, s) e 
##09 8 

N -^>v*;p^^v*;i/^;l/-3-7^y-4-t^rV-5- (5- 

(2- (l- (2- (h»j>f-A/'>y^) x^-^f*) 

-2-4 J^) if-^) r h 7V-^-2 -^Ou) t-Tf- 
-**V-5- (5- (2- (1- (2- (F'^f^yV^) iKv 
^>^>^- t -"/-^l/x^f * (2) 




H 3 c-Si 

H 3 C *CH 3 
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*s<>9y&- t --t^px.t.t )v (300 mg) <2N, N-^^f-;i/*>u 

AT ^ K (5ml) »ttfc£K*y?A (414 mg) 2:5- (2 - (1- 
(2- (h'J^f^v'J^) if^y^f^) 4 ^ 2 -4 )\>) 

5 xfi^) f (438 mg) fcftl*.*:. 4 B# 

f->u-C«lffiLfc. JUtbttSrlSftffi^^h'JfATK^ffi-Cifc^L, *&MfcR 

>f (s\**yy : Bfc®xf-;i/=2 : 1—1 : D laotfSL, 

10 £H2&#!I1 (1) ft^fc (297 mg) *3 «fc tf&ifcfll 1 (2) 

m (110mg) **iX?il%tz Q 

mms (i) 

t l c : r f 0.61 (^^-9- y : 1 : 4 ) ; 

NMR (CDCI3) : 6 7.67 (1H, d, J=16Hz), 7.61 (1H, d, J=16Hz), 7.38 
15 (5H, m), 7.17 (1H, d, J=1.2Hz), 7.07 (1H, d, J=1.2Hz), 5.99 (1H, d, 
J=8.8Hz), 5.83 (1H, d, J=18Hz), 5.67 (1H, d, J=18Hz), 5.38 (2H, s), 5.19 
(2H, s), 4.66 (1H, m), 3.53 (2H, t, J=8.0Hz), 3.03 (1H, dd, J=4.6, 18Hz), 
2.73 (1H, dd, J=4.8, 18Hz), 1.43 (9H, s), 0.91 (2H, t, J=8.0Hz), -0.03 (9H, 

S)o 

20 ##M8 (2) 

tlc: R f 0.50 i^^-y : Sfc®x^;u= 1 : 4) ; 

NMR (CDCI3) I S 7.83 (1H, d, J=16Hz), 7.40-7.08 (8H, m), 6.02 (1H, 
d, J=9.0Hz), 5.73 (1 H, d, J=19Hz), 5.52 (1 H, d, J=19Hz), 5.38 (2H, s), 5.21 
(2H, s), 4.70 (1H, m), 3.51 (2H, t, J=8.2Hz), 3.06 (1H, dd, J=4.8, 17Hz), 
25 2.74 (1 H, dd, J=4.8, 1 7Hz), 1 .39 (9H, S), 0.91 (2H, t, J=8.2Hz), -0.03 (9H, 
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S)o 

##09 8 ( 3 ) - 8 (12) 

5- (2- (1- (2- ( MMf-^vM^) iK'^f*) >f S ^ 
##$18 (3) 

N-^vy*t*'>*A"K-A'-3-75 </-4-*4fV-5- (5 - 
(2- (1- (2- (h U^f-^v';^) xh*->^f-;U) JSjry-n, 
10 -2-4 fr) if- ^) f ->f^) ^>?^g£- t-yf-^ 




O 

s 

H 3 C-Si 
H 3 C CH 3 



15 TLC I R f 0.58 (?nn*^A : t-7^-^=l o : 1) ; 

NMR (CDCI3) : <? 7.38 (5H, m), 6.94 (1H, d, J=1.2Hz), 6.90 (1H, d, 
J=1.2Hz), 6.29 (1H, d, J=8.6Hz), 5.71 (1H, d, J=18Hz), 5.61 (1H, d, 
J=18Hz),5.21 (2H, s),5.17(2H, s),4.60 (1H, m), 3.54-3.38 (4H, m), 3.30- 
3.18 (2H,m), 2.96 (1 H, dd, J=4.6, 17Hz),2.75 (1H, dd, J=4.8, 17Hz), 1.42 

20 (9H, s), 0.90 (2H, t, J=8.2Hz), -0.02 (9H, s). 
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mm& (4) 

(2- (1- (2- (HJ^f-^v'JA-) ih^rv^f^) 



tlc : R f 0.50 (^on-tw : t -7*;-^= l o : l ) ; 

NMR (CDCI3): 8 7.38 (5H, m), 6.85 (1H, d, J=1.2Hz), 6.82 (1H, d, 
10 J=1.2Hz), 6.17 (1H, d, J=9.0Hz), 5.81 (1H, d, J=19Hz), 5.60 (1H, d, 
J=19Hz), 5.20 (2H, s), 5.16 (2H, s), 4.66 (1H, m), 3.44 (2H, t, J=8.2Hz), 
3.30-3.1 8 (4H,m) f 3.03 (1H,dd, J=4.8, 17Hz), 2.74 (1 H, dd, J=4.8, 17Hz), 
1.40 (9H, s), 0.88 (2H, t, J=8.2Hz), -0.02 (9H, s) 0 
##« (5) 

15 N-^>y^t^y*i^-^-3-75y-4-tJfV-5- (5- 
(3- (1- (2- (h^fJVy'i^) xKy^f^) 4<?7-)V 

^x^f^ 



5 



or 
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o 




II i v 
O NV 



o 



H3C-SI 

H 3 C CH 3 



TLC : R £ 0.45 (^od^a: t-7^-^=i5 : 1 ) ; 

NMR (CDCI3) ! S 7.70-7.60 (2H, m). 7.40-7.28 (7H, m), 7.12-7.08 
5 (2H, m), 6.04 (1H, m), 5.80-5.74 (2H, m, ), 5.25 (2H, s), 5.16 (2H, s), 4.32 
(1 H, m), 4.32 (2H, s), 3.54 (2H, t, J=8.0Hz), 3.04-2.62 (2H, m), 1 .41 (9H, s), 
0.91 (2H, t, J=8.0Hz), 0.00 (9H, s)o 

##M8 (6) 

N-^>v^t^v*^^-;W-3-T<y-4-^^V-5- (5 - 
10 (3- (1- (2- ( h V * f-*v"J x|« + y>^) 4 

-2-4*) yx-fr*?fi>) f \y V-*- 1 -4)1) ^y^y^. - t 



cr 




| 3 « 



CH 3 



15 
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TLC I R f 0.38 (^nn*M:t t J -)\< \W&= 15 11) ; 
NM R (CDCI3) : S 7.86 (1H, m), 7.70-7.60 (2H, m), 7.42-7.28 (7H, m), 
7.10 (2H, m), 5.44-520 (4H, m), 5.13 (2H, s), 4.64 (1H, m), 4.23 (2H,s). 
3.56 (2H, t, J=8.0Hz), 2.80-2.70 (2H, m), 1.40 (9H, s), 0.93 (2H, t, 
5 J=8.0Hz), 0.00 (9H, s) 0 
##W8 (7) 

N-^^v;u^-^v*;w^*-^-3 - 7 5 J-\ -**V-5 - (5 - 
(4- (1- (2- (h'J^f^yV^) iKv^Jl') JSP'S-A, 
-2-4 fr) 7x-)Mf^) f h-7V-;i/-2 ->f;u) t 
10 -7"f;vx^t^ 



TLC : R f 0.51 (?od*M : ^ ?/-;u = 15:1) ; 

15 NMR (CDCI3):£ 7.73 (2H, d, J=8.2Hz), 7.40-7.32 (7H, m), 7.12 (1H, 

d, J=1.4Hz), 7.09 (1H, d, J=1.4Hz), 6.02 (1H, d, J=9.2Hz), 5.78 (1H, d, 
J=18Hz), 5.63 (1H, d, J=18Hz), 5.25 (2H, s), 5.16 (2H, s), 4.64 (1H, m), 
4.31 (2H, s), 3.56 (2H, t, J=8.2Hz), 3.05 (1H, dd, J=4.4, 17Hz), 2.96 (1H, 
dd, J=4.4, 17Hz), 1.42 (9H, s), 0.90 (2H, t, J=8.2Hz), -0.02 (9H, s) 0 

20 ##W8 (8) 




•N^O^ CH 3 
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(4- (1- (2- (F'J^f^v'J^) xF^^f;P) JArv-fr 



TLC : Rf 0.46 (^on*;^:^7-^=15: 1) ; 

NMR (CDCI3):<J 7.77 (2H, d, J=8.2Hz), 7.40-7.29 (7H, m), 7.13 (1H, 
d, J=1.2Hz), 7.10 (1H, d, J=1.2Hz), 5.81 (1H, d, J=9.2Hz), 5.38 (2H, s), 
10 5.24 (2H, S), 5.14 (2H, S), 4.58 (1H, m), 4.26 (1H, d, J=16Hz), 4.09 (1H, d, 
J=1 6Hz), 3.58 (2H, t, J=8.2Hz), 3.07 (1 H, dd, J=4.4, 18Hz ), 2.74 (1 H, dd, 
J=4.4, 17Hz), 1.43 (9H, s), 0.92 (2H, t, J=8.2Hz), -0.01 (9H, s) c 

#f«8 (9) 

N-^yVfr**}'* frtf-fr- 3 - 7 § S - 4 - - 5 - (5 - 
15 (2- (1- (2- (MM-f >UvV;U) xh^y>f;l/) 4$*V-/P 
-2-4 fr) 7x-JMf^) r h9 % /-^-2 — f ^) ^>*>Bt- t 



Or 




5 



H 3 C-Si 
H 3 C *CH 3 
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H 3 q CH 3 




T L C : R f 0.51 (?on*jPA \ * $ J -)V = 15:1) ; 

NMR (CDCI3) : S 7.54-7.20 (11H, m), 6.36 (1H, m), 5.80-5.44 (2H, 
5 m),5.15 (2H, s), 5.02-4.96 (2H, m),4.62 (1H, m), 4.50-4.40 (2H, m), 3.54 
(2H, t, J=8.2Hz), 2.98-2.74 (2H, m), 1.41 (9H, s), 0.90 (2H, t, J=8.2Hz), 
0.00 (9H, S) 0 

# *M 8(10) 

N-^>"»t + y*^'K-^-3-7^-4-t^V-5 - (5 - 
10 ( 2 - (i- (2- (ry^f-fl/y'J/U) ^K^^) 4<rV-)V 
-2-4 J^) 7x^JMf^) r h7 7-^- l ->f;W ^^BE- t 




15 

T L C : R f 0.64 (?od*w : > ^y-;w= l 5 : l ) ; 

NMR (CDCI3) ! S 7.62-7.15 (11H, m), 6.90 (1H, m), 5.86-5.46 (2H, 
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10 



m), 5.23-5.20 (4H, m), 4.84 (1H, m), 4.60-4.20 (2H, m), 3.66 (2H, t, 
J=8.2Hz), 3.02-2.78 (2H, m), 1.41 (9H, s), 0.98 (2H, t, J=8.2Hz), 0.02 (9H, 
a). 

##08 8(11) 

N-^>yj^^y*^^-3-75y-4-i^rV-5- (5 - 
(1- (2- ( b U iKv^f^) 4 < 2 - 



COO-t-Bu 



o ( l/^ 

O A N \^N'Vj-^0^ si .CH 3 

H o n=J 



TLC:Rf0.47 (^nn*w : * i 5 : 1 ) ; 

NMR (CDCI3) : 8 7.40-7.30 (5H, m), 6.95 (2H, br-s), 6.10 (1H, d, 
J=8.0Hz), 5.80-5.58 (2H, m), 5.30 (2H, s), 5.15 (2H, s), 4.60 (1 H, m), 4.47 
(2H, s), 3.48 (2H, t, J=8.2Hz), 2.96 (1H. dd. J=4.8, 17Hz), 2.71 (1H, dd, 
J=5.0, 17Hz), 1.41 (9H, s), 0.88 (2H, t, J=8.2Hz), -0.01 (9H, s) c 

mW8 (12) 

N-^>y^**v#^**-^-3-7^/-4-**y-5- (5 - 
(1- (2- (hV^f^y'J^) i^y^f^) 4$ 2 - 
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HaC'^H, 

tlc : Rf 0.57 (^d*h : * 1 5 : l) ; 

NMR (CDCI3): S 7.40-7.30 (5H, m), 6.92 (1H, d, J=1.2Hz), 6.87 (1H, 
d, J=1.2Hz), 6.38 (1H, d, J=8.0Hz), 5.82 (1H, d, J=18Hz), 5.82 (1H, d, 
J=18Hz), 5.36-5.18 (4H, m), 4.76 (1H, m), 4.40 (2H, s), 3.43 (2H, t, 
J=8.2Hz), 2.93 (1H, dd, J=4.6, 17Hz), 2.72 (1H, dd, J=5.2, 17Hz), 1.40 
(9H, S), 0.87 (2H, t, J=8.2Hz), -0.02 (9H, s)o 

%mm i3(D 

N-^>v^**v#>W-K-fl/-3 -7^-4-^^7-5 - (5 - 
(2- (>f ^ W-)V-2 -4 /u) i^-nO t ->f;w) 




###J8 (1) t^£L£lb^«ffl^"C, ^WJ6 (1) tW\$L<D¥k 
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TLC : R f 0.28 (?on*n : > 9 J-fr'.mfc^ 10:2:1) ; 

NMR (DMSO-d6) : 8 8.18-8.04 (2H, m), 7.69 (2H, s), 7.63 (1H, d, 
J=17Hz), 7.42-7.30 (5H, m). 6.07 (2H, s), 5.10 (2H, s), 4.64 (1 H, m), 2.92- 
2.60 (2H, m) 0 

5 mmmi 3 (2) ~ 1 3 (12) 

5- (2- (1- ( (2- h 'J^f^vVJi') ih^y^f^) j<r 
V-)\s-2-4iv) xt-jH f lyV-)Wftt>t)KmMtZ>T hv V 
-^fcfflv^^flS-^Jfcm 3 (1) tmme>¥kft*LT* 2hlz£ 

10 fc a 

mmwi 3 (2) 

N-^>y;w*^v*^^-^-3-r^y-4-^^v-5- (5 - 

(2- U ^ ^V-^-2 ->f/l0 xf-^) r h?'/-^- 1 ->f^) 



tlc : R f 0.50 (^nD*H:^;-A- :&m= 10:2:1) ; 

NM R (DMSO-d6) : 8 8.16-8.02 (2H, m), 7.70-7.60 (3H, m), 7.42-7.30 
20 (5H, m), 6.02-5.80 (2H, m), 5.12 (2H, s), 4.84 (1 H, m), 3.00-2.60 (2H, m)„ 
H*t«l 3 (3) 



15 
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H-«>*JAs***/1i Artf-fr- 3 -T § ;-4-**V-5- (5 - 
(2- (4 < W—A—2 -A A*) 3-1- A) t\>7V-A-2-4)V) ^ 



TLC : R f 0.29 (?nn*;i/A : * ?y-;u:&$= i o : 3 : D ; 

NMR (DMSO-d6) : S 8.02 (1H, m), 7.53 (2H, s), 7.40-7.30 (5H, m), 
5.82 (2H, brs), 5.09 (2H, s), 4.60 (1H, m), 3.50-3.40 (4H, m), 2.90-2.60 
10 (2H,m) 0 

mmmi 3 (4) 

N-/*>v7;utf* ->#>l/*"-rt'-3 -75 y-4 -t^rV- 5 - (5 - 
(2- (^5/7-^-2-^*) xf-A') r b 77-^- 1 -4A>) ^ 



tlc : R f 0.40 (^oD*jvA:^^-ii':^i=i o : 3 : D ; 

NMR (DMS0-d6) : d 8.10 (1H, d, J=8.6Hz), 7.52 (2H, s), 7.40-7.30 



5 




15 
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(5H, m), 5.79 (2H, brs), 5.09 (2H, s), 4.64 (1H, m), 3.42-3.32 (4H, m), 2.92- 
2.60 (2H, m) 0 

mmmi 3 (5) 

N-^>^**'>*A'#-/l'-3-r? y-4-**V-5- (5 - 
(3- (4\y*/-fr-2-<<*') 7x^JMf^) t Yyy r -^-2 - 




tlc : R f 0.51 (?dd*w *? ; - )\< \tm.= 10:3:1) ; 

NMR (DMSO-CJ6) : 8 8.04-7.96 (3H, m), 7.52- 7.28 (9H, m), 5.90 (2H, 
m), 5.08 (2H, s), 4.60 (1H, m), 4.32 (2H, s), 2.90-2.60 (2H, m) 0 

■mm\z (6) 

N-^>y^i^y*^il'-3-7? J -A -**V-5 - (5 - 
(3- (4 5 2 7x-/Mf^) t h 7 V-^- 1 - 




• HCI 



tlc : R f 0.60 (^DD*;PA:^^-^:iS!t=i o : 3 : l) ; 
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NMR (DMSO-d6) : 8 8.12 (1H, m), 8.02-7.90 (2H, m), 7.50-7.20 (9H, 
m), 5.79 (2H, m), 5.09 (2H, s), 4.64 (1H, m), 4.20 (2H, s). 2.90-2.62 {2H, 
m) 0 

mmmi 3 (7) 

5 N-^>S>***V**#-*'-3--73 y-4-**7-5- (5- 

( 4 _ 3 ^ v r- ; i / _2 ->f ;u) 7i-)Mf^) fl>7 , /-^-2- 
4*) 



TLC : R f 0.46 (?nn*;ixA :^ ?y-;KS£$= 10:4:1) ; 

NMR (DMSO-d6) : 6 8.18 (2H, d, J=8.6Hz), 8.04 (1H, d, J=7.8Hz), 
7.77 (2H, s), 7.54 (2H, d, J=8.6Hz), 7.42-7.26 (5H, m), 5.70 (2H, brs), 5.09 
(2H, s), 4.62 (1H, m), 4.39 (2H, brs), 2.90-2.56 (2H, m) 0 

15 mmmi 3 (8) 

N-^>y;l/**v#^**-Jl'-3-7<y-4-**7-5- (5 - 
( 4 _ 5 ^y^^_2 -4)\>) 7x-;Mf^) rhyV-^-l- 




• HCI 



10 
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tlc : R f 0.40 (^DD*n:^^;-)i':S8= 10:4:1) ; 

NMR (DMSO-d6) : S 8.22-8.12 (3H, m), 7.77 (2H, s), 7.52 (2H, d, 
5 J=8.6Hz), 7.42-7.30 (5H, m), 5.86 (2H, brs), 5.10 (2H, s), 4.64 (1H, m), 
4.25 (2H, brs), 2.92-2.64 (2H, m). 

13(9) 

N-^>yi^^v*;^-^-3-75y-4-t + V-5- (5 - 
(2- {4 5 2 7i-)Mf)I/) f YyV-fr- 2 - 

10 ^>*>K-«B6£ 



tlc : R f 0.44 (^dd**a:>^-</:SK= i o : 3 : i) ; 

15 NMR (DMS0-d6):<J 8.02 (1H, m), 7.72-7.24 (1 1H, m), 5.85 (2H, brs), 

5.08 (2H, s), 4.62-4.52 (3H, m), 2.88-2.58 (2H, m) 0 
%tm\ 3(10) 

N-^>v;U**v#^**-^-3-7^y-4-**7-5- (5 - 
(2- {4 $.trV-)i<-2-4 )V) 7x-;Mf;b) rh7V-;i/-l- 




• HCI 
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4 A,) s<> 9 




5 tlc : R f 0.58 (?DD*w:^;-ji/:ft»=i o : 3 : l) ; 

NMR (DMSO-d6)!£ 8.12 (1H, m), 7.68-7.30 (1 1H, m), 5.82 (2H, brs), 
5.1 1 (2H, s), 4.70-4.58 (3H, m), 2.92-2.60 (2H, m). 

%®M 13 (11) 

N-^>v^t^v*^-^-3-7? /-4 -**V- 5 - (5 - 




15 tlc : R f 0.41 (?na*w ^y-^ :tK= l o : 5 : l) ; 

NMR (DMS0-d6) : (5 8.04 (1H, m), 7.59 (2H, s), 7.40-7.30 (5H, m), 
6.01 (2H, brs), 5.08 (2H, s), 4.73 (2H, s), 4.62 (1H, m), 2.92- 2.58 (2H, m) c 

mmmi 3 (1 2) 

H-sty^A,***/* 3 -75 ^-4-**V-5- (5- 
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TLC : R f 0.55 {?uu*)V&\* 9 ; -)v l 0 : 5 : l) ; 
NMR (DMSO-d6) : <J 8.14 (1H, m), 7.60 (2H, s), 7.40-7.30 (5H, m), 
5.91 (2H, brs,), 5.11 (2H, S,), 4.80-4.60 (3H, m), 2.92-2.62 (2H, m) Q 
UtflU (1) -14 (10 6) 
10 N- ( (N- (3-7x-*'7 , oe*-*) -L-^V-/U) — L — 7 

15 lUfeMl 4 (1) 

N- *;U**-;U-3-T^y-4-^^rV-5- (5 

- (2, 6-'^nn7x-^f^) r h y 2 >U) * 

• t -7f^f;v 




5 



20 
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TLC:Rfo.36 i^**r> : §t^^=3 : 1) ; 

NMR(CDCI3) : 8 7.40-7.12 (8H, m), 6.62 (1H, d, J=9.5Hz), 5.69 RZf 
5.49 1H, d, J=1 7.8Hz), 4.95-4.78 (1H, m), 4.60 (4H, s), 4.19 (2H, s), 

2.98 (1H,dd,J=1 7.5Hz, 4.4Hz), 2.66 (1H, dd, J=1 7.5Hz, 4.8Hz), 1.41 (3H, 



Ummi 4 (2) 

N — {^yVlV^t) *;^*^^-3-7^-4-t^rV-5- (5 
- (2, 6-y^oD7x-JMf^) t h 1 9 



TLC:Rfo.i5 (A^^:ftStxf^=3 : l) ; 

NMR(CDCI3): 5 7.41-7.1 5 (8H,m), 6.52 (1H, d, J=9.5Hz), 5.58 W 
15 5.46 (&* 1H, d, J=18.0Hz), 4.92-4.74 (1H, m), 4.33 TkTf 4.23 {&* 1H, 
d,J=1 7.5Hz), 4.22 (2H, s), 3.07 (1H, dd, J=17.5Hz, 5.0Hz), 2.75 (1H, dd, 
J=1 7.5Hz, 5.5Hz), 1.41 (3H, s). 

mmmi 4 (3) 

N _ (^v-^ft) UlVX-)\<-Z - 7^y-4-t + V-5- (5 
20 - (2, 6-y?DD7x^Hi) fh7'/-^-2-^) ^>?> 



5 



10 




CI 
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TLC:Rfo.72 {<*y-vy : s?xf^i-f ^=2 : 1 ) ; 

NMR(CDCI3): (5 7.45 <2H, d, J=6.8Hz), 7.35-7.20 (6H, m), 6.61 (1 H, d, 
5 J=8.8Hz), 5.67 (1H, d, J=1 7.8Hz), 5.48 (1H, d, J=17.8Hz), 4.90-4.80 (1H, 
m), 4.19 (2H, s), 2.99 (1H, dd, J=4.4, 17.4Hz), 2.67 (1H, dd, J=5.0, 
17.6Hz), 1.41 (9H, s) 0 

%mm \ 4 (4) 

N- *JU»K-^-3-T<>'-4-**V-5- (5 

10 - (2, 6-^0071-^) fh7V-;i/-l-^^) s<> 9 > 
& • t -rf-flAX^r^ 




15 TLC:Rf0.57 > I y'xf^i-f^= 2 : 1 ) ; 

NMR(CDCI3): 5 7.47-7.20 (8H, m), 6.66 (1H, d, J=8.8Hz), 5.58 (1H, d, 
J=18.2Hz), 5.42 (1H, d, J=1 8.2Hz), 4.95-4.83 (1H, m), 4.23 (2H, s), 3.06 
(1H, dd, J=4.4, 17.6Hz), 2.73 (1H, dd, J=4.6, 17.6Hz), 1.44 (9H, s) c 

%ttfll 4 (5) 

20 N- (2-7x-^ifW"» 3 -7S 7-4 
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V - 5 - (5- (2, 6-y?OD7j-JM^) 7- Yyy"-)V-2 - 




TLC:Rfo.22 (^*-9-> :&®^^=3 : l) ; 

NMR(CDCI3):5 7.37-7.11 (8H, m), 5.80 (1H, d, J=9.4Hz), 5.65 (1H,d, 
J=17.9Hz), 5.44 (1H, d, J=17.9Hz), 4.61-4.14 (4H, m), 3.05-2.93 (3H, m), 
2.65 (1H, dd, J=4.6, 17.2Hz), 1.41 (9H, s) 0 

10 mmmi 4(6) 

N _ (2-7x-;t/Xf)^^'» i))\stf~)\<- 3-7^y-4-t^ 
v _5_ (5_ (2, 6-v^DD7x^;P^f^) rbyV'-A'-l- 




TLC:Rfo.77 : »RifA'=3 : 1) ; 

NMR(CDCI3): 5 7.39-7.17 (8H, m), 5.74 (1H, d, J=9.0Hz), 5.59 (1H, d, 
J=1 8.8Hz), 5.43 (1H, d, J=18.8Hz), 4.54-4.28 (4H, m). 3.14-2.97 (3H, m), 
20 2.73 (1H, dd, J=5.0, 1 9.0Hz), 1.42 (9H, s)„ 
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nmmi 4 (7) 

N- (2-7x-;i^Xf^ft) *A'#-/l'-3-7$y'-4-**7 
-5- (5- (2, 6-^nD7x^;Mf^) r h 9 V-to- 2 - << 



TLC:Rf 0.58 (A+t>:ftK^=2: i) ; 

NMR(CDCI3): 5 7.37-7.09 (8H, m), 6.58 (1H, d, J=8.8Hz), 5.67 (1H, d, 
10 J=1 7.8Hz), 5.45 (1H, d, J=17.8Hz), 4.89-4.80 (1H, m), 4.61 (2H, s), 3.28- 
3.19 (2H, m), 3.03-2.87 (3H, m), 2.65 (1H, dd, J=4.6, 17.4Hz), 1.42 (9H, s) 0 

mm \ 4 (8) 

N- (2-7x-^xf;Vf^) ^M-;V-3-7^-4-t^rV 
-5- (5- (2, 6-y?nn7i-JMf^) f h5 , /-*-l->f 
15 ^<>?>g£- t-7fi^f^ 



TLC:Rfo.35 :M^f-^=2 : l) ; 

20 NMR(CDCI3): 6 7.39-7.15 (8H, m), 6.53 (1H, d, J=8.6Hz), 5.61 (1H, d, 



5 





CI 
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J=1 8.7Hz), 5.46 (1 H, d, J=1 8.7Hz), 4.87-4.78 (1 H, m), 4.37 (1 H, d, J=1 4.9 
Hz), 4.26 (1H, d, J=1 8.7Hz), 3.31-3.23 (2H, m), 3.13-2.90 (3H, m), 2.74 
(1H, dd, J=4.9, 17.6Hz), 1.43 (9H, s) 0 

mmmi 4 o) 

N- (2, 6->'^D^>y>^y) * 3 -T 3 / - 4 



TLCiRfo.so (^^"^^ : »K^f-^= i : D : 

NMR(CDC13) : <J 7.41-7.20 (8H,m), 5.76 (1H, d, J=9.0Hz), 5.66-5.1 1 
(4H, m), 4.60-4.50 (1H, m), 4.32-4.03 (2H, m), 3.07 (1H, dd, J=4.4, 
17.6Hz), 2.73 (1H, dd, J=4.8, 17.6Hz), 1.44 (9H, s)„ 
15 4(10) 

N _ ( 2> 6-y^OD^>y>t^>) 3 -7 ^ J - 4 

_^ v _ 5 _ ( 5 _ (2, 6-y^DD7x-;Mf^) r^v-^ 




10 



20 
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TLC : Rf 0.44 (A+f>:ftKxf;l/=3: l) ; 

NMR(CDCI3) : 8 7.39-7.13 (6H, m), 5.92 (1H,d, J=8.4Hz), 5.86-5.47 
(4H, m), 4.68-4.55 (1 H, m), 4.60 (2H, s), 3.03 (1 H, dd, J=4.2, 1 7.0Hz), 2.71 
(1H, dd, J=4.6, 17.0Hz), 1.40 (9H, s) c 

5 mmm 14 (11) 

N- (3-7x^)^n(fW+y) Ufc^—fr- 
+ V-5- (5- (2, 6-y^nD7i-Wf^) 7^77-^-2 



tlc :Rf 0.50 : gfc$x^=2 : l) ; 

NMR(CDCI3): 5 7.36-7.13 (8H, m), 5.83 (1H, d, J=8.8Hz), 5.79 (1H, d, 
J=17.8Hz), 5.60 (1H, d, J=17.8Hz), 4.15 (2H, t, J=6.6Hz), 2.98 (1H, dd, 
15 J=4.7, 17.5Hz), 2.74-2.63 (3H, m), 2.04-1.94 (2H, m), 1.43 (9H, s) 0 
gjfcfll 4 (12) 

N— (3 \£)\s**i/) ti)\<#-)V- 3-7<;-4-t 

+ (5- (2, 6-7^D7x^Mf^) rh7V*-;l/-l 



10 




ci 



20 
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CI, 



TLClRf 0.24 (^*4T> \fM3-**'=2 \ 1) \ 
NMR(CDCI3): 8 7.39-7.17 (8H, m), 5.77 (1H, d, J=8.6Hz), 5.72 (1H, d, 
5 J=18.8Hz), 5.57 (1H, d, J=18.8Hz), 4.37 (1H, d, J=15.6Hz), 4.26 (1H, d, 

J=1 5.6Hz), 4.19 (2H, t, J=6.6Hz), 3.11 (1H, dd, J=4.6, 17.4Hz), 2.82-2.69 

(3H, m), 2.08-1.94 (2H, m), 1.43 (9H, s) c 

mmm 14 (13) 

N- (4 -7i-^7f;^^r-» ijfrtf-fr- 3 -75 J - 4 
10 V-5- (5- (2, 6->^DD7x-W^) th7 > /-^-2- 



15 TLCiRf 0.51 {^**yy :#$x^=2 : 1) ; 

NMR(CDCI3): d 7.37-7.13 (8H, m), 5.82 (1H, d, J=8.8Hz), 5.78 (1H, d, 
J=17.8Hz), 5.59 (1H, d, J=1 7.8Hz), 4.18-4.10 (2H, br), 2.99 (1H, dd, J=4.6, 
11.5Hz), 2.74-2.62 (3H, m), 1.72-1.66 (4H, m), 1.42 (9H, s) 0 

mmm 14 (14) 

20 N- (4-7x-^7W*y) •tofr$-fr-3-T$;-4-** 
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y-5- (5- (2, 6-'^DD7x-;M7 v JV) fh7V-JV-l- 




5 

TLC:Rfo.28 :ftK^^=2 : l) ; 

NM R(CDCI3): 5 7.39-7.15 (8H, m), 5.76 (1H, d, J=8.8Hz), 5.72 (1H, d, 
J=18.8Hz), 5.57 (1H, d, J=18.8Hz), 4.37 (1H, d, J=15.6Hz), 4.26 (1H, d, 
J=1 5.6Hz), 4.22-4.14 (2H, br), 3.08 (1H, dd, J=4.6, 17.4Hz), 2.81-2.63 (3H, 
10 m), 1 .75-1 .68 (4H, m), 1 .42 (9H, s) 0 
Xjfefll 4 (1 5) 

N- (2- (ft7i'/-2->fA') xfi^tv) #;p**-^-3- 
75 y-4-t + V-5 - (5- (2, 6->^nD7x^Mf;l') t 

15 




TLC:Rfo.38 (^-^v : SSxf^=2 : l) ; 

NMR(CDCI3) : 8 7.39-7.35 (2H, m), 7.27-7.14 (2H, m), 6.97-6.89 (2H, 
20 m),5.85 (1H, d, J=9.2Hz), 5.73 (1H, d, J=17.8Hz), 5.53 (1H,d, J=17.8Hz), 
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4.64-4.21 (5H, m), 3.21 (2H, t, J=6.6Hz), 3.09 (1H, dd, J=4.5, 17.6Hz), 
2.75 (1H, dd, J=4.8, 17.6Hz), 1.42 (9H, s)„ 

nmmi 4 a 6) 

N- (2- (f*7x>-2-^^) if^i^rv) # 3 - 
5 7?y-4-t^V-5- (5- (2, 6-y^n7i-;Mf)l/) -f 




10 TLClRfO.17 (^*^ : ft&^-^=2 : 1) ; 

NMR(CDCI3) : d 7.39-7.35 (2H, m), 7.26-7.14 (2H, m), 6.97-6.89 (2H, 
m), 5.85 (1H, d, J=9.2Hz), 5.67 (1H, d, J=1 8.8Hz), 5.51 (1H,d, J=18.8Hz), 
4.64-4.22 (5H, m), 3.21 (2H, t, J=6.6Hz), 3.09 (1H, dd, J=4.5, 17.6Hz), 
2.75 (1H, dd, J=4.8, 17.6Hz), 1.42 (9H, s) 0 

15 mmmi 4(17) 

N _ ( 2 - (4 h^v7x^;i/) i^;i/^-^v) ij)\,j$-)V-3 - 
7^;-4-t + 7-5- (5- (2, 6-y^DD7x-)V^f^) r 
F7V'-^-2-^^ ^y?^- t-7f^f^ 
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tlc: Rf 0.36 (^*V> : m&^^=2 : l) ; 

NMR(CDCI3) : 8 7.37-7.32 (2H, m), 7.21-7.12 (3H, m), 6.86-6.79 (2H, 
m),5.82 (1H, d, J=9.2Hz), 5.69 (1H, d, J=17.9Hz), 5.49 (1H,d, J=17.9Hz), 
4.61-4.54 (3H, m), 4.45-4.21 (2H, m), 3.73 (3H, s), 3.02-2.86 (3H, m), 2.66 
5 (1H, dd, J=4.6, 17.2Hz), 1.42 (9H, s)o 

nmm \ a a 8) 

N- (2- (4->F^v7x^^) xf^t + y) ij)ltf-)U-3 - 
75 y -4 -t^V- 5 - (5- (2, 6-y^nD7x-;Mf;b) f 




TLC : Rf 0.19 (^ty;^xf;i/=2 : l) ; 
NMR(CDCI3): S 7.39-7.35 (2H,m), 7.26-7.13 (3H,m), 6.88-6.81 (2H, 
1 5 m), 5.76 (1 H, d, J=8.4Hz), 5.62 (1 H, d, J=1 8.8Hz), 5.45 (1 H, d, J=1 8.8Hz), 
4.64-4.23 (5H, m), 3.74 (3H, s), 2.93 (2H, t, J=7.0Hz), 3.07 (1H, dd, J=4.4, 
17.6Hz), 2.66 (1H, dd, J=4.6, 17.6Hz), 1.42 (9H, s) c 

%mm \ 4d9) 

N- (2- (4-7^tP7xx;v) xf^t^y) # ;l/#;r.;i,- 3 - 
20 7^-4-^^7-5- (5- (2, 6 - v ? o n 7 *.-)V* J- 
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CI 



TLC:Rfo.38 (^t>:**^=2 : 1) ; 

NMR(CDCI3) ! S 7.37-7.31 (2H, m). 7.21-7.13 (3H, m), 7.02-6.94 (2H, 
5 m),5.81 (1H,d,J=8.6Hz),5.71 (1H,d, J=1 7.8Hz), 5.53 (1H, d. J=17.8Hz), 
4.61-4.55 (3H, m), 4.43-4.23 (2H, m), 3.01-2.89 (3H, m), 2.66 (1H, dd, 
J=4.9, 17.6Hz), 1.42 (9H, s) e 

mmmi a (2 0) 

N- (2- (4 -7^tU7x^;V) xfjV^^y) ^-3- 
10 7<y-4-t^V-5 - (5- (2, 6-^nD7i-*>f^) r 



15 tlc:r£0.17 : mk^^=2 : 1 ) ; 

NMR(CDCI3) : <5 7.39-7.35 (2H, m). 7.24-7.16 (3H, m), 7.05-6.95 (2H, 
m), 5.76 (1 H, d, J=8.4Hz), 5.66 (1 H, d, J=1 8.8Hz), 5.51 (1 H, d, J=1 8.8Hz), 
4.65-4.55 (1H, m), 4.43-4.23 (4H, m), 3.12-2.93 (3H, m), 2.74 (1H, dd, 
J=4.7, 17.5Hz), 1.42 (9H, s). 

20 mnm 14 (21) 




CI. 



F tX- 0 A, 



390 



WO 97/24339 



PCT/JP96/03801 



N- (2- (7x-;Mf^t^v) xf^t^rv) *A/aK-;i/-3 - 
7^y-4-**V-5- (5- (2, 6-/^nn7i-JMff) r 




5 

TLC:Rf0.40 ^t>:Kxf;b=2: 1) ; 

NMR(CDCI3): S 7.36-7.13 (8H, m), 5.95 (1H, d, J=8.7Hz), 5.79 (1H, d, 
J=1 8.0Hz), 5.57 (1H, d, J=1 8.0Hz), 4.66-4.57 (5H, m), 4.37-4.27 (2H, m), 
10 3.69 (2H, t, J=4.6Hz), 3.01 (1H, dd, J=4.2, 17.5Hz), 2.67 (1H, dd, J=4.3, 
17.5Hz), 1.42 (9H,s) 0 

jtttfll 4 (2 2) 

N- (2- (7x^;MW+v) if***-» #ju#-/U-3- 
7>;-4-*^V-5 - (5- (2, 6-y^D7i^Wf^) f 
15 Yy*/-fr-l-4 fr) ^>*>flfc- t-7?-H<x-AT)l> 




TLC:Rfo.22 : ft»xf^=2 : l) ; 

20 NMR(CDCI3): 8 7.39-7.18 (8H, m), 5.90 (1H, d, J=8.8Hz), 5.71 (1H, d, 



391 



WO 97/24339 



PCT/JP96/03801 



J=1 8.8Hz), 5.56 (1H, d, J=18.8Hz), 4.65-4.56 (3H, m), 4.38-4.21 (4H, m), 
3.73 (2H, t, J=4.4Hz), 3.14 (1H, dd, J=4.2, 17.7Hz), 2.75 (1H, dd, J=4.8, 
17.7Hz), 1.42 (9H, s). 

HJfeWl 4 (23) 

N- (2- (4-y^W^7i-^) xfW^fv) tiA,j$z.ju 
-3-7^-4-** 7 -5- (5- (2, 6-^nD7i-^>f 




10 

TLC:Rf0.60 (^>-*f> : yxfjvx-r^= 2 : 1 ) ; 

NMR(CDCI3): S 7.36-7.07 (5H, m), 6.65 (2H, d, J=8.8Hz), 5.80 (1H, d, 
J=1 0.2Hz), 5.67 (1 H, d, J=1 7.8Hz), 5.45 (1 H, d, J=1 7.8Hz), 4.60 (2H, s), 
4.62-4.55 (1 H, m), 4.50-4.18 (2H, m), 2.94-2.60 (4H, m), 2.84 (6H, s), 1 .41 
15 (9H,s)o 

mmmi 4 (2 4) 

N _ ( 2 - (4-y7W5/'7i-)l/) ifJVt^v) jj)V#~)V 
_ 3 _ 7 = y _ 4 _^^ v - 5 - (5- (2, 6-y?DD7x-Wf 

20 



392 



WO 97/24339 



PCT7JP96/03801 




TLC!Rf0.41 (s<>-V> : yxf^x-fJV=2 : 1 ) ; 

NMR(CDCI3): 3 7.38-7.07 (5H, m), 6.68 (2H, d, J=8.8Hz), 5.80 (1H, d, 
J=1 02Hz), 5.67 (1H,d,J=1 7.8Hz), 5.45 (1 H, d, J=1 7.8Hz), 4.60 (2H, s), 
4.62-4.55 (1 H, m), 4.50-4.1 8 (2H, m), 2.94-2.60 (4H, m), 2.84 (6H, s), 1 .41 
(9H, s)o 

nmmi 4 (2 5) 

n- (tyyju**) *;v*-;v-3-7^/'-4-t^v-5- (5 

- (2, 3, 6 - b V ^nn7x-W) t h 7 2 ->f >u) ^ 

>K • t -7"f^iX7^ 




NMR(CDCI3) : 5 7.49 (1H, d, J=8.8Hz), 7.40 (1H, d, J=8.8Hz), 7.36- 
7.22 (5H, m), 6.64 (1H, d, J=8.8Hz), 5.70 (1H, d, J=17.8Hz), 5.50 (1H, d, 
J=1 7.8Hz), 4.87 (1H, m), 4.20 (2H, s), 2.99 (1H, dd, J=17.4Hz, 4.5Hz), 
2.68 (1H, dd, J=1 7.4Hz, 4.8Hz), 1.41 (9H, s)» 

nmm 4 (2 e) 

N- {^y'J)V^t) 1ifUtf-A'-3-7*S-4-**V-S - (5 
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- (2, 3, 6-MJ^nn7i-^ft) t h7V-;v- 1 ->f ;p) ^ 



NMR(CDCI3) : 5 7.51 (1H, d, J=8.7Hz), 7.40 (1H, d, J=8.7Hz), 7.39- 
7.23 (5H, m), 6.67 (1H, d, J=8.4Hz), 5.61 (1H, d, J=1 8.5Hz), 5.51 (1H, d, 
J=1 8.5Hz), 4.92 (1 H, m), 4.24 (2H, s), 3.08 (1 H, dd, J=1 7Hz, 4.0Hz), 2.73 
(1H, dd, J=17Hz, 4.8Hz), 1.44 (9H, s)» 
10 gjfcffl 4 (2 7) 

N _ (s<.yV)V+t) WUtf-fr-3-T$S-4-**V-5- (5 
- (2, 6-y^DD-4-^f^7x^;vft) fF7/-^-2->f 



TLC:Rfo.53 {^** *=2 : i) ; 

NMR(CDCI3): <J 7.36-7.22 (7H, m), 6.64 (1H, d, J=8.5Hz), 5.68 (1H, d, 
J=1 7.8Hz), 5.49 (1H, d, J=17.8Hz), 4.88 (1H, m), 4.20 (2H, s), 2.98 (1H, 




5 



15 
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dd, J=1 7.3Hz, 4.4Hz), 2.67 (1H, dd, J=17.3Hz, 4.7Hz), 2.34 (3H, s), 1.41 
(9H, s) 0 

mmmi4 (2 8) 

N- *A>$-H'-3-7$;-A-**V-5- (5 

5 -(2, 6-v^DO-4-^f^7x-;l'ft) 7^77-^-1-^ 




10 TLC:Rfo.4i {^**tv : M-x.^^=2 : 1 ) ; 

NMR(CDCI3): d 7.39-7.23 (7H, m), 6.69 (1H, d, J=8.7Hz), 5.58 (1H, d, 
J=1 8.4Hz), 5.42 (1H, d, J=18.4Hz), 4.91 (1H, m), 4.24 (2H, s), 3.07 (1H, 
dd, J=1 7.5Hz, 4.3Hz), 2.72 (1H, dd, J=1 7.5Hz, 4.7Hz), 2.34 (3H, s), 1.43 
(9H, s) 0 

15 mmmi 4 (2 9) 

N- (3-7xi^n^ft) *;ht-^-3-75/-4-t^ 
7-5- (5- (2, 6-^DD7i^M^) 7h7V*-^-2- 
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TLc:Rfo.54 (^*v> :ftifej.^A/=2 : i) ; 

NMR(CDCI3): S 7.36-7.13 (8H, m), 6.59 (1H, d, J=8.8Hz), 5.77 (1H, d, 
J=17.8Hz), 5.57 (1H, d, J=17.8Hz), 4.91-4.82 (1H, m), 4.60 (2H, s), 3.04- 
2.91 (3H, m), 2.75-2.62 (3H, m), 2.05-1.90 (2H, m), 1.42 (9H, s)„ 
5 glfcfll 4 (3 0) 

N _ (3-7ii^n^f*) *Ji/>H-;l'-3-7U-4-t^ 
y-5- (5- (2, 6-^on7x-JMf^) ff7V'-^-l - 
>f;i/) t -7"f ^i^f ^ 




TLC:Rfo.24 :gi^^=2 : 1) ; 

NMR(CDCI3): 3 7.39-7.17 (8H, m). 6.53 (1H, d, J=8.6Hz), 5.68 (1H, d, 
J=1 8.7Hz), 5.54 (1 H, d, J=18.7Hz), 4.89-4.81 (1 H, m), 4.38 (1 H, d, J=1 6.3 
15 Hz), 4.27 (1H, d, J=1 6.3Hz), 3.31-2.97 (3H, m), 2.82-2.70 (3H, m), 2.07- 
1.93 (2H, m), 1.43 {9H, s}« 

mmWl 4 (3 1) 

N _ j])Vtf-)l/-3 -7 5 y - 4 -**7- 5 - (5 

- (2, 6->^DD-4-y^f^7^7x-^ft) fh57-^ 
20 -2 ->f As) *<V9 >Wt • t -^f-^iXrA- 
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TLC:Rfo.38 (^*-^> : fflgi3-i-)v=2 : 1) ; 

NMR(CDCI3): S 7.41-7.16 (5H, m), 6.72 (2H, s), 6.66 (1H, d, J=8.6Hz), 
5.66 (1H, d, J=1 7.6Hz), 5.48 (1H, d,J=1 7.6Hz), 4.95-4.76 (1H, m), 4.19 
(2H, s), 2.99 (6H, s), 2.97 (1H. dd, J=17.2 J&lV 4.6Hz), 2.68 (1H, dd, 
J=17.2 W 4.8Hz), 1.41 (9H,S) 0 

%mm\ 4(32) 

N _ (^>v;i/?-*) *^#-^-3-r§>'-4-**v-5- (5 

- (2, 6 -v>f-;l/T5 J rh^V*-^ 
-1-4 AO t - 7*f ^ 




TLC:Rfo.28 (^*v> : W&t*- j f-*'=2 : 1) ; 

NMR(CDCI3) : <J 7.43-7.18 (5H, m), 6.70 (2H, s), 6.76-6.60 (1H, m), 
5.55 (1H, d, J=1 8.2Hz), 5.37 (1H, d, J=18.2Hz), 4.99-4.80 (1H, m), 4.24 
(2H, S), 3.15 -2.96 (1H, m), 2.99 (6H, s), 2.71 (1H, dd, J=17.4 RXf 4.8Hz), 
1.43 (9H, s) 0 
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mmmi a (33) 

N _ ( 2 -7i^jHfHt) *M'-/l/-3-75;-4-t + V 
-5- (5- (2, 3, 6-h'J^DD7x^ft) rr7V-A'-2 



tlc : Rf 0.58 : MP^^=2 : 1) ; 

NMR(CDCI3) : a 7.49 (1H, d, J=8.8Hz), 7.40 (1H, d, J=8.8Hz), 7.30- 
10 7.21 (5H, m), 6.62 (1H, d, J=9Hz), 5.68 (1H, d, J=17.8Hz), 5.46 (1H, d, 
J=1 7.8Hz), 4.84 (1H, m), 3.30-3.13 (2H, m), 3.05-2.90 (3H, m), 2.80-2.61 
(1H, m), 1.42 (9H, s)„ 

nnmi 4 (3 4) 

15 -5- (5- (2, 3, 6-h'J^D07x^^f^-) Th7V*-^-l 



5 





20 



tlc :Rf 0.47 {^**yy : #$^*^=2 : 1) ; 
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NMR(CDCI3) : S 7.52 (1H, d, J=8.8Hz), 7.40 (1H, d, J=8.8Hz), 7.35- 
7.19 {5H, m), 6.65 (1H, d, J=8.7Hz), 5.61 (1H, d, J=18.5Hz), 5.43 (1H, d, 
J=18.5Hz), 4.91 (1H, m), 3.33-3.25 (2H, m), 3.09 (1H, dd, J=17.6Hz, 
4.7Hz), 3.01-2.93 (2H, m), 2.72 (1H, dd, J=17.6Hz, 4.7Hz), 1.45 (9H, s) 0 

5 mmmi4 (3 5) 

-5- (5- (2, 6-y?oo-4-^f^7x-W) tYJV- 



TLC:Rfo.56 (^*y-y : mtx.T)v=2 : 1) ; 

NMR(CDCI3): 8 7.32-7.14 (7H, m), 6.60 (1H, d, J=7.0Hz), 5.65 (1H, d, 
J=1 7.9Hz), 5.44 (1 H, d, J=1 7.9Hz), 4.83 (1 H, m), 3.29-3.20 (2H, m), 3.04- 
1 5 2.89 (3H, m), 2.65 (1 H, dd, J=1 7.4Hz, 4.7Hz), 2.35 (3H, s), 1 .42 (9H, s) c 

mmmi 4 (3 e) 

N- (2-7x^)l-ifm) *jl/*'-;i/-3-7^-4-t+7 
-5- (5- (2, 6-^nn-4->f*7xiW) rh5V- 



10 




20 
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TLC:Rfo.43 (^*v> : Hstti^*=2 : 1) ; 

NMR(CDCI3): (5 7.31-7.19 (7H, m), 6.64 (1H, d, J=8.8Hz), 5.58 (1H, d, 
5 J=1 8.5Hz), 5.39 (1H, d, J=18.5Hz), 4.90 (1H,m), 3.33-3.24 (2 H, m), 3.12- 
2.93 (3H, m), 2.71 (1H, dd, J=17.5Hz, 4.8Hz), 2.34 (3H, s), 1.44 (9H, s)« 

mmmi 4 (3 7) 

N — {^yV)VT*) iifrtf=-fr-Z-T$J-A-it*V-S - (5 
- (2, 6 -V* -v^f-^T< J 7x^Ht) rh77-^ 

10 -2 ->f^) ^y?yfk • t -r-^^x^r^ 



TLC:Rf0.65 (^*tf> : ft»xf-^=3 1 2) ; 
15 NMR(CDCI3): 5 7.36-7.18 (5H, m), 6.63 (2H, d. J=8.8Hz), 6.49 (2H, s), 

5.64 (1H, d, J=18Hz), 5.45 (1H, d, J=18Hz), 4.85 (1H, m), 4.18 (2H, s), 
3.01-2.89 (7H, m), 2.65 (1H, dd, J=4.6, 17Hz), 2.44 (6H, s), 1.40 (9H, s)„ 

mmm 14 (38) 

N _ (sty*;*?-*) HJUtf-A>-3 -75 y-4 -**7- 5 - (5 



N-CH 3 
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- (2, 6-y^f;v-4-y7f^T^7x-;i/ft) fYyV-fr 



TLC:Rf0.50 (A^rf>:^xf;l/=3:2) ; 

NMR(CDCI3): 5 7.40-7.20 (5H, m), 6.58 (2H, d, J=8.8Hz), 6.49 (2H, s), 
5.41 (1H, d, J=18Hz), 5.24 (1H, d, J=18Hz), 4.83 (1H, m), 4.23 (2H, s), 
3.05-2.94 (7H, m), 2.67 (1H, dd, J=4.6, 17Hz), 2.37 (6H, s), 1.43 (9H, s) 0 
10 %mm\ 4 (3 9) 

N- #;i/**-;p-3-75/-4-**7-5- (5 

- (2, 6 -yVf ^- 4 - t - 7*f ^7x-iVf t) f F77-JI/- 2 



TLC:Rfo.6i (A^ft>:»»xf^=3 : l) ; 

NMR(CDCI3): S 7.37-7.19 (5H, m), 7.16 (2H, s), 6.62 (1H, d, J=8.8Hz), 
5.65 (1H, d, J=17.7Hz), 5.46 (1H, d, J=17.7Hz), 4.94-4.78 (1H, m), 4.19 




5 



15 
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(2H, S), 2.98 (1H, dd, J=17.5, 4.3Hz), 2.65 (1H, dd, J=17.5, 4.7Hz), 2.48 
(6H, S), 1.41 (9H, s),1.30(9H, s) 0 
%mmi 4 (4 0) 

N- *^^-3-7<y-4-t^V-5- (5 

5 _ ( 2 , 6-v>f^-4-t-7Wx-m) 7^7^-1 



10 TLC:Rfo.47 :#®x-^=3 : D ; 

NMR(CDCI3) I 5 7.42-7.13 (7H, m), 6.75-6.59 (1H, m), 5.48 (1H, d, 
J=1 8.5Hz), 5.30 (1H, d, J=18.5Hz), 4.92-4.76 (1H, m), 4.24 (2H, s), 3.04 
(1H, dd, J=17.5, 4.3Hz), 2.68 (1H, dd, J=17.5, 4.5Hz), 2.41 (3H, s), 1.43 
(9H,S), 1.30 (9H, s) Q 

15 mmmi 4 (4 n 

N _ ( 2 - (tfy if^i + y) *^*'-;i/-3-T 
5y _ 4 _^^V-5 - (5 - (2, 6-7^071^^) f h 



(X 



S' 





CI 



20 
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TLC:Rfo.33 : ffiB6J-f-^= l : 2) ; 

NMR(CDCI3) : <J 8.53 (1H, d, J=5.0Hz), 7.64-7.56 (1H, m), 7.36-7.08 
(5H, m), 5.85 (1H, d, J=9.2Hz), 5.74 (1H, d, J=17.8Hz), 5.53 (1H, d, 
J=17.8Hz), 4.68-4.42 (5H f m), 3.14 (2H, t, J=6.4Hz), 2.97 (1H, dd, J=4.0, 
5 17.4Hz), 2.67 (1H, dd, J=5.0, 17.4Hz), 1.40 (9H, s) 0 

%Hm\ 4 (4 2) 

N— (2- (tfV yy-2 .xf-;i/**v) 3 - 7 

^y-4-**V-5- (5- (2, 6-^nD7x-WW) tV 



TLC:Rf 0.22 : g|=®j.f-^= i : 2) ; 

NMR(CDCI3) : 8 8.55 (1H, d, J=5.0Hz), 7.68-7.60 (1 H, m), 7.39-7.12 
15 (5H, m), 5.82 (1H, d, J=8.0Hz), 5.69 (1H, d, J=1 8.8Hz), 5.53 (1H, d, 
J=1 8.8Hz), 4.75-4.45 (3H, m), 4.40-4.20 (2H, m), 3.17 (2H, t, J=6.6Hz), 
3.13-3.02 (1H, m), 2.75 (1H, dd, J=4.8, 17.4Hz), 1.41 (9H, s) 0 

nmmi a u 3) 

N- (2-7x-A'XWt) iifrtf-fr-Z -7* J- A V 
20 -5- (5- (2, 6-^nn-4-^^f^75;7x^;i/ft) r 



10 




CI 
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H 3 C 




N-CH 3 



TLC:Rfo.79 (^t>:SKw=i:i) ; 

NM R(CDCI3): S 7.38-7.06 (5H, m), 6.73 (2H, s), 6.57 (1H t d, J=8.4Hz), 
5 5.63 (1 H, d, J=1 7.8Hz), 5.43 (1 H, d, J=17.8Hz), 4.92-4.72 (1 H, m), 3.36- 
3.12 (2H, m), 3.12-3.09 (3H, m), 2.99 (6H, s), 2.65 (1H, dd. J=17.4 W 
4.6Hz), 1.42 (9H, s)o 

mmmi 4 (4 4) 

N _ (2 -7x-;l/xf-;uf-;t) *j^*-^-3-7^-4-t^V 
10 -5- (5- (2, 6-y^DD-4-y>f^7^7x-^ft) x 



15 TLC:Rfo.67 > : Bfc$^^= l : l ) ; 

NMR(CDCI3): £ 7.41-7.09 (5H, m), 6.70 (2H, s), 6.63 (1H, d, J=8.6Hz), 
5.54 (1H, d, J=1 8.4Hz), 5.34 (1H, d, J=1B.4Hz), 4.98-4.74 (1H, m), 3.38- 
3.15 (2H, m), 3.15-2.80 (3H, m), 2.99 (6H, s), 2.69 (1H, dd, J=17.6 RZf 
4.8Hz), 1.44 (9H, s) Q 




CH 3 
CH 3 
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mmmi a u 5) 

N _ ( 2 - (4 -> b^v7x-;U) xfjl/t^v) *;u^*-;i/-3- 
T5/-4-i^V-5- (5- (2, 3, 6 - h 'J ? n n 7 x 



TLC:Rfo.46 (A+t>:i(|if^=2:i) ; 

NMR(CDCI3) : 8 7.49 (1H, d, J=8.7Hz), 7.39 (1H, d, J=8.7Hz), 7.15 
10 (2H, d, J=8.7Hz), 6.83 (2H, d, J=8.7Hz), 5.82 (1H, d, J=9.2Hz), 5.73-5.44 
(2H, m), 4.58 (1 H, m), 4.48-4.22 (2H, m), 3.74 (3H, s), 3.00 (1 H, dd, 
J=17Hz, 5Hz), 2.90 (2H, t, J=6.9Hz), 2.66 (1H, dd, J=17Hz, 4.7Hz), 1.42 
(9H, S) 0 
%mm \ 4 (4 6) 

15 N- (2 - (4-^ K->7x-Jl/) if^t^y) * )V#—)V- 3 - 

7^-4-^ + 7-5- (5- (2, 3, 6-Hi^nn7x-W) 
t h 7 l -4)\>) ^>?>M - t -Wx^f* 



5 



CH3O. 




CI 



CH3O. 




CI 



20 
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TLC:Rf0.38 : g£$xiHb = 2 : l) ; 

NMR(CDCI3) I d 7.51 (1H, d, J=8.8Hz), 7.39 (1H, d, J=8.8Hz), 7.16 
(2H, d, J=8.6Hz), 6.85 (2H, d, J=8.6Hz), 5.86 (1H, d, J=9.4Hz), 5.66-5.38 
(2H, m), 4.63 (1H, m), 4.51-4.26 (2H, m), 3.75 (3H, s), 3.08 (1H, dd, 
5 J=18Hz, 4.0Hz), 2.93 (2H, t, 6.9Hz), 2.70 (1H, dd, J=18Hz, 4.6Hz), 1.43 
(9H, s)o 

%MM 14 (47) 

N- (2- (4 -* h^rv7x-;U) xfj^^fy) *^#i^-3- 
TX J - (5- (2, 6-y?oo-4-^ff7i- 

10 Jl^*) fh7 > /-)V-2-^^) t -7**X.7s s r*' 




TLC:Rfo.4i (^^>:»K^^=2 : i) ; 

15 NMR(CDCI3) : <5 7.21 (2H, s), 7.08 (2H, d, J=8.4Hz), 6.77 (2H, d, 

J=8.4Hz), 5.74 (1H, d, J=9.5Hz), 5.65-5.36 (2H, m), 4.51 (1H, m), 4.42- 
4.16 (2H, m), 3.68 (3H, s), 2.98-2.81 (3H, m), 2.64 (1H, dd, J=17Hz, 
4.8Hz), 2.28 (3H, s), 1.36 (9H, s) 0 

$mmi 4 (4 8) 

20 N- (2- (4-^K->7x-^) *;U**-^-3- 

7^-4-i + V-5- (5- (2, 6-/?DO-4-^f^7x- 
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TLC:Rfo.33 :»K^^^=2 : l) ; 

NMR(CDCI3) : <5 7.27 (2H, s), 7.17 (2H, d, J=8.7Hz), 6.85 (2H, d, 
J=8.7Hz), 5.88 (1H, d. J=9.2Hz), 5.65-5.36 (2H, m), 4.63 (1H, m), 4.51- 
4.26 (2H, m), 3.75 (3H, s), 3.06 (1H, dd, J=17.6Hz, 4.2Hz), 2.93 (2H, t, 
J=7.0Hz), 2.70 (1H, dd, J=17.6Hz, 4.7Hz), 2.34 (3H, s), 1.44 (9H, s). 

%mm 14 (49) 

N- (2- (4->Kv7x-M if^t^rv) # 3 - 
7Sy-4-**7-5- (5- (2, 6-^nn-4-y>fJV75 

N-CH 3 




TLC:Rfo.79 (^*-9-> :ftK^f-^=2 : l) ; 

NMR(CDCI3) : <5 7.14 (2H, d, J=8.5Hz), 6.83 (2H, d, J=8.5Hz), 6.72 
(2H, S), 5.81 (1H, d, J=9Hz), 5.62-5.42 (2H, m), 4.57 (1H, m), 4.47-4.21 

407 
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(2H, m), 3.74 (3H, s), 2.99 (6H, s), 2.90 (3H, m), 2.66 (1H, dd, J=17Hz, 
4.5Hz), 1.42 (9H, s) 0 

$mmi 4(5 0) 

N- (2- (4-n^v7x-;V) i^^^-^v) f,)Vif.-)V-Z - 
5 75/-4-t*y-5- (5- (2, 6 _y^ D D-4-^fJb7 5 




10 

TLC:Rfo.69 {^**fy : i^Kj.^;w=2 : 1 ) ; 

NMR(CDCI3) : 5 7.16 (2H, d, J=8.4Hz), 6.85 (2H, d, J=8.4Hz), 6.70 
(2H, S), 5.88 (1H, d, J=9Hz), 5.61-5.32 (2H, m), 4.62 (1H, m), 4.50-4.26 
(2H, m), 3.75 (3H, s), 3.09-2.90 (3H, m), 2.99 {6H, s), 2.70 (1H, dd, 
15 J=17Hz, 4.4Hz), 1.44 (9H,S) 0 

%mW \ 4(51) 

N- (2 - (4-^^y7x-^) jcf-^^ + v) *;i/^^;u-3- 
7 ^y_4_^y_5- (5- (2, 6-^f^-4-y7W5 
;7i-W) 7 1-7 7-^-2-^1') t-7f^x^ 

20 
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H 3 q 
N-CH3 




TLC:Rfo.6i (A4ft>:ftStxf^=3:2) ; 

NMR(CDCI3) : S 7.13 (2H, d, J=8.6Hz), 6.81 (2H, d, J=8.6Hz), 6.49 
(2H, s), 5.81 (1H, d, J=9.0Hz), 5.61 (1H, d, J=17.9Hz), 5.41 (1H, d, 
J=17.9Hz), 4.63-4.15 (3H, m), 3.73 (3H, s), 3.05-2.80 (3H, m), 2.96 (6H, s), 
2.64 (1H, dd, J=17.3, 4.7Hz), 2.44(6H, s), 1.42 (9H, S) 0 

mmmi a (52) 

N- (2- (4 ->* h*v7x-;w) xf^t^fy) *)\s$-)V-3 - 
75;-4-t*V-5- (5- (2, 6-^fA'-4-^W5 
77x^f^) r b yV-)V- l ->f /u) t-7^;i^x 




15 

TLC!Rf0.45 (^*^> :ft»x^lU=3 : 2) ; 

NMR(CDCI3) : 5 7.16 (2H, d, J=8.7Hz), 6.84 (2H, d, J=8.7Hz), 6.49 
(2H, s), 5.84 (1H, d, J=9.2Hz), 5.41 (1H, d, J=18.4Hz), 5.20 (1H, d, 
J=1 8.4Hz), 4.63-4.20 (3H, m), 3.73 (3H, s), 3.05-2.85 (3H, m), 2.97 (6H, s), 

409 



5 
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2.65 (1H, dd, J=17.5, 4.8Hz) ( 2.38 (6H, s), 1-43 (9H, s) 0 

IkMMl 4 (5 3) 

N _ ( 4 _ (4-> h+y7x-^) 7f^t=lry) ii 3 - 

75 7-4-^*7-5- (5- (2, 3, 6-F , J^no7x-il'f t) 



tlc : Rf o.43 :ft»J-^^=2 : i) ; 

10 NMR(CDCI3) : 5 7.49 (1H, d, J=8.8Hz), 7.39 (1H, d, J=8.8Hz), 7.09 

(2H, d, J=8.5Hz), 6.82 (2H, d, J=8.5Hz), 5.80 (1H, d, J=1 7.9Hz), 5.80 (1 H, 
m),5.61 (1H, d, J=1 7.9Hz), 4.64 (1H, m), 4.14 (2H,m), 3.78 (3H, s), 3.01 
(1H,dd, J=1 7.5Hz, 4.4Hz), 2.69 (1H,dd, J=17.5Hz, 4.8Hz), 2.59 (2H, m), 
1.65 (4H, m), 1.42 (9H, s)„ 

15 mmmi 4(54) 

N _ ( 4 _ (4 _> ^y7i-jl/) 7f7U**v) iJ)V^=-)V-Z - 
7^-4-t + 7-5- (5- (2, 3, 6 — h U ^ n n 7x-)Vf i) 



CH 3 0. 




CI 



20 



CH3O, 




CI 
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TLC:Rfo.34 : ft»^^=2 : l) ; 

NMR(CDCI3) : S 7.52 (1H, d, J=8.8Hz), 7.40 (1H, d, J=8.8Hz), 7.10 
(2H, d, J=8.4Hz), 6.83 (2H, d, J=8.4Hz), 5.88 (1H, d, J=8.4Hz), 5.73 (1H, d, 
J=8.4Hz), 5.56 (1H, d, J=1 8.9Hz), 4.68 (1H, m), 4.19 (2H, m), 3.78 (3H, s), 
3.1 0 (1 H, dd, J=1 7.6Hz, 4.4Hz), 2.74 (1 H, dd, J=1 7.6Hz, 4.8Hz), 2.61 (2H, 
m), 1.69 (4H,m), 1.45 (9H, s) e 

mmm 14 (55) 

N — (4- (4-n^v7x-il/) rf-A'**^) *^#-^-3- 
7<;-4-t^V-5- (5- (2, 6-'^do-4-^W5 




15 TLC:Rf 0.35 (^*-9-> : ftKif-^ = 2 : 1) ; 

NMR(CDCI3) : 5 7.09 (2H, d, J=8.6Hz), 6.82 (2H, d, J=8.6Hz), 6.72 
(2H, s), 5.81 (1H, m), 5.75 (1H, d, J=17.8Hz), 5.57 (1H, d, J=1 7.8Hz), 4.60 
(1H, m), 4.14 (2H, m), 3.78 (3H, s), 2.99 (6H, s), 2.95 (1H, m), 2.74-2.66 
(1H, m), 2.59 (2H, m), 1.67 (4H, m), 1.42 (9H, s) c 

20 nmmi a (5 6) 

N- (4 - (4-n^y7x-)l/) "J* to ijfrtf=-fr-Z - 



5 



10 
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757 _4_^^ V _5_ ( 5 _ (2, 6-^on-4-yVW^ 



TLC:Rf0.24 (A+t>:^xf;k=2: 1) ; 

NMR(CDCI3) : S 7.10 (2H, d, J=8.6Hz), 6.82 (2H, d, J=8.6Hz), 6.70 
(2H, S), 5.88 (1 H, m), 5.66 (1 H, d, J=18.4Hz), 5.47 (1 H, d, J=1 8.4Hz), 4.65 
10 (1H, m), 4.14 (2H, m), 3.78 (3H, s), 3.05 (1H, dd, J=17.2Hz, 4.4Hz), 2.99 
(6H, s), 2.72 (1H, dd, J=17.2Hz, 4.8Hz), 2.59 (2H, m), 1.69 (4H, m), 1.44 
(9H, s)o 

-gmmi 4 (5 7) 

N _ ( 2 - (4-^f^f7/-^-5-^f^) # 
15 - ;V/ _3_ 7 = y_ 4 _t^v-5_ (5- (2, 6-y^nD7i-^ 



CH 3 o. 




CH 3 
CH 3 



5 




20 



TLC:Rfo.60 {^**t> : &m^T^= 1 : 2) ; 
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NMR(CDCI3) : 8 8.59 (1H, s), 7.48-7.28 (3H, m), 5.99 (1H, m), 5.76 
(1H, d, J=1 7.8Hz), 5.59 (1H, d, J=17.8Hz), 4.64 (1 H, m), 4.29 (2H, t, 
J=6.6Hz), 3.12 (2H, t, J=6.6Hz), 2.97 (1H, dd, J=18Hz, 4.4Hz), 2.71 (1H, 
dd, J=18Hz, 5.0Hz), 2.41 (3H, s), 1.42 (9H, s) 0 

5 mmmi a (5 8) 

N- (2- (4-^W7 > /-^-5-^l') Jif-;vt^v) 
^jV-3-7^-4-t^V-5 - (5- (2, 6-y7oD7x-)b 



TLC:Rfo.5i (^*V> :ftlifA/=i : 2) ; 

NMR(CDCI3) : 5 8.60 (1H, s), 7.48-7.27 (3H, m), 5.99 (1H, m), 5.69 
(1H, d, J=1 8.2Hz), 5.52 (1H, d, J=18.2Hz), 4.66 (1H, m), 4.36 (2H, t, 
1 5 J=6.2Hz), 3.1 6 (2H, t, J=6.2Hz), 3.08 (1 H, dd, J=1 7.6Hz, 4.4Hz), 2.74 (1 H, 
dd, J=17.6Hz, 5.0Hz), 2.44 (3H, s), 1.45 (9H, s) 0 

(5 9) 

N — (2-7x-^xfHt) *A/#i*-3-7?y-4-t*V 
-5 - (5- (2, 6-y^nn7x-W) t \>y'f-)V-2 -4 )V) 
20 ty* • t -yf-;ux^r;w 



10 
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TLC:Rfo.49 (^*V> :Rsttxf-*=2 : l) ; 

NMR(CDCI3) : S 7.47-7.43 (2H, m), 7.34-7.14 (6H, m), 6.57 (1H, d, 
5 J=8.8Hz), 5.66 (1H, d, J=17.8Hz), 5.44 (1H, d, J=1 7.8Hz), 4.82 (1H, m), 
3.29-3.20 (2H, m), 3.04-2.89 (3H, m), 2.65 (1H, dd, J=17.4Hz, 4.6Hz), 
1.42 (9H, S) 0 

nmmi a (e o) 

N _ ( 2 -7x-Jl/XfHi) *;V*'-^-3-7?y-4-t^fV 
10 _ 5 _( 5 _(2, 6 -^DD7x^m) t Y 7 1 ->fju) 



15 TLC:Rf0.35 (^*^ > : S»if^= 2 : 1 ) ; 

NMR(CDCI3) : S 7.48-7.43 (2H. m), 7.36-7.18 (6H, m), 6.64 (1H, d, 
J=8.8Hz), 5.60 (1H, d, J=18.6Hz), 5.41 (1H, d, J=18.6Hz), 4.89 (1H. m), 
3.31-3.24 (2H, m), 3.12-2.93 (3H, m),2.70 (1H, dd, J=17Hz, 4.6Hz), 1.45 
(9H, s) 0 

20 %mm\ 4 (6 1) 
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-5- (5- (4- (t'niJi;>-i-^;Mf;l/) 7x^;l/ft) f- h 




TLC:Rf0.45 (?nn^A : * 9 J -;u=9 : 1) ; 

NMR(CDCI3) : S 7.62 (2H, d, J=8.8Hz), 7.55 (2H, d, J=8.8Hz), 7.38- 
7.10 (5H, m), 6.79 (1H, d, J=8.4Hz), 5.78 (1H, d, J=17.7Hz), 5.57 (1H, d, 
J=1 7.7Hz), 4.98-4.83 (1H,m), 4.13 (2H,s), 3.30-2.63 (10H, m), 2.23-2.00 
(4H, m), 1 .44 (9H, s), 

mmmi a (6 2) 

N- (2-7x-;Vxf^ft) *^*-;l/-3-7^-4-t^rV 
-5- (5- (4- {\£uyy>- l-lfr***) 7i-^ft) t Y 




TLC:Rfo.43 (^dd^a : 9;~-)v=9 : i) ; 
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NMR(CDCI3) : S 7.62 (2H, d, J=8.3Hz), 7.51 (2H, d, J=8.3Hz), 7.41- 
7.10 (6H, m), 5.68 (1H, d, J=18.6Hz), 5.45 (1H, d, J=18.6Hz), 4.98-4.80 
(1H, m), 4.30 (1H, d, J=12.7Hz), 3.94 (1H, d, J=12.7Hz), 3.33-2.66 (10H, 
m), 2.30-2.00 (4H, m), 1.41 (9H, s) 0 
5 Idffcflll 4 (6 3) 

N- (2- (4->W7V-^-5-^) x-^l/f-*) 
)V—3 — T ^ / — 4— 5j"^rV— 5— (5- (2, 6-y^nD7x-^ 




TLC:Rfo.67 1 : 2) ; 

NMR(CDCI3) : d 8.58 (1H, s), 7.47-7.41 (2H, m), 7.34-7.24 (2H, m), 
6.69 (1H, d, J=8.8Hz), 5.74 (1H, d, J=1 7.6Hz), 5.56 (1H, d, J=17.6Hz), 
15 4.86 (1H, m), 3.14 (4H, m), 2.98 (1H, dd, J=17.6Hz, 4.4Hz), 2.69 (1H, dd, 
J=1 7.6Hz, 4.8Hz), 2.43 <1H, s), 1.43 (9H, s) e 

mmm 14 (64) 

N _ ( 2 - (4->f^f7y*-^-5-^^) x^;i^*) 1J)V#~ 
;v ,_ 3 _ T = y_4_t^V-5- (5- (2, 6-y?ao7x^f 
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TLC:Rfo.58 : l : 2) ; 

NMR(CDCI3) : S 8.59 (1H, s), 7.48-7.43 (2H, m), 7.37-7.27 (2H, m), 
5 6.83 (1H, d, J=8.8Hz), 5.67 (1H, d, J=1 8.6Hz), 5.50 (1H, d r J=1 8.6Hz), 
4.92 (1H, m), 3.18 (4H, m), 3.05 (1H, dd, J=1 7.4Hz, 4.6Hz), 2.76 (1H, dd, 
J=1 7.4Hz, 5.0Hz), 2.44 (1H, s), 1.43 (9H, s) 0 

%mn \ 4 (6 5) 

N- (7*f-;uf-*) #^**-;u-3-7^y-4-**v-5- (5- 
10 (2, 6-y^nD7x-Wt) t Y 7V~-)V- 2 - 4 )V) ? y& - 
t -Tf-)VJ.7,7-)V 



15 TLC:Rf0.68 (a^> :Sfxf^=2 : 1) ; 

NMR(CDCI3): 8 7.37-7.16 (3H, m), 6.50 (1H, d, J=9.0Hz), 5.67 (1H, d, 
J=1 7.8Hz), 5.47 (1H,d, J=17.8Hz), 4.76 (1H, m), 2.89 (1H, dd, J=17.4Hz, 
4.8Hz), 2.86 (2H, t, J=7.2Hz), 2.59 (1H, dd, J=17.4Hz, 4.8Hz), 1.57 (2H, 
m), 1.34 (2H, m), 1.33 (9H, s), 0.83 (3H, t, J=7.2Hz) Q 

20 mmm 14 (66) 
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N- (7f-^*) **#:=.fl'-3-75V-4-**7-5- (5- 
(2,6 -^OD7i^fi) f h7 , /-;i/-l-^^)^>^>S- 



TLC:Rfo.43 :»K^f-^=2 : l) ; 

NMR(CDCI3): S 7.39-7.18 (3H, m), 6.59 (1 H, d, J=8.6Hz), 5.61 (1H,d, 
J=1 8.2Hz), 5.44 (1H,d, J=18.2Hz), 4.85 (1H, m). 3.00 (1H, dd, J=17.4Hz, 
1 0 4.6Hz), 2.93 (2H, t, J=7.3Hz), 2.66 (1 H, dd, J=1 7.4Hz, 4.8Hz), 1 .58 (2H, 
m), 1.41 (2H, m), 1.37 (9H, s), 0.86 (3H, t, J=7.3Hz) 0 

mmmi 4 (6 7) 

N _ ( 2 - ( 4 _>^y7x^^) Xf^f^") *)V7$=.)V-3-T 
;y_ 4 _^^V_5_ (5- (2, 6-y?D07x-W) fF7 

15 7-;i/-2 ->f ;u) t-y^^J-^r^ 



T L C : R f 0.39 (^^-9- > : ^x^;i/= 2:i) ; 

20 NMR(CDCI3) : d 7.48-7.43 (2H, m), 7.34-7.29 (1H, m), 7.14 (2H, d, 



5 
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J=8.6Hz), 6.83 (2H, d, J=8.6Hz), 6.58 (1H, d, J=8.6Hz), 5.70 (1H, d, 
J=1 7.8Hz), 5.49 (1H, d, J=1 7.8Hz), 4.85 (1H, m), 3.75 (3H, s), 3.23-3.09 
(2H, m), 3.04-2.86 (3H, m), 2.66 (1H, dd, J=18Hz, 4.6Hz), 1.42 (9H, s)o 

mmmi 4 (6 8) 

5 N- (2- (4-^h^v7x-^) xf^f^-) % )P#-)l>- 3 -T 

<y-4-^^V-5- (5- (2, 6-y^nD7x^ft) fYy 




10 

TLC:Rf0.27 (^*^> : »f^=2 : l) ; 

NMR(CDCI3) : S 7.48-7.43 (2H, m), 7.36-7.28 (1H, m), 7.16 (2H, d, 
J=8.8Hz), 6.84 (2H, d, J=8.8Hz), 6.13 (1H, d, J=8.8Hz), 5.63 (1H, d, 
J=1 8.4Hz), 5.45 (1H, d, J=1 8.4Hz), 4.90 (1H, m), 3.76 (3H, s), 3.24 (2H, 
15 m), 3.07 (1H, dd, J=18Hz, 4.4Hz), 2.92 (2H, m), 2.71 (1H, dd, J=18Hz, 
4.6Hz), 1.45 (9H, s) n 

mmmi a (e 9) 

N- (3- (fcfVS VV-2-4 fr) 7"ne^t^'» 3 
-7^-4-t^y-5 - (5- (2, 6-y^D7x-W) f 
20 Yy s /-fr-2-4 )V) ^>9y& - t -7f^f )V 
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HPTLC:Rf0.51 (^op^A; t-/^-^=2 0 : 1) ; 
NMR(CDCI3) : d 8.66 (2H, d, J=5.0Hz), 7.44 (2H, d, J=6.5Hz), 7.30 
5 (1 H, m), 7.1 4 (1 H. t, J=5.0Hz), 5.92-5.56 (3H, m), 4.60 (1 H, m), 4.22 (2H, t, 
J=6.0Hz), 3.13-2.85 (3H, m), 2.69 (1H, dd, J=17.0, 5.0Hz), 2.22 (2H, m), 
1.44 (9H, S) 0 

mmmi 4(70) 

N- (3- (tfU 5 Vy-2 -4 iv) -fuyZfr***/) *;u**-;w-3 
10 -7^y-4-**7-5 - (5- (2, 6-y^nn7x-W) t 




15 HPTLC :Rf 0.45 n o *^ A ; t - 7? J - )i>= 2 0 : 1 ) ; 

NMR(CDCI3) ! 3 8.78 (2H, d, J=5.0Hz), 7.45 (2H, d, J=7.0Hz), 7.32 
(1H, m), 7.15 (1H, t, J=5.0Hz), 5.93 (1H, d, J=8.5Hz), 5.75 RTF 5.59 
1H, d, J=1 8.0Hz), 4.66 (1H, m), 4.28 (2H, t, J=6.5Hz), 3.10 
(3H, m), 2.74 (1H, dd, J=17.0, 5.0Hz), 2.25 (2H, m), 1.46 (9H, s) 0 

20 %mm 14 (71) 
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N- (2- (4-7-tf;VT^7x-;l/) xf^ft) %)V#~)l>- 
3-7^-4-t + V-5 - (5- (2, 6-v^DD7x-^ft) 



TLC:Rfo.66 : ftKxf-»'=3 : 7) ; 

NMR(CDCI3): <5 7.53-7.08 (8H, m), 6.58 (1H, d, J=8.6Hz), 5.64 (1H, d, 
J=1 7.7Hz), 5.44 (1H, d, J=17.7Hz), 4.86-4.73 (1H, m), 3.30-2.55 (6H, m), 
10 2.14 (3H. S), 1.42 (9H,S) 0 

nmm 14 (72) 

N- (2- (4-7W7^7x-^) xf^ft) 
3-7^y-4-t + V-5 - (5- (2, 6-/?no7i-m) 



tlc :Rf 0.57 (A^t>;SiSxf;v=3 : 7) ; 

NMR(CDCI3) : <? 7.54 (1H, s), 7.50-7.23 (5H, m), 7.17 (2H, d, 
20 J=8.4Hz),6.82 (1H, d, J=8.4Hz), 5.59 (1H, d, J=18.5Hz), 5.38 (1H, d, 
421 



5 
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J=1 8.5Hz), 4.95-4.81 (1H, m), 3.40-2.62 (6H, m), 2.10 (3H, s), 1.44 (9H, s)„ 

mmm 14 (73) 

H-m\<**vi}fr*°-H'-Z -T5 /-4-**7-5-(5-(2, 
5 y^;i/jn^r^ 



TLClRfO.48 I fiH6x*>U=2 I 1) I 

10 NMR(CDCI3) I 5 7.47-7.43 (2H, m), 7.34-7.27 (1H, m), 5.80 (1H, d, 

J=18.0Hz), 5.79 (1H, m), 5.61 (1H, d, J=18.0Hz), 4.62 (1H, m), 4.14 (2H, 
m),2.99 (1H, dd,J=1 7.4Hz, 4.6Hz). 2.70 {1H, dd, J=17.4Hz, 5.0Hz), 1.64 
(2H, m), 1.43 (9H, s), 1.37 (2H, m), 0.94 (3H, t, J=7.4Hz) 0 

mmm 14 (74) 

15 N _ 7 'f j i / t^y*J^f-^-3-7^-4-t^V-5 - (5 - (2, 

6->^nn7i-m) r Yy V-n>- 1 ->f *) ^^K- t- 





20 
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TLC:Rf0.38 (^t>:^if;v=2 : 1) ; 

NMR(CDCI3) : S 7.48-7.43 (2H, m), 7.36-7.27 (1H, m), 5.89 (1H, d, 
J=8.8Hz), 5.73 (1H, d, J=18.4Hz), 5.55 (1H, d, J=18.4Hz), 4.68 (1H, m), 
4.20 (2H, m). 3.08 (1H, dd, J=17.6Hz, 4.4Hz), 2.75 (1H, dd, J=17.6Hz, 
5 5.0Hz), 1 .63 (2H, m), 1 .45 (9H, s), 1 .41 (2H, m), 0.96 (3H, t, J=7.2Hz) D 

mmmi 4 (75) 

N— (7"nt>ft) 3 -7^-4-^^7-5- (5 

- (2, 6-y?nn7i^ft) r h y V*-)\>- 2 -4 )\>) iy 9 y 
U - t -yf-^J-^r^ 



TLC:Rf 0.57 (^*v> :&&3L*)i'=7 : 3) ; 

NMR(CDCI3): S 7.50-7.21 (3H, m), 6.59 (1H, d, J=8.6Hz), 5.77 (1H, d, 
15 J=17.6Hz),5.57 (1H, d, J=17.6Hz), 4.92-4.78 (1H, m), 3.08-2.87 (3H, m), 
2.69 (1H, dd, 17.5, 4.7Hz), 1.80-1.55 (2H, m), 1.43 (9H, s), 1.00 (3H, t, 
J=7.3Hz) 0 

N- (7"oe;Pft) *;^'-^-3-75y-4-t^rV-5 - (5 
20 - (2, 6-y^nn7x-m) f Y y 1 -4 )l) * y 



10 
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TLC:Rf0.43 (^4r*> :*Kif-^=7 : 3) ; 

NMR(CDCI3): 8 7.50-7.25 (3H, m), 6.65 (1H, d, J=8.8Hz), 5.69 (1H, d, 
5 J=18.2Hz),5.51 (1H, d, J=18.2Hz), 5.00-4.85 (1H, m), 3.16-2.93 (3H, m), 
2.74 (1H, dd, 17.5, 4.9Hz), 1.81-1.57 (2H, m). 1.45 (9H, s), 1.02 (3H, t, 
J=7.3Hz) 0 

%mm 14 (77) 

N _ (>fy^ot>ft) *;^'-^-3-7U-4-t^rV-5- 
10 (5- (2, 6-^nn7i-^f*) r b 9 V-^- 2 ->f ;w) ^ 



15 TLC:Rf0.34 (A^t>:^f^=3 : 2) ; 

NMR(CDCI3): 5 7.50-7.23 (3H. m). 6.52 (1H, d, J=8.8Hz), 5.78 (1H, d, 
J=1 7.7Hz), 5.58 (1H, d, J=17.7Hz), 4.92-4.78 (1H, m), 3.69 (1H, sep, 
J=6.8Hz), 2.99 (1 H, dd, 17.5. 4.4Hz), 2.69 (1 H, dd, 1 7.5, 4.7Hz), 1 .43 (9H, 
s), 1.37 (6H, t, J=6.8Hz)o 

20 mmm 14 (78) 
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N- Kv^olfm) 3-7 5 S -4-**V-5 - 

(5- (2, 6-y?DD7x-^f^) r h 7 7*-^- 1 ->f/U) ^> 



TLC : Rf 0.12 (^*-tf-> : ^xf^=3 : 2) ; 

NMR(CDCI3): 5 7.50-7.25 (3H, m), 6.58 (1H, d, J=8.8Hz), 5.69 (1H, d, 
J=1 8.6Hz), 5.52 (1H, d, J=1 8.6Hz), 5.00-4.83 (1H, m), 3.73 (1H, sep, 
10 J=7.0Hz), 3.08 (1H,dd, 17.5, 4.6Hz), 2.73 (1H, dd, 17.5, 4.9Hz), 1 .45 (9H, 
s), 1.40 (6H, t, J=6.8Hz) 0 

nmmi \ (79) 

V- 5 - (5- (2, 6-v^nD7x-^ft) rh7V , -*-2-4 



tlc :Rf 0.45 (A^ft^:Sl!i^=i : 1) ; 

20 NMR(CDCI3) : 5 7.47-7.43 (2H, m). 7.34-7.26 (1H, m), 5.96 (1H, d, 



5 




CH 3 0 ~s 
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J=9.2Hz), 5.81 (1H, d, J=17.8Hz), 5.62 (1H, d, J=1 7.8Hz), 4.60 (1H, m), 
4.30 (2H, m), 3.61 (2H, t, J=4.4Hz), 3.40 (3H, s), 3.02 (1H, dd, J=17.4Hz, 
4.2Hz), 2.69 (1H, dd, J=17.4Hz, 4.6Hz), 1.42 (9H, s) 0 

mmmi 4 (s o) 

y _ 5 _ (5 _ (2, 6-^DD7x^ft) 7~ h 7 V*~" — I — 4 
)i>) ^>?>g£- 




10 

TLC:Rfo.40 (^*^y : »Kxf-;w= 1 : 1) ; 

NMR(CDCI3) : 8 7.48-7.43 (2H, m), 7.37-7.28 (1H, m), 6.06 (1H, d, 
J=7.6Hz), 5.75 (1H, d, J=1 8.0Hz), 5.57 (1H, d, J=18.0Hz), 4.68 (1H, m), 
4.35 (2H, m), 3.65 (2H, t, J=4.4Hz), 3.42 (3H, s). 3.12 (1H, dd, J=17.4Hz, 
15 4.4Hz), 2.74 (1H, dd, J=17.4Hz, 4.8Hz), 1.44 (9H, s)„ 

mmmi 4 u n 

-**7-5- (5- (2, 6-y^D7x-^ft) tY9V-^- 

20 
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TLC:Rfo.53 {^*v> : ftKxfn/=7 : 3) ; 

NMR(CDCI3) : 8 7.50-7.28 (3H t m), 5.80 (1H, d, J=17.8Hz), 5.79 (1H, 
5 d, J=9.0Hz), 5.61 (1H, d, J=17.8Hz), 4.70-4.55 (1H, m), 4.17 (2H, t, 
J=6.8Hz), 2.99 (1 H, dd, 1 7.4, 4.4Hz), 2.70 (1 H, dd, 1 7.4, 4.8Hz), 1 .80-1 .46 
(7H, m), 1.43 (9H, s), 1.38-0.80 (6H, m) G 

mmmi 4 (8 2) 

N- (2-'>^n/v*5/n/xf-n/*4r*>) 3 -75 J - 4 

10 -**V-5-(5-(2, 6-y?nn7x-W) fh?'/-*- 
1 — f ^) t -^f-W^r^ 



15 TLC:Rfo.30 : ft^f^=7 : 3) ; 

NMR(CDCI3): S 7.50-7.28 (3H, m), 5.86 (1H, d, J=9.0Hz), 5.73 (1H, d, 
J=18.5Hz), 5.55 (1H, d, J=18.5Hz), 4.75-4.60 (1H, m), 4.22 (2H, t, 
J=6.8Hz), 3.08 (1 H, dd, 1 7.5, 4.5Hz), 2.75 (1 H, dd, 17.5, 4.8Hz), 1 .80-1 .50 
(7H, m), 1.45 (9H, s), 1.40-0.80 (6H, m)„ 

20 mmm 14 (83) 
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_ 5 _ ( 5 _ (2, 6-y^oD7x-Ht) r h 7 */-A>- 2 



tlc:R£0.43 :»B$x^^=7 : 3) ; 

NMR(CDCI3): 8 7.50-7.28 (3H, m), 5.81 (1H, d, J=9.4Hz), 5.80 (1H, d, 
J=1 7.8Hz), 5.61 (1H, d, J=1 7.8Hz), 4.70-4.55 (1H, m), 3.94 (2H, d, 
1 0 J=6.4Hz), 2.99 (1 H, dd, 1 7.4, 4.6Hz), 2.70 (1 H, dd, 1 7.4, 4.7Hz), 1 .80-1 .50 
(5H, m), 1.43 (9H, s), 1.40-0.80 (6H, m) 0 

%mm 14 (84) 

N _y^ nA ^->,^f;l,t + y*W-il'-3 
_ 5 _ ( 5 _ ( 2 , 6-^DD7x-Ht) 7b77-^-l-^M 
15 ^^r/i' t-/f^f^ 



TLC:Rfo.29 (^^^ : »K^f-^=7 : 3) ; 

20 NMR(CDCI3): S 7.50-7.28 (3H, m), 5.87 (1H, d, J=8.8Hz), 5.73 (1H, d, 



5 





CI. 
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J=18.4Hz), 5.55 (1H, d, J=18.4Hz), 4.75-4.60 (1H, m). 4.30-3.90 (2H, m), 
3.08 (1H, dd, 17.3, 4.6Hz), 2.75 (1H,dd, 17.3, 4.8Hz), 1.85-1.50 (5H, m), 
1.45 (9H, s), 1.40-0.80 (6H, m) Q 

nmm 14 (85) 

5 N- (2-7i-^xfW+y) *W-;l/-3-7^-4-t^r 

7-5- (5- (2, 6-y?DD7i-W) t\-7V-)\>-2-4 




10 

TLC:Rfo.46 (A^t>:^xf^=2 : 1) ; 

NMR(CDC!3): S 7.44 (2H, d, J=6.8Hz), 7.33-7.15 (6H, m), 5.86 (1H, d, 
J=8.8Hz), 5.64 (1H, d, J=17.8Hz), 5.34 (1H, d, J=17.8Hz), 4.58 (1H, m), 
4.48-4.25 (2H, m), 2.99-2.87 (3H, m), 2.66 (1H, dd, J=17.6Hz, 5.0Hz), 
15 1.41 (9H, s)o 

JtlfcMl 4 (8 6) 

N- (2-7xi^xW*-» *;^'x;i/-3-7?;-4-t^ 
V-5- (5- (2, 6-'^nn7x-)l/ft) r h 7 1 - >f 
;u) ^>?>g£- t -7f^x^f^ 

20 
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^ XOO-t-Bu If) 



TLC:Rfo.34 (^^r-9-> : M^f-;v= 2:1) ; 

NMR(CDCI3) : 5 7.47-7.43 (2H, m), 7.36-7.19 (6H, m), 5.91 (1H, d, 
5 J=9Hz), 5.59 (1H, d, J=1 9.2Hz), 5.39 (1H, d, J=1 9.2Hz), 4.63 (1H, m), 
4.50-4.30 <2H, m), 3.11-2.96 (3H, m),2.70 (1H, dd, J=17Hz, 4.6Hz), 1.44 
(9H, s) 0 

*J&fc0Ol 4 (8 7) 

N-7*f-^*3rv#^**-;i/- 3-7^^-4- **7 - 5 - ( 5 - (2 , 
10 6-y^no-4-7^W^7x^ft) r b 7 2 - 4 



15 TLC:Rf0.43 * : B^S?J.f-^= 2 : 3 ) ; 

NMR(CDCI3) : 8 8.47 (1H, S), 7.58 (2H, s), 5.90-5.75 (1H, m), 5.88 
(1H,d,J=1 7.7Hz), 5.69 (1H, d, J=1 7.7Hz), 4.73-4.58 (1H,m), 4.14 (2H, t, 
J=6.9Hz), 3.01 (1H,dd, 17.4, 4.6Hz), 2.73 (1H, dd, 17.4, 4.9Hz), 2.07 (3H, 
s), 1.70-1.30 (4H, m), 1.43 (9H, s), 0.95 (3H, t, J=7.2Hz) 0 




NHCOCH3 
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mmmi a us) 




NHCOCH3 



TLC:Rfo.35 (^**r> : ft*J-f-^=2 : 3) ; 

NMR(CDCI3)! 5 9.44 (1H, s), 7.53 (2H, s), 5.83 (1H, d, J=9.2Hz), 5.75 
10 (1H, d, J=1 8.4Hz), 5.61 (1H, d. J=18.4Hz), 4.75-4.62 (1H, m), 4.19 (2H, t, 
J=6.7Hz), 3.1 3 (1 H, dd, 17.5, 4.5Hz), 2.77 (1 H, dd, 17.5, 4.7Hz), 2.08 (3H, 
s), 1.75-1.30 (4H, m), 1.45 (9H, S), 0.96 (3H, t, J=7.3Hz) 0 

mmmi 4 (8 9) 

N- (2- (4-v7/7j--;u) xf;vt^y) *;i/**-;P-3 -7 
15 < J - A -**V - b ~ (5- (2, 6-7?nn7x-m) f l>7 




20 HPTLC:Rf 0.20 (Mt>:ftK^=2: l) ; 
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NMR(CDCI3): $ 7.62 (2H, d, J=8.0Hz), 7.48-7.24 (5H, m), 5.83 (1H, d, 
J=8.0Hz), 5.72 Rtt* 5.56 1H, d, J=1 8.0Hz), 4.58 (1H, m), 

4.36 (2H, t, J=6.5Hz), 3.09-2.86 (3H, m). 2.69 (1H, dd, J=17.5, 5.0Hz), 
1.41 (9H, S) 0 

5 nmm 14 00) 

N — (2- (4-vTy 7x-;i/) xf;i/t^fy) #/l/#-/u- 3 -7 
= y- 4- t^V-5 - (5- (2, 6->'^od7x-W) fh7 




HPTLC:Rfo.i3 (^*-9-> :ftK^f-^=2 : 1) ; 

NMR(CDCI3): 8 7.62 (2H, d, J=8.0Hz), 7.49-7.23 (5H, m), 5.90 (1H, d, 
J=8.5Hz), 5.66 RXf 5.51 1H, d, J=1 7.5Hz), 4.64 (1H, m), 

15 4.41 (2H, t, J=6.5Hz), 3.13-2.96 (3H, m), 2.72 (1H, dd, J=17.0, 5.0Hz), 
1.44 (9H,s) 0 

gttffll 4 (9 1) 

N— (2- (4-v7/7x-;i/) x?-;l/*3fv) * 3 - T 

<V-4-^-^V-5 - (5- (2, 6-y^nn-4-^f^7i-)V 
20 f-*) t h 7 V-^- 2 -4 AO t-Wx^f^ 
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CH3 

0 N*/ 

HPTLC:Rf 0.21 W^:*|xf*=2:i) ; 

NMR(CDCI3) : 6 7.62 (2H, d, J=8.0Hz), 7.33 (2H, d, J=8.0Hz), 7.27 
5 (2H, s), 5.83 (1H, d, J=8.0Hz), 5.70 %.Xf 5.55 (& * 1H, d, 
J=17.5Hz) t 4.58 (1H, m), 4.36 (2H, t, J=6.5Hz), 3.08-2.85 (3H, m), 2.67 
(1H, dd. J=17.0, 5.0Hz), 2.34 (3H, s), 1.41 (9H, s) e 

nmmi 4 o 2) 

N- (2- (4 -V7V 7x-;l/) xf-;l/*4rv) *;U**-^-3-7 
10 ^y-4-**7-5 - (5- (2, 6-y^nD-4-^f;l/7x-^ 




15 HPTLC:Rfo.i5 (^*^ > : i^Kif ^= 2 : 1 ) ; 

NMR(CDCI3) : (5 7.62 {2H, d, J=8.0Hz), 7.36 (2H, d, J=8.0Hz), 7.28 
(2H, s), 5.90 (1H, d, J=7.5Hz), 5.65 RXT 5.49 (& * 1H, d, 
J=1 8.5Hz), 4.65 (1H, m), 4.40 (2H, t, J=6.5Hz), 3.14-2.93 (3H, m), 2.72 
(1H, dd, J=17.0, 5.0Hz), 2.35 (3H, s), 1.44 (9H, s) Q 
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mmm 14 03) 

-5- (5- (2, 6-^no7x-;l/ft) r h 7V'-^-2 ->f>W) 



TLC:Rfo.65 {^^y :»8^=i : D ; 

NMR(CDCI3) : <? 7.47-7.43 (2H, m), 7.28 {1H, dd, J=6.8Hz, 2.2Hz), 
10 6.81 (1H, d, J=8.6Hz), 5.78 (1H, d, J=18.0Hz), 5.58 (1H, d, J=1 8.0Hz), 
4.87 (1H, m), 3.59 (2H, t, J=6.2Hz), 3.36 (3H, s), 3.17 (2H, t, J=6.2Hz), 
2.98 (1 H, dd, J=1 7.4Hz, 4.4Hz), 2.70 (1 H, dd, J=1 7.4Hz, 4.4Hz), 1 .43 (9H, 
s). 

mmm 14 (94) 

15 N — (2-^h*'>xf*'f-*) *Jl/^^-3-7^-4-t*V 

_ 5 _ (5 _ (2, 6-/7nD7x-W) 7^77-^-1-^1') 



5 



CHjO^Jl, 





20 
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TLC:Rf0.52 : gf=®x^;l/= 1 : 1) ; 

NMR(CDCI3) : S 7.48-7.43 (2H, m), 7.30 (1H, dd, J=9.2Hz, 2.6Hz), 
6.89 (1H, d, J=8.8Hz), 5.70 (1H, d, J=18.6Hz), 5.52 (1H, d, J=18.6Hz), 
4.91 (1H, m), 3.63 (2H, t, J=6.0Hz), 3.40 (3H, s), 3.18 (2H, t, J=6.0Hz), 
5 3.08 (1H,dd,J=1 7.6Hz, 4.4Hz), 2.75 (1H, dd, J=17.6Hz, 4.8Hz), 1 .45 (9H, 

S)o 

mmmi a (95) 

N— (2- if^t + v) fj)Vtf-)\<- 

3-7^-4-^^7-5 - (5- (2, 6-/^D7x^ft) 
10 rh7V*-Jl'-2-^l') ^>?^B&- t-7fi^Xf^ 



TLC:Rf0.54 (^*-9-> : 8fc$x?-;i/= 1 : 2) ; 

15 NMR(CDCI3) : <5 7.47-7.43 (2H, m), 7.34-7.29 (1H, m), 6.00 (1H, d, 

J=8.8Hz), 5.83 (1H, d, J=17.6Hz), 5.62 (1H, d, J=1 7.6Hz), 4.62 (1H, m), 
4.30 (2H, m), 3.72 (2H, t, J=4.8Hz), 3.64 (2H, m), 3.56 (2H, m), 3.36 (3H, 
S), 3.00 (1H, dd, J=1 7.6Hz, 4.6Hz), 2.70 (1H, dd, J=17.6Hz, 5.0Hz), 1.42 
(9H, s) 0 

20 mnm 14 ( 9 6 ) 

N— (2- (2-> h^yxf;l/t^y) .x^;i/^>» 
3-7^-4-t^fV-5- (5- (2, 6-^DD7iaft) 




435 



WO 97/24339 



PCT/JP96/03801 




TLC:Rfo.42 (A+t^:ffi»if^=i : 2) ; 

5 NMR(CDCI3) : d 7.48-7.43 (2H, m), 7.36-7.27 (1H, m), 6.05 (1H, d, 

J=9.4Hz), 5.75 (1H, d, J=18.2Hz), 5.56 (1H, d, J=18.2Hz), 4.66 (1H, m), 
4.35 (2H, m), 3.76 (2H, t, J=4.6Hz), 3.67 (2H, m), 3.57 (2H, m), 3.38 (3H, 
s), 3.13 (1H, dd, J=17.4Hz, 4.0Hz), 2.74 (1 H, dd, J=1 7.4Hz, 5.0Hz), 1.45 
(9H, s)o 

10 mmmi 4 o 7) 

_ 5 _ (5 _ (2-^DD7i-H*) t h 7 V-^- 2 -4)l>) ^> 




TLC:Rfo.55 : 1*^^=2 : 1) ; 

NMR{CDCI3) ! <J 7.48-7.43 (2H, m), 7.33-7.15 (7H, m), 6.60 (1H, d, 
J=8.8Hz), 5.73 (1H, d, J=17.8Hz), 5.53 (1H, d, J=17.8Hz), 4.86 (1H, m). 
20 3.24 (2H, m), 3.00 (1 H, dd, J=17.4Hz, 4.4Hz), 2.97 (2H, m), 2.67 (1 H, dd, 
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J=1 7.4Hz, 4.8Hz), 1.43 (9H, s) Q 

%m\ 14 (98) 

N _ (2-7x^iW*) *;l/>f-^-3-75;-4-t^V 
_ 5 _ ( 5 _ (2-^nn7x-JVf*) rF^Z-iV-l-^H ^> 
5 • t -7*f^t^ 




TLC:Rf0.40 (^*-9-> : #®xf-;u=2 : 1) ; 
10 NMR(CDCI3) : 8 7.57-7.43 (2H, m), 7.33-7.17 (7H, m), 6.62 (1H, d, 

J=8.4Hz), 5.78 (1H, d, J=18.6Hz), 5.39 (1H, d, J=18.6Hz), 4.87 (1H, m), 
3.26 (2H, m), 3.03 (1H, dd, J=1 7.4Hz, 4.4Hz), 2.97 (2H,m), 2.68 (1H, dd, 
J=1 7.4Hz, 4.8Hz), 1.43 (9H, s) 0 

mmm 14 (99) 

15 N- (2-7-tf^75yif^ft) #;w-K-;u-3-T<y-4 - 
**V-5- (5- (2, 6-7^D7x-Ht) f h7'/-^-2 




20 
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TLC:Rfo.69 (^dd*h : * 9 : l) ; 

NMR(CDCI3) : 5 7.50-7.28 (3H, m), 6.89 (1H,d, J=8.0Hz), 6.25-6.07 
(1H, m), 5.76 (1H, d, J=17.7Hz), 5.60 (1H, d, J=17.7Hz), 4.93-4.75 (1H, m), 
3.48 (2H, q, J=6.2Hz), 3.08 (2H, t, J=6.2Hz), 2.95 (1H, dd, 17.4, 4.9Hz), 
5 2.73 (1 H, dd, 1 7.4, 5.0Hz), 1 .97 (3H, s), 1 .43 (9H, s)„ 

%mm \ 4 (10 0) 

N — (2-7-bf-A'7$>>if->i'f-*) *;^'i;i/-3-75y-4- 
**V-5- (5- (2, 6-y^OD7x-Ht) rh^V-^-l 



TLC:Rfo.65 (?dd*m:^^/-^=9 : i) ; 

NMR(CDCI3) ! 5 7.50-7.28 (3H, m),6.93 (1H,d, J=8.8Hz), 6.20-6.06 
15 (1 H, m), 5.70 (1 H, d, J=1 8.4Hz), 5.53 (1 H, d, J=1 8.4Hz), 5.00-4.85 (1 H, m), 
3.52 (2H, q, J=6.4Hz), 3.12 (2H, t, J=6.4Hz), 3.06 {1H, dd, 17.4, 4.6Hz), 
2.75 (1H, dd, 17.4, 5.2Hz), 1.99 (3H, s), 1.45 (9H, s) 0 

% mm 14 (ion 

N- (2 -7-fef- fr7 5 yxfjVt^y) #;l/>i?— ;u- 3-757-4 
20 -**V-5-(5-(2, 6-y^D07x-Ht) f ^'/-il'- 



10 



H 3 C, 



n " O Mir./ 
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h 3 c S^ 0 A y 
o H o nV 




TLCiRfo.so (?an*w:>?;-^=9 : i) ; 

NMR(CDCI3) : S 7.48-7.43 (2H, m), 7.35-7.32 (1H, m), 6.16 (1H, brs), 
5 5.01 (1H, d, J=8.6Hz), 5.78 (1H, d, J=17.6Hz), 5.63 (1H, d, J=1 7.6Hz), 
4.60 (1 H, m), 4.20 (2H, m), 3.50 (2H, m), 3.00-2.85 (1 H, m), 2.75 (1 H, dd, 
J=1 7.6Hz, 5.0Hz), 1.98 (3H, s), 1.43 (9H, s) e 

mmmi 4 (102) 

N- (2-7W^7^xf;^^v) 3 -75 J - 4 

10 -**V-5- (5- (2, 6-y^OD7i-W) TYyV-)V- 



NMR(CDCI3) : <? 7.49-7.44 (2H, m), 7.37-7.33 (1H,m), 6.06 (2H, m), 
5.74 (1H, d, J=18.6Hz), 5.55 (1H, d, J=18.6Hz), 4.68 (1H, m), 4.26 (2H, m), 
3.54 (2H, m), 3.06 (1H, dd, J=17.6Hz, 4.4Hz), 2.77 (1H, dd, J=17.6Hz, 
5.0Hz), 2.00 (3H, s), 1.45 (9H, s) c 

20 mmm 14 (103) 



H 3 C. 




15 



t l c : r f o.4B (^do*ji/a:^^-j|'=9 : 1) ; 
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N- (2- (2-^ h^yif/l't^y) xf^ft) *>!/>}?— /P- 3 
-T5;-4-t + V-5 - (5- (2, 6-y7DD7x^fi) r 




TLC:Rfo.49 Kt>:^xf;i/=i : l) ; 

NMR(CDCI3): 5 7.50-7.28 (3H, m), 6.76 (1H, d, J=8.4Hz), 5.77 (1H, d, 
J=1 7.8Hz), 5.58 (1H, d, J=1 7.8Hz), 4.90-4.75 (1H, m), 3.80-3.50 (6H, m), 
10 3.37 (3H, s), 3.18 (2H, t, J=6.1Hz), 2.98 (1H, dd, 17.4, 4.5Hz), 2.69 (1H, dd, 
17.4, 4.9Hz), 1.43 (9H, s) 0 

mmm 14 (io4) 

N- (2- (2-^Ryxf^t^y) xf^ft) 3 
-75;-4-* + V-5 - (5- (2, 6-^OD7i-Wt) f 
15 h^V-^-l-^^) t-yf^xxf^ 




TLC:Rfo.39 (^*v> \mSi^^=i : i) ; 

20 NMR(CDCI3): 5 7.50-7.28 (3H, m), 6.83 (1H, d, J=9.0Hz), 5.69 (1H, d, 
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J=1 8.4Hz), 5.51 (1H, d, J=18.4Hz), 5.00-4.85 (1 H, m), 3.80-3.50 (6H, m), 
3.38 (3H, s), 3.23 (2H, t, J=6.3Hz), 3.07 (1H, dd, 17.5, 4.6Hz), 2.75 (1H, dd, 
17.5, 4.9Hz), 1.45 (9H, s) 0 

%mm \ 4 (105) 

5 N _ (2 -7i;JHWt) *;V*-^-3-7^-4-t^V 

-5- (5- (7x-Wt) rh7 , /-^-2-^f^) t 




10 

TLC:Rfo.57 :ftKif-^=2 : 1) ; 

NMR(CDCI3) : S 7.59-7.55 (2H, m), 7.37-7.15 (8H, m), 6.62 (1H, d, 
J=8.8Hz), 5.71 (1H, d, J=1 7.8Hz), 5.50 (1H, d, J=17.8Hz), 4.85 (1H, m), 
3.23 (2H, m), 3.05-2.90 (3H, m),2.67 (1H,dd, J=17.4Hz, 4.8Hz), 1.43 (9H, 
15 S) 0 

mmmi a a o 6) 

-5- (5- (7x-;Vf^) -f-h yV-^-l ->f A/) ^>*>&- t 

20 
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TLC:Rfo.43 (^H>:*8i^=2:i) ; 

NMR(CDCI3) : S 7.57-7.51 (2H, m), 7.39-7.15 (8H, m), 6.63 (1H, d, 
5 J=8.6Hz), 5.49 (1H, d, J=18.4Hz), 5.30 (1H, d, J=18.4Hz), 4.82 (1H, m), 
3.27 (2H, m), 3.07-2.91 (3H, m), 2.67 (1 H, dd, J=1 7.6Hz, 4.8Hz), 1 .44 (9H, 

S)o 

%mm is (i) -is doe) 

%mm\A (i) ~~%mw\* do 6) tsjumu^v^, 
10 mmme (i) tmftt<n&ft*u ^hiz^tD^^x-oxm^-nm. 

mmm 15(1) 

N- (^>v/l/f-^) #;i/**~;i/-3-7^ /-4-**7-5- (5 
- (2, 6-v^DD7x-JMf^) 7f7V'-^-2-^v) ? 
15 >8S 




TLC : R f 0.61 (?nn*;VA:^y-;K^= l 8 : l : l ) ; 

20 NMR(DMSO-d6): S 12.65-12.30 (1H, br), 8.96-8.82 (1H, m), 7.52 (2H, 
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d, J=7.5Hz), 7.45- 7.13 (6H, m), 6.05-5.70 (2H, m), 4.87-4.72 (1 H, m), 4.52 
(2H, s), 4.1 1 (2H, s), 2.90-2.55 (2H, m) e 

mmmi 5 (2) 

N- (tvVfr+lr) *^#-*-3-7^-4-t*V-5- (5 
5 - (2, 6-^DD7i-JMf;i') t Y? s f-)V- \ -4 )V) s<y ? 




10 TLC : Rf 0.19 (^d*k:^;-]H^I=i 8 : i : i) ; 

NMR(DMSO-d6) : 5 9.05-8.95 (1H, m), 7.54 (2H, d, J=7.5Hz), 7.46- 
7.1 0 (6H, m), 6.00-5.75 (2H, m), 4.92-4.75 (1 H, m), 4.33 (2H, s), 4.1 1 (2H, 
s), 2.88-2.70 (2H, m) 0 

mmmi 5 o) 

15 N- *^i^-3-75>'-4-t + y-5- (5 

- (2, 6-^no7i-W) r h 7 V-;U-2 ->f ;b) 




20 
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tlc : R f 0.58 (^dd*ji/a :^ ^y-;nBtK= 1 8 : 1 : 1) ; 

NMR(DMSO-d6) : <5 8.88 (1H, d, J=6.2Hz), 7.69-7.50 (3H, m), 7.33- 
7.12 (5H, m), 5.89 (2H, brs), 4.85-4.73 (1H, m). 4.10 (2H, s), 2.80 (1 H, dd, 
J=6.0, 17Hz), 2.64 (1H, dd, J=7.2, 17Hz) 0 

5 nmmi 5 (4) 

N _ (/^.^ft) U)V#=-)V-Z-T\;-A-**V-5- (5 
- (2, 6-'^no7i^ft) tY7V-)\s-\-4 )V) 9 y 




tlc : R f 0.36 (?na*/PA : ? / : 8fc$= l 8 : l : i ) ; 

NMR(DMS0-d6) : S 8.99 (1H, d, J=6.4Hz), 7.70-7.52 (3H, m), 7.35- 
7.13 (5H, m), 5.71 (2H, brs), 4.90-4.79 (1H, m), 4.12 (2H. s), 2.92-2.68 (2H, 
15 m) 0 

nmmi 5 (5) 

N _ (2-7x-vxf^*'» *;v*'-;i'-3-75>-4-* + 
v _ 5 _ ( 5 _ (2, 6-y^DD7x-JMfJl') x - 

20 
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CI 



tlc : R f 0.57 (?dd*w 9 ;-)\<\&Wl= l 9 : l :o.i) ; 

NMR(CDCI3) : 8 12.70-12.10 (10H, br), 7.80 (1H, d, J=6.4Hz), 7.55- 
5 7.1 5 (8H, m). 5.82 (2H, s), 4.59-4.51 (3H, m), 4.23 (2H, t, J=7.0Hz), 2.92- 
2.48 (4H, m) 0 

%mm 15(6) 

N _ (2-7i-iifA/t^ry) iJ frtf-fr- 3 -7 ^ J - 4 -* 3f 
7-5- (5- (2, 6-v7DD7x-;Mf)l') x b 77*-;!/- 1 - 
10 4 AO ^>?>& 



tlc : R f 0.52 (;no*H * / :B£®= l 9 : l :o.i ) ; 

15 NMR(CDCI3) : 3 7.61-7.15 (9H, m), 5.90 (2H, s), 4.58-4.44 (1H, m), 

4.35 (2H, s), 4.30-4.16 (2H, m), 2.88 (2H, t, J=7.5Hz), 2.63 (2H, d, 
J=5.6Hz) 0 

mam 1 5 (7) 

N _ (2-7x^xWt) *^JV-3-75;-4-t+V 
20 -5- (5- (2, 6-^DD7j-Wf^) -r hy s /-^- 2 - 4 




CI 
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ci 



5 tlc: Rf 0.57 (^dd*m : ^^-*:fti=9 o : i o : 
i) ; 

NMR(DMS0-d6) : 8 8.62 (1H, d, J=6.0Hz), 7.50 (2H, d, J=7.2Hz), 
7.40-7.09 (6H, m), 5.88 (2H, d, J=2.8Hz), 4.74-4.63 (1H, m), 4.50 (2H, s), 
3.07 (2H, t, J=7.2Hz), 2.82 (2H, t, J=7.2Hz), 2.63-2.50 (2H, m) e 
10 %mmi 5 (8) 

N— (2-7i^ViWt) */HJ*-A'-3-7S/-4-5j-*V 
-5- (5- (2, 6-^oo7x^Wf^) r h7 v /-;u- 1 ->f 



TLC : R f 0.42 (?ddw : > : ffiB6=9 o : l o : 

i) ; 

NMR(DMSO-d6): S 8.89 (1H, d, J=6.4Hz), 7.52 (2H, d, J=7.0Hz), 7.39 
20 (1H,dd. J=6.6, 9.0Hz), 7.25-7.13 (5H, m),5.91 (2H,s), 4.78-4.69 (1H, m), 




CI, 



15 
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4.38 (2H, s), 3. 17-3.01 (2H, m), 2.82-2.69 (4H ( m) c 

mmm 15(9) 

N- (2, 6-y^tiD^>y;K^y) 3 -7 5 7-4 

5 ft 




TLC : R f 0.38 (^od*;wa : ^ ? / -;n Bfc$= 3 6 : l : l) ; 

NMR(DMSO-d6) : S 8.12 (1H, d, J=7.6Hz), 7.54-7.12 (8H, m), 5.76 
(2H, s), 5.34 (2H, s), 4.70-4.58 (1H, m), 4.15 (2H, s), 2.87-2.63 (2H, m) 0 

mmmi 5(10) 

N- (2, *;^-;l/-3-7^ - 4 

+ - (5- (2, 6-y^DD7i-^f*) f F7 V- )V 
-2-4 to) ^y?>m 




TLC : Rf 0.31 (^on*H : ^^y-;i/=g : l) ; 

20 NMR(DMSO-d6) ! 5 7.60 (1H, d, J=7.6Hz), 7.57-7.31 (6H, m), 6.00- 

447 
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5.80 (2H, m), 5.30 (2H, s), 4.55-4.43 (1H,m), 4.51 (2H, s), 2.60-2.54 (2H, 

%mm 15 (id 

N— (3-7x-;^o^t*v) *;^'-;b-3-7^-4-t 
5 * V - 5 - (5- (2, 6-^OD7x-^f^) ■fh7 v /-;i/-2 



10 TLC:Rfo.45 (7do*w : > : g£$= 9 o : i o : 

i) ; 

NMR(DMS0-d6) : S 7.82 (1H, d, J=7.5Hz), 7.51 (2H, d, J=7.6Hz), 
7.40-7.14 (6H, m), 6.00-5.76 (2H, br), 4.62-4.51 (3H, m), 3.98 (2H, t, 
J=3.6Hz), 2.83-2.53 (4H, m), 1.94-1.80 (2H, m)„ 

15 mnmi 5(12) 

N- (3-7x-^7"nt>t^v) *;i/,f-jl/-3-7^-4-t 
* 7 - 5 - (5 - (2, 6-y^D7i-JMf^) rh"7V-;J/-l 





CI 



20 
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tlc : R f 0.42 (^d*;i/a:^;-;k gfc$= 9 o : i o : 
i) ; 

NMR(DMSO-d6) : S 7.97 (1H, d, J=7.5Hz), 7.56-7.12 (8H, m), 5.92- 
5.83 (2H, br), 4.67-4.58 (1H, m), 4.35 (2H, s), 4.02 (2H, t, J=6.6Hz), 2.92- 
5 2.60 (4H, m), 1 .95- 1 .80 (2H, m) 0 

%mm 15 (i3) 

N- (4-7x^;v7f^+y) *^'-;i/-3-7^-4-t^ 
7-5- (5- (2, 6-^nn7x-;Mf;l') r 2 - 

10 




tlc : R f 0.45 (^dd*m : g£$=9 o : l o : 

i) ; 

15 NMR(DMS0-d6) : 6 7.75 (1H, d, J=7.6Hz), 7.52 (2H, d, J=7.2Hz), 

7.40-7.10 (6H, m), 5.87 (2H, s), 4.61-4.51 (3H, m), 4.05-3.97 (2H, br),2.77 
(1H, dd, J=6.3, 17.0Hz), 2.64-2.56 (3H, m), 1 .65-1.50 (4H, br) 0 

%mm 15 (14) 

20 V-5- (5- (2, 6-y7on7x-JMf^) fh7V*-^-l- 
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TLC : R f 0.42 (?nn*;i/A : > 9 J -to : ftK= 9 0 : 1 0 : 

i) ; 

5 NMR(DMSO-d6): S 7.91 (1H, d, J=6.8Hz), 7.54 (2H, d, J=6.6Hz), 7.41 

(1H,dd, J=6.6, 9.4Hz), 7.30-7.16 (5H, m), 5.87 (2H, s), 4.69-4.58 (1H, m), 
4.35 (2H, s), 4.08-4.00 (2H, br), 2.91-2. 55 (4H, m), 1.68-1.52 (4H, br) 0 

nnm 15 (15) 

N- (2- (ft7z^-2-^) x^;l/**v) ijtotf-to-3 - 
10 75;-4-t^V-5- (5- (2, 6-y?DD7x-;^fiP) f 




15 tlc : R f 0.39 (;on*w :^ */-;nftBfc= 1 9 : 1 :o.i) ; 

NMR(DMS0-d6) : 5 7.87 (1H, d, J=7.6Hz), 7.54-7.50 (2H, m), 7.41- 
7.30 (2H, m), 6.93 (2H, d, J=3.2Hz), 5.93-5.81 (2H, br), 4.62-4.51 (3H, m), 
4.18 (2H, t, J=6.6Hz), 3.11 (2H, t, J=6.6Hz), 2.77 (1H, dd, J=6.0, 16.8Hz), 
2.58 (1H, dd, J=7.2, 16.4Hz) 0 

20 mm \ 5d6) 
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N- (2- (ft7i'/-2-^) ifjvt^y) *;w**-;w-3- 
7$y-4-**V-5- (5- (2, 6-^nn7x;)Mf^) r 




tlc : R f 0.27 (^dd*^:^^-^:SR=i 9 : i :o.D ; 

NMR(DMSO-d6) : 5 8.02 (1H, d, J=7.2Hz), 7.57-7.52 (2H, m), 7.45- 
7.31 (2H, m), 6.94 (2H, d, J=3.8Hz), 5.91-5.80 (2H, br), 4.70-4.60 (1 H, m), 
10 4.35 (2H, S), 4.18 (2H, t, J=6.6Hz), 3.13 (2H, t, J=6.6Hz), 2.84 (1H, dd, 
J=6.6, 16.6Hz), 2.70 (1H, dd, J=6.6, 16.6Hz) 0 

%nm is d7) 

N _ ( 2 - (4 Kv7x^^) xf-JU**«» *^jK-^-3- 
7?;-4-t^V-5- (5- (2, 6-7?DD7x-iMf^) r 
15 h7!/-^-2-^f^) 




tlc : R f 0.51 (^no*u : *9J-fr : #sg=9 0:10: 
20 1) ; 
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NMR{DMSO-d6) : d 7.78 (1H, d, J=6.8Hz), 7.54-7.50 (2H, m), 7.37 
(1 H, dd, J=7.1 , 9.1 Hz), 7.17 (2H, d, J=8.5Hz), 6.83 (2H, d, J=8.5Hz), 5.90- 
5.85 (2H, br), 4.60-4.51 (3H, m), 4.17 (2H, t, J=6.6Hz), 3.67 (3H, s), 2.85- 
2.52 (4H, m) 0 
5 15 (18) 

N- (2- (4-^K'>7x-M xfjl/t^y) */M*->l'-3- 
7^-4-** 7 - 5- (5- (2, 6-y^nn7x^MfJl/) f 




TLC : R f 0.47 (?no*W : * \ 9 0:10: 

1) ; 

NMR(DMSO-d6) : d 7.92 (1H, d, J=6.8Hz), 7.56-7.52 (2H, m), 7.40 
15 (1 H, dd, J=6.8, 9.2Hz), 7.17 (2H, d, J=8.2Hz), 6.83 (2H, d, J=8.2Hz), 5.83 
(2H, s), 4.66-4.56 (1 H, m), 4.35 (2H, s), 4.1 9 (2H, t, J=6.9Hz), 3.69 (3H, s), 
2.86-2.63 (4H, m) e 
Slfcfll 5(19) 

N — (2- (4-7J^D7x-^) if;^^y) Jj )U#~)ls- 3 - 
20 7?y-4-t^V-5- (5 - (2, 6-y^no7i-JMf r 
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TLC : R f 0.49 (^dd*w : * 9 j-)V : ftK=9 0 : l 0 : 
i) ; 

5 NMR(DMSO-d6) : <? 7.78 (1H, d, J=8.0Hz), 7.51 (2H, d, J=7.6Hz), 

7.40-7.26 (3H, m), 7.08 (2H, t, J=9.0Hz), 5.82 (2H, s), 4.58-4.51 (3H, m), 
4.20 (2H, t, J=6.5Hz), 2.90-2.52 (4H, m) c 

mmmi 5 (2 0) 

N- (2- (4-7)^07x^)1/) x-f;l/^-^v) * frtf-fr- 3 - 
10 7<7-4-t^rV-5- (5- (2, 6-y'7on7x-Wf)l) -f 




15 TLC :Rf 0.44 n n : * * y -;u : $&= 9 0 : 1 0 : 

1) ; 

NMR(DMS0-d6) I <5 7.93 (1H, d, J=7.2Hz), 7.56-7.25 (5H, m), 7.08 
(2H, t, J=9.0Hz), 5.84 (2H, s), 4.66-4.57 (1H, m), 4.34 (2H, s), 4.21 {2H, t, 
J=6.9Hz), 2.92-2.63 (4H, m) 0 

20 %mm 15 (21) 
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N _ ( 2 - (7x;;Mf^^y) xfj^^y) *M-/l/-3- 
T 5y_ 4 _^^v-5- (5- (2, 6-5?^QB7x-WfA/) f 




T L c : R f 0.53 (jdd^h:^;-^: 9 o : l o : 
l) ; 

NMR(DMSO-d6) : S 7.91 (1H, d, J=7.4Hz), 7.54-7.50 (2H, m), 7.40- 
10 7.23 (6H, m), 5.96-5.74 (2H. br), 4.61-4.50 (5H, m), 4.18 (2H, t, J=4.4Hz), 
3.62 (2H, t, J=4.4Hz), 2.78 (1H, dd, J=6.0, 17.2Hz), 2.59 (1H, dd, J=7.0, 
16.6Hz) 0 

%mm \ 5 (22) 

N _ ( 2 - (7x-)Mf;^+y) xf^t^y) #;w-K~;u- 3 - 

15 T$y-4-**y-5- (5- (2, 6-y'^D7x-iM^) r 




TLC : R f 0.47 (^OD*H : * 9 : ft»= 9 o:io: 
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i) ; 

NMR(DMS0-d6) : S 8.07 (1H, d, J=7.2Hz), 7.56-7.23 (8H, m), 5.87 
(2H, s), 4.69-4.59 (1H, m), 4.50 (2H, s), 4.35 (2H, s), 4.20 (2H, t, J=4.5Hz), 
3.64 (2H, t, J=4.5Hz), 2.91-2.66 (2H, m) 0 

5 nmwi 5 (2 3) 

N- (2- (4-y^f^7^7x-;l/) ifA't^*/) 
-3-T^y-4-^- + V-5- (5- (2, 6-y^no7x-;Mf 




tlc : R f 0.37 (^odwa :^^y-;u:s^S?= l 8 : l : l) ; 

NMR(DMSO-d6) : <? 7.82 (1H, d, J=7.4Hz), 7.52-7.32 (7H, m), 5.87 
(2H, s), 4.59-4.52 (1H, m), 4.52 (2H, S), 4.27-4.19 (2H, m), 3.05 (6H, s), 
15 2.94-2.87 (2H, m), 2.94-2.61 (2H, m) e 

mmmi 5 (24) 

N- (2- (4-y^f^75/7x-;i/) j&;M?.=.ju 

-3-7<y-4-t^V-5- (5- (2, 6-y^no7x-)Mf 

20 
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• HCI 



TLC : R f 0.36 (?nn*;l/A \ * 9 J - )V;ffl&= 1 8 : 1 : l) ; 
NMR(DMSO-d6) : 8 7.99 (1H, d, J=7.4Hz), 7.54-7.31 (7H, m), 5.88 
5 (2H, s), 4.66-4.63 (1H, m), 4.36 (2H, m), 4.28-4.20 (2H, m), 3.01 (6H, s), 
2.93-2.74 (4H, m) 0 

mmmi 5 (2 5) 

N _ (styyn,-?*) *;bt-^-3-7?;-4-t^rV-5 - (5 
- (2, 3, 6 - h V ?nn7i-Wt) r h 7 ( /-^-2 ^ 

10 




tlc : R f 0.51 (?ao*w :^ ? y : 7k= 4 o : l o : l) ; 

15 N M R (DMS0-d6) : 8 8.70 (1 H, d, J=6Hz), 7.82 (1 H , d, J=8.8Hz), 7.69 

(1H,d, J=8.8Hz), 7.32-7.22 {5H, m), 5.94 (2H, m),4.73 (1H,m), 4.08 (2H, 
s), 2.60 (2H, m)c 

%mm 15 (26) 

N _ (^y'JjV^ir) **#^-3-7^-4-**V-5- (5 
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- (2, 3, 6-Pi^ DD 7x-^f^) t hyy—fr-l -4 fr) ^ 



tlc : R f 0.43 (?no*w :>^y-;i/:*=4 o : l o : D ; 

NM R (DMS0-d6) : 8 8.83 (1 H, d, J=7Hz), 7.84 (1 H, d, J=8.8Hz), 7.69 
(1 H, d, J=8.8Hz), 7.33-7.08 (5H, m), 5.84 (2H, m), 4.75 (1 H, m), 4.09 (2H, 
m), 2.64 (2H, m) 0 

10 %mmi 5 (2 7) 

- (2, 6-^oo-4->ffl'7xiW) f h7V-^-2-^f 



TLC : R f 0.51 (?nD*w ; > ? y -)V : tK= 4 o : l o : l ) ; 

NMR(DMS0-d6): 8 8.69 (1H, d, J=6.4Hz), 7.52 (2H, s), 7.32-7.19 (5H, 
m), 5.92 (2H, m), 4.71 (1H, m), 4.08 (2H, s), 2.56 (2H, m), 2.36 (3H, s)„ 




5 



15 



CP 
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%mm\ 5 (2 8) 

- (2, 6-y^oa-4-^f^7x-j^i) r h 7 V-)V- 1 - >f 

5 




TLC : R f 0.45 (?nn**A : > * / : tK= 4 0 : l 0 : l ) ; 

NMR(DMSO-d6): 8 8.77 (1H, m), 7.51 (2H, s), 7.33-7.13 (5H, m), 5.82 
10 (2H, m), 4.75 (1H, m), 4.10 (2H, m), 2.62 (2H, m), 2.37 (3H, s) 0 

mmmi 5 (2 9) 

N _ (3_ 7l zj^ot:>ft) *^i^-3-75y-4-** 
y _5_ (5 _ (2, 6-v^n7x-Wf;H fh7V'-^-2- 
>fJU) ^>?>® 

15 




tlc :r f 0.54 (^aDW:^^-^:ftlS=i 9 : 1 :o.D ; 

NMR(DMSO-d6) : S 8.81 (1H, d, J=6.4Hz), 7.51 (2H, d, J=7.2Hz), 
20 7.40-7.14 (6H, m), 6.00-5.74 (2H, br), 4.83-4.73 (1H, m), 4.50 (2H, s), 
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2.87-2.56 (6H, m), 1.91-1.77 (2H, m) 0 

%mm 15 (30) 

V- 5 - (5- (2, 6-y^DD7x^Mf^) xb9V*-^-l- 
5 >f JU) 'O* >g£ 




tlc :r f 0.41 (9uu*h,j»\*9 ;-)v:fflk=i 9 : 1 :o.D ; 

10 NMR(DMSO-d6) : 8 8.97 (1H, d, J=6.8Hz), 7.55-7.36 (3H, m), 7.27- 

7.1 1 (5H, m), 5.87 (2H, s), 4.87-4.78 (1H, m), 4.34 (2H, s), 2.92-2.58 (6H, 
m), 1.91-1.78 (2H, m) 0 
Wm \ 5(31) 

N- {sty'Jfrf-*) *^jK-A/-3-7?y'-4-**y-5- (5 
15 -(2, 6-y^ou-4-y7fiV7^7x-W) r^y*-^ 
-2-4^) sotryWt 

H 3 C 

N-CH 3 
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tlc : r f 0.56 (?on*w:^y-*:i|= 1 8 : 1 : 1) ; 

NMR(DMSO-d6) : 6 13.28-11.40 (1H, br), 9.03-8.77 (1H, m), 7.42- 
7.06 (5H, m), 6.88 (2H, s), 6.10-5.66 (2H, br), 4.90-4.68 (1H, m), 4.1 1 (2H, 
S), 3.00 (6H, s), 2.92-2.53 (2H, m). 

5 nmmi 5 (32) 

N- (sOzSJVJ-t) *;^-^-3-7^-4-t^V-5- (5 

- (2, 6-->^OD-4-y^fJi'T5;7x-)l'fi) fh7V-;V 

- l ->f ;u) 




tlc : R f 0.31 (*nn#juA:**>>-JHiEK=3 o : l : l) ; 

NMR(DMS0-d6) : <J 13.08-11.40 (1H, br), 9.13-8.86 (1H, m), 7.44- 
7.08 <5H,m),6.88(2H, s), 5.90-5.45 (2H, br), 4.95-4.71 (1H,m),4.13 (2H, 
1 5 s), 3.00 (6H, s), 2.93-2.62 (2H, m) 0 

nmmi 5 (33) 

N- (2-7x-;l/xf;Pft) *;hf-;l'-3-7^-4-t^V 
-5- (5- (2, 3, 6-l>'J^D7x^ft) TYyV~)V- 2 

20 
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tlc : R f 0.60 (^dd^a ^y-;u:^K=4 0:10:1) ; 
NMR(DMSO-d6) : d 8.69 (1H,m), 7.83 (1H, d, J=8.8Hz), 7.70 (1H, d, 
5 J=8.8Hz), 7.31-7.15 (5H, m), 5.91 (2H, m), 4.73 (1H, m), 3.06 (2H, m), 
2.84 (2H, m), 2.62 (2H, m)» 

%mm \ 5 (3 4) 

N- (2-7x-*xf^f*) *;W«-3-7^-4-t^rV 
-5- (5- (2, 3, 6-PJ^nD7x-;Pft) rbyV-^-l 

10 -4fu) s<>?yWL 




T L C : R f 0.51 (^nn*w : ^ :tK=4 0:10:1) ; 

15 NMR(DMSO-d6) : S 8.87 (1H, m), 7.82 (1H, d, J=8.8Hz), 7.67 (1H, d, 

J=8.8Hz), 7.27-7.14 (5H, m), 5.85 (2H, m), 4.77 (1H, m), 3.05 (2H, m), 
2.83 (2H, m), 2.65 (2H, m) G 

mmmi 5 (3 5) 

20 -5- (5- (2, 6-y?Dn-4-^f^7x-;i/ft) f h^v*- 
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5 tlc : R f 0.63 (^on^A : * 9 J : tK= 4 o : l o : l ) ; 

NMR(DMSO-d6) : 8 8.56 (1H, d, J=6Hz), 7.49 (2H, s), 7.26-7.15 (5H, 
m), 5.92 (2H, m), 4.73 (1H, m), 3.04 (2H, m), 2.84 (2H, m), 2.59 (2H, m), 
2.35 (3H, s) 0 

mm I 5 (3 6) 

10 N— (2-7xi^ifW) *^-A--3-7^-4-t+V 

_ 5 _ ( 5 _ (2, 6-'^bo-4-^Wx-W) f 




15 

T L c : R f 0.53 (?od*w:^^-jk*=40: 10:1) ; 

NMR(DMSO-d6): S 8.82 (1H, d, J=6.8Hz), 7.49 (2H, s). 7.24-7.14 (5H, 
m), 5.81 (2H, s), 4.77 (1H, m), 3.05 (2H, m), 2.82 (2H, m), 2.66 (2H, m), 
2.34 (3H, s)o 
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mmmi 5 (3 7) 

N _ (^>v;i/f-^-) *;^^-3-7?y-4-i^v-5 - (5 
- (2, 6-yVf^-4-y^f^7<;7x-^f-t) 



N-CH 3 




• HCI 



TLC : R f 0.43 (*nn*;uA 9 J ~;HtK= 5 0 : 1 0 : 1) ; 

NMR(DMSO-d6) : 8 8.96 (1H, d, J=7.0Hz), 7.34-7.18 (5H, m), 6.79 
10 (2H, S), 5.88 (2H, m), 4.79 (1H, m), 4.10 (2H, s), 2.96 (6H, s), 2.90-2.58 
(2H, m), 2.38 (6H, s)o 

%mm \ 5 o 8) 

N _ *;l/^;V-3-7<y-4-i^V-5- (5 

- (2, 6-y^f^-4-v7f^7^7x-W) fh7V-^ 

15 «>*vn-MmL 




• HCI 
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tlc : R f 0.36 (^d*w :>^y-*:*=50: 10:1) ; 

NMR(DMSO-d6) : S 9.05 (1H, d, J=7.0Hz), 7.38-7.16 (5H, m), 6.71 
(2H, s), 5.67 (2H, s), 4.82 (1H, m), 4.13 (2H, s), 2.97 (6H, s), 2.95-2.62 (2H, 
m),2.31 (6H,s) 0 
5 mmi 5 (3 9) 

N- (+<y s Jfr<f-ir) *frtf-*-$-T$J-A-ir*V-b- (5 
- (2, 6-^f^-4-t-W7x-;Vft) tF7 v /-^-2 




HP TLC : R f 0.41 (^nnfcjuA :^?y-;w : g£$= 4 8:1: 
1) ; 

NMR(DMSO-d6) : S 12.50 (1 H, brs), 8.88 (1 H, d, J=7.6Hz), 7.35-7.12 
15 (7H, m), 5.92 (1H, d, J=17.8Hz), 5.71 (1H, d, J=1 7.8Hz), 4.87-4.70 (1H, m), 
4.09 (2H, s), 2.81 (1H, dd, J=17.3, 5.6Hz), 2.63 (1H, dd, J=17.3, 7.1Hz), 
2.41 (6H, S), 1.28 (9H, s)„ 

%mmi 5 (4 0) 

N- ('tWJl'f*) -T ^ J - 4 -t^V- 5 - (5 

20 -(2, 6-^^-4 - t - W7i - W) tYJV-)\<- 1 
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H 3 C V 

XOOH 



cr 



TLC:Rfo.3i (^dd*^:^;^:»B6=47:2:i) ; 

5 NMR(DMSO-d6) : £ 12.57 (1H, brs), 8.98 (1H, d, J=7.0Hz), 7.40-7.00 

(7H, m), 5.69 (2H, s), 4.90-4.72 (1H, m), 4.12 (2H, s), 2.90-2.60 (2H, m), 
2.35 (6H, s), 1.29 (9H, s) e 
%Vm\ 5(41) 

N- (2- (tfUv>-2-^f^) xf^t^y) 3 - 7 

10 5 y-4-**7-5- (5- (2, 6-y?no7x^^M r h 




15 tlc : R f 0.23 (^d*w : > ? y : gfc®= l 8 : l : l) ; 

NMR(DMSO-d6) : 5 8.46 (1H, d, J=5.2Hz), 7.71-7.62 (1H, m), 7.51- 
7.14 (6H,m), 5.97-5.75 (2H,m),4.51 (2H, s), 4.51-4.34 (3H, m), 3.05 (2H, 
t, J=6.6Hz), 2.61-2.52 (2H, m) 0 

mmmi 5 (4 2) 

20 N- (2- (fc?ys?>-2— f AO *;w**-;i/-3-T 
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<y-4-**V-5- (5- (2, 6-y^nD7x-jMfJV) xh 
7/-^- 1 --f >u) ^>?>BS 




TLC : R f 0.14 (^no*u :^ ^y-;u:ftK= l 8 : l : l) ; 

NMR(DMSO-d6) : 6 8.48 (1H, d, J=5.4Hz), 7.74-7.64 (2H, m), 7.54- 
7.17 (5H, m), 5.88 (2H, br s), 4.58-4.54 (1H, m), 4.44-4.36 (4H, m), 3.07 
(2H, t, J=6.6Hz), 2.71-2.68 (2H, m)o 

10 mmmi 5 (43) 

_ 5 _ ( 5 _ ( 2 , 4-^^*75 ^ 7x-Ht) f 

N-CH 3 




TLC : R f 0.27 (?nn*;WA : > 9 J -fr \ Wfo= 5 0 : 1 : 1) ; 
NMR(DMS0-d6) : d 13.76-11.14 (1H, br), 8.82 (1H, d, J=6.4Hz), 
7.40-7.07 (5H, m), 6.88 (2H, s), 6.02-5.61 (2H, br), 4.90-4.65 (1H, m), 
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3.20-2.54 (6H, m), 2.99 (6H, s) 0 

mmmi 5 (4 4) 

-5- (5- (2, 6-y^nn-4-y^f^7^y7x^;Pf^-) r 
5 YyV-fr-l-Jfl') 




tlc : R f 0.16 (^dd^a :^ ?/-;v:8£$=5 0:1:1) ; 

10 NMR(DMSO-d6) : $ 13.80-11.30 (1H, br), 8.95 (1H, d, J=6.3Hz), 

7.35-7.07 (5H, m), 6.86 (2H, s), 5.87-5.45 (2H, br), 4.91-4.72 (1H, m), 
3.20-2.53 (6H, m), 2.99 (6H, s) 0 

%MM1 5 (4 5) 

N- (2- (4-^^v7x-^) x^;l/**v) * 3 - 
15 T^y-4-**y-5- (5- (2, 3, 6-h^D07x-m) 
fF7 > S—)\>—2 —4)\<) ^>?>& 




20 TLC : R f 0.46 (7dd*w : > ? j -/u : tK= 4 o : l o : l ) ; 
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NMR(DMSO-d6): 8 7.85 (1H, d, J=8.8Hz), 7.72 (1H, d, J=8.8Hz), 7.63 
(1H, d, J=9Hz), 7.16 {2H, d, J=8.4Hz), 6.83 (2H, d, J=8.4Hz), 5.88 (2H, s), 
4.50 (1H, m), 4.16 (2H, m), 3.69 (3H, s), 2.81 (2H, m), 2.62 (2H, m) c 

mmmi 5 (4 6) 

N _ ( 2 - (4-^Ki/7x-^) •xf-^t + v) *;PtK-^-3- 
7 =y_ 4 _^-^V_5- (5- (2, 3, 6-PJ^nn7x^jl/ft) 




T LC : R f 0.39 (?aa*;i/i* \ *9 J-fr\ ^c=4 0 : 1 0 : 1 ) ; 

NMR(DMSO-d6): 8 7.86 (1H, d, J=8.8Hz), 7.71 (1H, d, J=8.8Hz), 7.67 
(1H, m), 7.15 (2H, d, J=8.4Hz), 6.81 (2H, d, J=8.4Hz), 5.78 (2H, m), 4.52 
(1H, m), 4.17 (2H, m), 3.68 {3H, s), 2.82 (2H, m), 2.62 (2H, m)„ 

$mmi 5 (4 7) 

N _ ( 2 - (4-^K-/7x^^) xf;^^y) 1] A>#-)\>- Z - 
7$y-4-**7-5- (5- (2, 6-^nn-4-^Wxx 
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CH 3 

0 n *n 

tlc : R f 0.47 (^do*h :>^-;w*=40:io:i) ; 

NMR(DMSO-d6) : * 12.49 (1H,brs), 7.82 (1 H, d, J=8.0Hz), 7.53 (2H, 
s), 7.17 (2H, d, J=8.4H2), 6.83 (2H, d, J=8.4Hz), 5.88 (2H, m), 4.56 (1H, m), 
4.18 (2H. t, J=6.6Hz), 3.69 (3H, s), 2.82 (2H, t, J=6.6Hz), 2.74-2.51 (2H, m), 
2.36 (3H, s)o 

mmmi 5 (4 8) 

N- (2- (4->Kv7x-^) xf;i/t^fy) *^#-^-3- 
7*V-4-**7-5- (5- (2, 6-^OD-4->Wi- 




TLC : R f 0.43 (?nn*w : ^ * y -;u : ;jt= 4 0:10:1) ; 

NMR(DMS0-d6) : S 7.67 (1H, d, J=8Hz), 7.53 (2H, s), 7.15 (2H, d, 
J=8.6Hz), 6.81 (2H, d, J=8.6Hz), 5.74 (2H, m), 4.52 (1 H, m), 4.1 6 (2H, m), 
3.68 (3H, m), 2.81 (2H, m), 2.63 (2H, m), 2.35 (3H, s) 0 

%mm 15 (49) 
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N- (2- (4->h+">7x-^) j. *n/aK-A/-3- 
75y-4-t + V-5- (5- (2, 6-^on-4-^W5 

H 3 C % 

N-CH 3 




TLC : R f 0.50 (^on*M:> * y : ?Jc= 4 o : l o : l) ; 

NMR(DMS0-d6) : d 7.64 (1 H, m), 7.14 (2H, d, J=8.2Hz), 6.85 (2H, s), 
6.80 (2H, d, J=8.2Hz), 5.81 (2H, s), 4.49 (1H, m), 4.15 (2H, m), 3.66 (3H, 
1 0 s), 2.97 (6H, s), 2.76 (2H, m), 2.60 (2H, m) 0 

mmmi 5 (5 0) 

N- (2 - (4->^'>7xi*) x^;l/**v) 1i)V#=-)V-Z - 
7^-4-^^7-5 - (5- (2, 6-y^OD-4-y7f^T? 




tlc : R f 0.48 (^nn^w : y ?y-^:*=4 0:10:1) ; 

NMR(DMS0-d6) : 5 7.65 (1H, m). 7.12 (2H, d, J=8.4Hz), 6.84 (2H, s), 
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6.79 (2H, d, J=8.4Hz), 5.68 (2H, s), 4.49 (1H, m). 4.15 (2H, m), 3.66 (3H, 
s), 2.96 <6H, s), 2.79 (2H, m), 2.61 (2H, m) 0 

mmmi 5(51) 

N- (2- (4-^Kv7x^^) xf^t+v) **jK-)U-3- 
7*/-4-**V-5- (5- (2, 6-v^f-;P-4-v>f-^T^ 

H 3 C t 

N-CH 3 

CHa0 n ir COOH ^ 

O N*M 



10 TLC:Rfo.33 (^nn*^A :^^y-;nftK=4 8 : 1 : 1) ; 

NMR(DMSO-d6): 5 7.78 (1H, d, J=8.0Hz), 7.16 (2H, d, J=8.5Hz), 6.81 
(2H, d, J=8.5Hz), 6.72 (2H, s), 5.79 (2H, s), 4.60-4.40 (1 H, m), 4.17 (2H, t, 
J=6.5Hz), 3.68 (3H, s), 3.00-2.50 (2H, m), 2.96 (6H, s), 2.81 (2H, t, 
J=6.5Hz), 2.35 (6H, s) 0 

15 ntWl 5 (5 2) 

N _ (2- (4-^^y7x-;l/) xf-;i/t^y) Ufrtf—fr-Z- 
7 ,y_ 4 _ t ^y-5_ ( 5 - ( 2 , 6-^f«'-4-^W5 

;7x-wt) f h 7 )\s — \ — 4 ^) s<y ? y$. - 
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CH 3 



CH 3 0. 



CH 3 



•HCI 



TLC : R f 0.25 (?dd*u :*9 ;-)\>:fftk=A 8:1:1) ; 

NMR(DMSO-d6): 6 7.88 (1H, d, J=8.0Hz), 7.16 (2H, d, J=8.5Hz), 6.81 
(2H, d, J=8.5Hz), 6.64 (2H, s), 5.57 (2H, s), 4.62-4.43 (1H, m), 4.28-4.10 
(2H, m), 3.68 (3H, s), 3.00-2.60 (2H, m), 2.96 (6H, s), 2.84 (2H, t, J=7.0Hz), 
2.31 (6H, s) 0 

15 (53) 

N— (4- (4-^^v7x-ii/) ^f- >i/**'» *;wjK-;p-3- 
757-4-t^V-5- (5- (2, 3, 6-MJ^DD7i^f*) 



TLC:Rfo.67 (^do^a ? 4 o : l o : D ; 

NMR(DMSO-d6): S 7.82 (1H, d, J=8.8Hz), 7.69 (1H, d, J=8.8Hz), 7.49 
(1H, m), 7.06 (2H, d, J=8.6Hz), 6.78 (2H, d, J=8.6Hz), 5.93 (2H, m), 4.46 
(1H, m), 3.97 (2H, m), 3.68 (3H. s), 2.57 (2H, m), 2.49 (2H, m), 1.53 (4H, 
m) 0 



CH 3 0. 




CI 
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mmm 15 (54) 

N _ ( 4 _ (4-n^ry7i-^) ff-^t^v) Hfr#-fr-Z- 
75 y_4_^ + V -5- (5- (2, 3, 6-b^DD7x-W) 



t L c : R f o.56 (^dd*h 9 J-fr : tK= 4 o : i o : l ) ; 

NMR(DMSO-d6)I d 7.87 (1H, d, J=8.8Hz), 7.71 (1H, d, J=8.8Hz), 7.63 
10 (1 H, m), 7.06 <2H, d, J=8.6Hz), 6.80 (2H, d, J=8.6Hz), 5.80 (2H, m), 4.57 
(1H, m), 4.05 (2H, m), 3.70 (3H, s), 2.67 (2H, m), 2.50 (2H, m), 1.57 (4H, 
m) 0 

mmm 15 (55) 

N— (4- (4-^h + v7x-;U) iDVtf-JV-d, - 

15 75^-4-^7-5- (5- (2, 6-y^nn-4-y^ 



5 



CH3O, 




CI 




N-CH 3 



CH3O, 
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TLC:Rfo.6i (^nn*u:^;-A':*=40:io:i) ; 

NMR(DMS0-d6) : S 7.68 (1H, d, J=8Hz), 7.08 (2H, d, J=8.4Hz), 6.86 
(2H, s), 6.80 (2H, d, J=8.4Hz), 5.86 (2H, s), 4.54 (1H, m), 4.01 (2H, m), 
3.70 (3H, s), 2.99 (6H, s), 2.80-2.48 (4H, m), 1.57 (4H, m) 0 

5 mmmi 5 (5 6) 

N— (4- (4 h*v7x-;U) 7*f^t*y) 3 - 

7?y-4-t^rV-5- (5- (2, 6 - v * D n - 4 - V* f-^T 5 



tlc : R f 0.53 (^dd**a:^ ^y-;i/:7K=4 o : l o : l ) ; 

NMR(DMS0-d6) : 5 7.61 (1H, d, J=8Hz), 7.04 (2H, d, J=8.4Hz), 6.84 
(2H, S), 6.78 (2H, d, J=8.4Hz), 5.71 (2H, s), 4.52 (1H, m), 4.02 (2H, m), 
1 5 3.69 (3H, S), 2.98 (6H, s), 2.63 (2H, m), 2.49 (2H, m), 1 .56 (4H, m) c 

mmm 15 (57) 

N- (2- (4-^f^f7V*-^-5-^^) xfj^Jfy) %)V# 
-^-3-7^-4-^^7-5 - (5- (2, 6 - V ? n o -7 x - )V 



CH3O, 




CH 3 
•N 

CH 3 



10 



20 
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tlc : R f 0.42 (?op*;pa 9 4 o : i o : i ) ; 

NM R (DMSO-d6) : S 12.40 (1H, brs), 8.81 (1H, s), 7.88 (1H, d, 
J=7.6Hz), 7.70-7.51 (3H, m), 5.94 (2H, s), 4.59 (1H, m), 4.18 (2H, t, 
J=6.2Hz), 3.08 (2H, t, J=6.2Hz), 2.79 (1H, dd, J=17Hz, 5.8Hz), 2.58 (1H, 
dd, J=17Hz, 7.2Hz), 2.33 (3H, s) 0 

mmm 15 (58) 

N- (2- (4-^W7 > /-^-5-^f^) if*t*'» 

< S - 4-**V-5 - (5- (2, 6-y?DD7x^)b 




TLC : R f 0.35 (^nn*^A:^^y-;H7|c=4 0 : 1 0 : 1) ; 

NMR(DMS0-d6) ! S 8.79 (1H, s), 7.83 (1H, d, J=8Hz), 7.70-7.52 (3H, 
m), 5.75 (2H, m), 4.60 (1H, m), 4.19 (2H, m), 3.10 (2H, t, J=6.4Hz), 2.71 
(2H, m), 2.32 {3H, s) 0 

mmmi 5 (5 9) 
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-5 - (5- (2, 6-/^n7x-m) t \ 7 2 ->f >u) 




TLC : R f 0.63 (^nn*u :^ 9 j-fr :tR=4 o : l 0 : l) ; 

NMR(DMSO-d6) : 5 8.69 (1H, m), 7.70-7.53 (3H, m), 7.32-7.16 (5H, 
m), 5.91 (2H, s), 4.73 (1H, m), 3.09 (2H, m), 2.84 (2H, m), 2.55 (2H, m) 0 

mmmi 5 (6 0) 

10 N- (2-7xiiHfm) #^-fl/-3-7 5>'-4-**V 

-5- (5- (2, 6-^on7xi*f*) r h y % /-n>- 1 ->f >i/) 




15 

TLC :Rf 0.51 (^dd^;va:p(^7-^:7(c=40: 10:1) ; 

NMR(DMS0-d6) : 5 8.85 (1H, m), 7.68-7.50 (3H, m), 7.23-7.14 (5H, 
m), 5.84 (2H, s), 4.76 (1H, m), 3.04 (2H, m), 2.82 (2H, m), 2.65 (2H, m) 0 

mmmi 5(61) 
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-5- (5- (4- (tfn'J v>- 1 7x-Wt) f F 




tlc : R f 0.39 (^oo*w : * * y -.«' : >tfc= 4 o : l o : D ; 

NMR(DMS0-d6) : * 9.02-8.80 (1H, m), 7.66 (2H, d, J=8.5Hz), 7.50 
(2H, d, J=8.5Hz), 7.40-7.10 (5H, m), 5.98 (2H, s), 4.90-4.75 (1 H, m), 4.32 
(2H, s), 3.60-2.93 (6H, m), 2.93-2.55 (4H, m), 2.00-1.80 (4H, m) 0 

%mm\ 5 (6 2) 

N- (2-7x-^xfm) jj)l*;-)V-3-T$.;-4-**V 
-5 - (5- (4- (eny$;>- 1 7x-H^) rh 
7 7'-^- 1 -4 fr) ^>^>K-«BKfi 




TLC : R f 0.36 (^dd*u:^^-^:*=4 o : l o : i) ; 

NMR(DMS0-d6): <5 9.04-8.95 (1H, m), 7.65 (2H, d, J=8.2H), 7.57 (2H, 
d, J=8.2Hz), 7.33-7.10 (5H, m),5.76 (2H, s), 4.90-4.70 (1H, m), 4.32 (2H, 
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s), 3.60-2.95 (6H, m), 2.95-2.54 (4H, m), 2.05-1.90 (4H, m) 0 

nmw 15 (63) 

N- (2- (4 - >fW/-^-5 Jif-JVf-t) 
;i/-3— T^y-4-^^V— 5- (5- (2, 6-^OD7x-^f 

5 *) fh7 > /-^-2-^i^) ^y^yfSi 




TLC:Rf0.38 (^no^A:^^-JK*=40: 10:1) ; 
10 NMR(DMSO-d6) : 8 12.53 (1H, brs), 8.95 (1H, d, J=7.4Hz), 8.79 (1H, 

s), 7.70-7.50 (3H, m), 5.99 (1 H, d, J=18.0Hz), 5.88 (1 H, d, J=1 8.0Hz), 4.82 
(1H, m), 3.04 (4H, s), 2.83 (1H, dd, J=17.0Hz, 5.6Hz), 2.65 (1H, dd, 
J=1 7.0Hz, 7.0Hz), 2.32 (3H, s). 

mmm is c 6 4 ) 

15 N- (2- (4-^WTV'-^-5-^V) xfjl/ft) 

;l/ _ 3 _ 7 = y -4-^-^7-5 - (5- (2, 6-^DD7x^f 




20 
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t l c : R f 0.31 (^au*A'A:>^>'-^:*=4o:io:i) ; 

NMR(DMS0-d6) : S 9.07 (1H, d, J=7Hz), 8.79 (1 H, s), 7.69-7.52 (3H, 
m), 5.87 (1H, d, J=17Hz), 5.74 (1H, d, J=17Hz), 4.86 (1 H, m), 3.06 (4H, s), 
2.89 (1H, dd, J=17Hz, 5.8Hz), 2.75 (1H, dd, J=17Hz, 7Hz), 2.28 (3H, s), 
5 %MM1 5 (6 5) 

N _ (^f-^f-*) *;VjK-;V-3-7^ y-4-*4rV-5- (5- 
(2, 6-y7nn7i-;W) r h 7 2 ->f ^) ^>?>B£ 



TLC : R f 0.58 (^dd*w:^^-^:*=4 o : l o : l) ; 

NMR(DMS0-d6) : 5 8.74 (1H, d, J=6.8Hz), 7.70-7.51 (3H, m), 5.90 
(2H, s), 4.75 (1H, m), 2.82 (2H, t, J=7.2Hz), 2.67 (2H, m), 1.51 (2H, m), 
1.33 (2H, m), 0.87 (3H, t, J=7.2Hz) G 
15 5(6 6) 

N- (-/f-^f"*) *;l/^il/-3-7 5y-4-t^V-5- (5- 
(2, 6-y^on7x-W) t h 9 V*-;u- 1 ->f flO ^>*>$ 




10 




20 
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TLC : R f 0.43 (?on*)PA : 7 t> :^K=4 0:10:1) ; 

NMR(DMSO-d6) : 6 8.80 (1H, d, J=6.6Hz), 7.69-7.51 (3H, m), 5.82 
(2H, m), 4.76 (1 H, m), 2.82 (2H, m), 2.67 (2H, m), 1 .49 (2H, m), 1 .31 (2H, 
m), 0.80 (3H, t, J=7.2Hz) 0 

mmmi 5 (e 7) 

N- (2- (4-^b*'>7i-A') xf^f*) ij)V#-)l>- 3 -7 
<7-4-**7-5- (5- (2, 6-y?no7i-W) rh? 




tlc : R f 0.52 (^now :7 ^ /-^:^)c=4 o : 1 0 : 1) ; 

NMR(DMSO-d6) : S 12.05 (1H, brs), 8.82 (1H, m), 7.70-7.66 (3H, m), 
7.59-7.54 (1 H, m), 7.14 (2H, d, J=8.4Hz), 6.83 (2H, d, J=8.4Hz), 5.81 (2H, 
m),4.78 (1H, m), 3.70 (3H, s), 3.05 (2H, m), 2.86-2.75 (3H, m). 2.62 (1H, 
dd, J=17Hz, 8Hz) 0 

mm \ 5 (6 8) 

N- (2- (4-7 h^rv7x-;P) xf;Uft) it frtf=-)V-Z -T 
5 7-4 -**7-5- (5- (2, 6-v^DD7x-W) ft-7 
7*-;b- 1 ->f ^) ^>*7$ 
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CH 3 0. 




tlc : R f 0.40 (^no^w : * 9 / : tK= 4 0:10:1) ; 

NMR (DMSO-d6) : 8 12.36 (1 H, brs), 8.99 (1 H, d, J=7.4Hz), 7.70-7.65 
5 (2H, m), 7.59-7.51 (1H, m), 7.1 1 (2H, d, J=8.6Hz), 6.79 (2H, d, J=8.6Hz), 
5.89-5.69 (2H, m), 4.84 (1H, m), 3.69 (3H, s), 3.09-3.02 (2H, m). 2.94-2.61 
(4H, m) 0 

mmm 15 (69) 

N- (3- (fcfU 5 Vy-2-4b') -fu\Zfr**i/) %)Utf-)l>-3 
10 -7^-4-t^V-5- (5- (2, 6-^no7x-W) t 



15 TLC : R f 0.40 (^nn*M:^;-JK^=l 8 : 1 : 1) ; 

NMR(DMS0-d6) : $ 8.71 (2H, d, J=5.0Hz), 7.75-7.48 (3H, m), 7.40 
(1H, m), 7.32 (1H, t, J=5.0Hz), 5.99 (2H, br), 4.48 (1H, m), 4.07 (2H, m), 
2.94 (2H, m), 2.59 (2H, br), 2.06 (2H, m) 0 

mmmi 5 (7 0) 

20 N- (3- (tf US v>-2 -4 *0 -fvMfr***/) Ufrtf-fr-Z 



Or" 
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-75 y - 4 -**7- 5 - (5- (2, 6-y^DD7x-;l/ft) r 




tlc : R f 0.36 (^oo^wi^y-JK^^i 8 : i : i) ; 

NMR(DMSO-d6) : $ 8.66 (2H, m), 7.74-7.46 (4H, m), 7.29 (1H, m), 
5.83 (2H, br). 4.50 (1H, m), 4.09 (2H, m),2.94 (2H, m), 2.63 (2H, m), 2.06 
(2H, m)o 
10 %ffiM \ 5(71) 

N- (2- (4-7tf^7^7i-^) if^ft) U)Vtf~)V- 
3-7<;-4-t^rV-5- (5- (2, 6 -V? nn7x-^ft) 
f h7/-^-2-^;i/) 




tlc : R f 0.30 (^du**a ^y-/u:ftK= l 8 : l : D ; 

NMR(DMSO-d6): 8 9.86 (1H, s), 8.77 (1H, d, J=7.4Hz), 7.75-7.40 (5H. 
m), 7.13 (2H, d, J=8.2Hz), 5.90 (2H, brs), 4.83-4.63 (1H, m), 3.04 (2H, t, 
20 J=7.3Hz), 2.77 (2H, t, J=7.3Hz), 2.70-2.50 (2H, m), 2.01 (3H, s) 0 
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%mm 15 (72) 

N _ (2- (4-TW7^7x^) xf^ft) *;i/^^;u- 
3-7<;-4-«V-5- (5- (2, 6-y^n7x^m) 
•r Y yV-fr- 1 ^>*>« 

5 




tlc : R f 0.24 (^no*u:^y-^:^=i 8:1:1) ; 

NMR(DMSO-d6): 8 9.85 <1H, s), 8.88-8.76 (1H, m), 7.70-7.50 (3H, m), 
1 0 7.44 (2H, d, J=8.2Hz), 7.09 (2H, d, J=8.2Hz), 5.82 (2H, brs), 4.82-4.64 (1 H, 
m), 3.13-2.90 (2H, m), 2.90-2.68 (2H, m), 2.68-2.54 (2H, m), 2.01 (3H, s) 0 

tmm 5 (7 3) 

N-yf-^^ + v*^^-^-3 - 7 5 y-4 -**7-5-(5-(2, 
6-y^nD7x-]Pft) fl-7!/-^-2-^l') ^>*>$ 

15 




TLC : R f 0.55 (?nn*;i/A : * y -Ji/ : >fc= 4 0 : l 0 : l ) ; 
NMR(DMSO-d6): 5 7.70-7.51 (3H, m), 5.93 (2H, s), 4.54 (1H, m), 4.00 
20 (2H, t, J=6.6Hz), 2.77-2.55 (2H, m), 1 .55 (2H, m), 1 .29 (2H, m), 0.89 (3H, t, 
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J=7.4Hz) 0 

%mm 15 (74) 

N-7"f^t + y*^^^-3-7^y-4-t^V-5 - (5 -(2 , 



TLC : R f 0.48 (?od*m :tK=4 0 : l o : l) ; 

NMR(DMS0-d6): 6 7.70-7.52 (3H, m), 5.80 (2H, s), 4.56 (1H, m), 4.01 
1 0 (2H, m), 2.67 (2H, m), 1 .55 (2H, m), 1 .30 (2H, m), 0.86 (3H, t, J=7.4Hz) 0 

%mm \ 5 (75) 

N- {~fu\£)\,j-*) #;l/*'-;l/-3-7< y-4-**V-5- (5 
- (2, 6-y?aD7x-^ft) t V 7 V*-^-2 s<> 9 > 

m 



TLC:Rfo.39 (^no*;i/A:>^;-^:ii=94 : 3:3) ; 

NMR(DMSO-d6) : d 8.61 (1H, d, J=7.0Hz), 7.70-7.49 (3H, m), 5.95 
20 (2H, brs), 4.75-4.58 (1H, m), 2.78 (2H, t, J=7.2Hz), 2.57 (2H, brs), 1.63- 



5 




15 
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1 .40 (2H, m), 0.90 (3H, t, J=7.4Hz) 0 

%nm 15 (76) 

N- {"?u\£)V1-*) *;Wf-JV-3-75/-4-t^V-5- (5 
- (2, 6-y^oo7x^ft) TYyV-)\s-l-4)i>) ^> 9 s 

5 m 




TLC:Rfo.30 {9uu*)V& \ * ? y : gfc®= 9 4 : 3 : 3) ; 

10 NMR(DMSO-d6) : 8 8.85-8.68 (1H, m), 7.70-7.50 (3H, m), 5.83 (2H, 

brs), 4.80-4.58 (1H, m), 2.90-2.68 (2H, m), 2.63-2.54 (2H, m), 1.65-1.40 
(2H, m), 0.86 (3H, t, J=7.2Hz) e 
%mmi 5 (7 7) 

N- (>f V7u\£)l?-t) *^i^-3-7^-4-t + V-5- 
15 (5- (2, 6-^no7x^ft) f h 7V*-^-2 --T;u) ^> 




20 TLC:Rfo.36 (^dd*^a :>^-A/:fti=9 4 : 3 :3) ; 
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NMR(DMSOd6) : d 8.75 (1H, d, J=7.0Hz), 7.80-7.50 (3H, m), 6.05- 
5.80 (2H, m), 4.90-4.71 (1H, m), 3.49 (1H, sep, J=6.8Hz), 2.92-2.53 (2H, 
m),1.27 (6H,d, J=6.8Hz) 0 

mmmi 5 (7 8) 

N— Uv^nifW) #>i/**-;i/-3 -7^ y-4-**v-5 - 
(5- (2, 6-^DD7x-^f-*) r h 7 7-^ - 1 ->f^) ^ > 



TLC:Rf0.30 (^nn*juA : * y-* : fttt= 9 4 : 3 : 3) ; 

NMR(DMSO-d6) : <? 9.03-8.75 (1H, m), 7.80-7.50 (3H, m), 5.76 (2H, 
brs), 4.90-4.70 (1H, m), 3.52 (1H, Sep, J=6.6Hz), 2.95-2.63 (2H, m), 1.28 
(6H, d, J=6.6Hz) 0 

mmmi 5 (79) 

V - 5 - (5- (2, 6-^DD7x-^ft) r h 7 2 - >f 
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tlc : R f 0.43 (?dd^a : * 9 j : 4 o : l o : l ) ; 

NMR(DMS0-d6) : 8 12.50 (1H, s), 7.93 (1H, d, J=7.8Hz), 7.71-7.66 
(2H, m), 7.59-7.51 (1H, m), 5.97 (2H, s),4.58 (1H, m), 4.13 (2H, m), 3.51 
(2H, t, J=4.4Hz), 3.22 (3H, s), 2.80 (1H, dd, J=16.8Hz, 5.8Hz), 2.58 (1H, 
5 dd, J=16.8Hz, 4.8Hz) 0 

mmmi 5 (8 0) 

y — 5 - (5- (2, 6-y?nn7x-^ft) r h7/-^- 1 - >f 



TLC : R f 0.34 (^nn7j>j!/A : ^ 9 J -fr \ *= 4 0 : 1 o : 1 ) ; 
NMR(DMS0-d6) : 8 12.00 (1H, s), 7.92 (1H. d, J=7Hz), 7.70-7.66 (2H, 
1 5 m), 7.60-7.53 (1 H, m), 5.77 (2H, m), 4.60 (1 H, m), 4.1 5 (2H, m), 3.53 (2H, 
m), 3.25 (3H, s), 2.74 (2H, m) 0 

9mm 1 5(81) 

N _ *X/sK-A/-3 -7 5 J - 4 

- * * V - 5 - (5- (2, 6-y^D7x^ft) rh7V-;V- 
20 2 - ^^) 



10 
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TLClRfO.35 (9uu*PA \ * 9J-fr\ffl8i=$ 5 : 3 : 2) ; 
NMR(DMS0-d6) : 8 12.46 (1H, s), 7.78 (1H, d, J=7.6Hz), 7.73-7.50 
5 (3H, m), 5.96 (2H, s), 4.65-4.46 (1H, m), 4.04 (2H, t, J=6.4Hz), 2.88-2.50 
(2H, m), 1.80-0.78 (13H, m) Q 

mm 15 (82) 

N- (2-y^nA^y^if;Pi^y) ij 3 -7 * J - 4 
-**V-5- (5- (2, 6-y^oD7x^^ft) fF?'/-^- 

10 i — r ^) >k 



TLC:Rfo.25 (?dd*w ?y-;K&$=9 5 : 3 : 2) ; 

15 NMR(DMSO-d6) : 8 12.53 (1H, s), 7.92 (1H, d, J=7.6Hz), 7.77-7.50 

(3H, m), 5.80 (2H, s), 4.73-4.50 (1H, m), 4.13-3.92 (2H, m), 2.85 (1H, dd, 
J=17.0, 5.4Hz), 2.29 (1H, dd, J=17.0, 6.6Hz). 1.80-0.70 <13H, m) 0 

mmm 15 (83) 

20 -5- (5- (2, 6-v^nn7x-;l/ft) r h y V—fr- 2 -4 )V) 
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cr 




5 TLC:Rfo.3i (^od*m *y-;n$$=9 5 : 3 : 2) ; 

NMR(DMSO-d6) : S 12.40 (1H, brs), 7.77 (1H, d, J=7.6Hz), 7.75-7.50 
(3H, m), 5.95 (2H, s), 4.65-4.45 (1H, m), 3.82 (2H, d, J=5.8Hz), 2.90-2.50 
(2H, m), 1.80-0.80 (11H, m) 0 

mmmi 5 (8 4) 

10 N — DAJpyjM 3 -75 7-4-:fr*V 

-5- (5 - (2, 6-y^DD7x^ft) rbyV-^- 1 



TLC:Rfo.24 (?on*n : ^ * y : g£$= 9 5 : 3 : 2) ; 

NM R (DMSO-d6) ! d 12.53 (1 H, brs), 7.92 (1 H, d, J=7.6Hz), 7.74-7.52 
(3H, m), 5.80 (2H, s), 4.70-4.56 (1H, m), 3.96-3.73 (2H, m), 2.85 (1H, dd, 
J=17.0, 6.2Hz), 2.70 (1H, dd, J=17.0, 6.5Hz), 1.80-0.80 (11H, m) 0 

20 mnm 15 (85) 




CI 



15 
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V-5- (5- (2, 6-y^D07x-Ht) f l>7 1 /-^-2-'f 
AO 




tlc : R f 0.49 (^nn*ji/A:^^-*:*=40:io:i) ; 

NMR(DMSO-d6): 5 7.69-7.50 (4H, m), 7.32-7.13 (5H, m), 5.85 (2H, s), 
4.52 (1H, m), 4.22 (2H, m), 2.88 (2H. t, J=7.0Hz), 2.64 (2H, m) 0 

10 mmmi 5 (8 6) 

N - (2-7x-^xfWv) ij)\>#-)V-Z -TX J- 4 
V-5 - (5- (2, 6-^oo7x-W) r h 7/-^- 1 -4 




tlc : R f 0.29 (?Dn*H:^;-A':*=4 0:10:1) ; 

NMR(DMS0-d6) : 5 7.83 (1H, d, J=7.0Hz), 7.70-7.66 (2H, m), 7.60- 
7.52 (1H, m), 7.27-7.16 (5H, m), 5.71 (2H,s), 4.59 (1H, m), 4.27 (2H ( m), 
20 2.91 (2H, t, J=6.8Hz), 2.70 (2H, m) 0 
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%nm 15 (87) 

N _7 f;V ^^vi^*-^-3-7; y-4-**V-5-(5-(2, 



TLC : R f 0.25 (^nn*>uA :>^y-/nftK=i 8 : l : l) ; 

NMR(DMSO-d6) : 5 10.49 (1H, s), 7.87 (2H, s), 7.68 (1H, d, J=7.4Hz), 
10 5.91 (2H, s), 4.62-4.45 (1 H, m), 3.99 (2H, t, J=6.4Hz), 2.80-2.50 (2H, m), 
2.10 (3H, S), 1.64-1.20 (4H, m), 0.88 (3H, t, J=7.2Hz) 0 

%mm 15 (88) 

6 -^no-4-7tW5 J 7x^)^t) f h 7 7*-^- 1 - 
15 JU) ^t>^>* 



tlc : R f 0.15 (^nn*M:^y-^:H=i 8 : l : D ; 



5 




NHCOCHg 
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NMR(DMS0-d6) : 6 10.60 (1H, s), 7.87 (2H, s), 7.69 (1H, d, J=8.4Hz), 
5.76 (2H, s), 4.60-4.45 (1H, m), 4.07-3.92 (2H, m), 2.73-2.53 (2H, m), 2.10 
(3H, S), 1.65-1.20 (4H, m), 0.86 (3H, t, J=7.2Hz) 0 

mmmi 5 (8 9) 

5 N- (2- (4->7;7x^) xf- */HK-Jl'-3-7 

Sy-4-**V-5- (5- (2, 6->'^nD7x^ft) ff7 
->f A/) ^>?>® 




10 

tlc : Rf 0.44 (?dd*u:^;-^:^=i 8 : l : D ; 

NMR(DMSO-d6) : 5 12.47 (1H, br), 7.84 (1H, d, J=7.0Hz), 7.79-7.37 
RXf 7.17 {GtHtX 7H, m), 5.94 R Xf 5.87 (£ * 1H, & * d, 
J=1 6.0Hz), 4.55 (1 H, m), 4.25 (2H, t, J=7.0Hz), 3.00 (2H, t, J=7.0Hz), 2.76 
15 RXf 2.60 {&* 1H, dd, J=16.5,6.0Hz) o 

nmmi 5 00 

N- (2- (4-y77 7x-^) if^vt^y) $ 3 - T 
^y-4-t^V-5- (5- (2, 6 -V?DD7xi^ft) r h 7 

20 
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N 




tlc : R f o.40 (^ddw :*9 1 8 : 1 : 1) ; 

NMR(DMSO-d6) : S 7.91 (1H, d, J=7.5Hz), 7.79-7.41 RZf 7.30-7.08 
5 T 7H, m) 5.71 (2H, brs), 4.59 (1H, m), 4.28 (2H, t, J=6.5Hz), 3.01 

(2H, t, J=6.5Hz), 2.73 (2H, m) 0 

mmmi son 

N- (2- (4->7;7x-Jl/) xf^t^y) *;l/**-^-3-T 
<y-4-^ + v-5- (5- (2, 6-y^n-4->f;V7x-;i/ 



TLC : R f 0.56 (^on*w l 8 : l : l) ; 



J=8.0Hz), 7.53 (2H, s), 7.48 (2H, d, J=8.0Hz), 5.90 (2H, brs), 4.53 (1 H, m), 
4.26 (2H, t, J=6.5Hz), 2.99 (2H, t, J=6.5Hz), 2.65 (2H, m), 2.35 (3H, s) 0 

mmmi 5 02) 

N- (2- (4 -v77 xf;vt#v) *;UjK-;1/-3-t 




15 



NMR(DMSO-d6) : 5 12.6-12.3 (1H, br), 7.82 (1H, m), 7.74 (2H, d, 
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^y-4-**7-5- (5- (2, 6-^nn-4-^f^7x-^ 



TLC : R f 0.49 (;nn*w 9 J~-fr\ Bfc®= l 8 : l : 1 ) ; 

NMR(DMSO-d6) : 5 7.86 (1H, m), 7.72 (2H, d, J=8.0Hz), 7.52 (2H, s), 
7.47 (2H, d, J=8.0Hz), 5.71 (2H, br), 4.58 (1H, m), 4.28 (2H, t, J=6.5Hz), 
3.00 (2H, t, J=6.5Hz), 2.72 (2H, m). 2.36 <3H, s) 0 

10 mmmi 5(93) 

-5- (5- (2, 6-y?on7x-m) r h 7 2 ->f 

^>9yM 



TLC : Rf 0.53 on*;i/A : ^ ? /-;n tK= 4 0 : l 0 : l ) ; 

NMR(DMS0-d6) I <? 12.50 (1H, brs), 8.89 (1H, d, J=7.0Hz), 7.70-7.66 
(2H, m), 7.55 (1H, dd, J=9.2Hz, 6.6Hz), 6.00 (1H, d, J=1 8.0Hz), 5.89 (1H, 
20 d,J=1 8.0Hz), 4.79 (1H,m),3.45 (2H, t, J=6.6Hz), 3.24 (3H, s), 2.98 (2H, t, 




5 



15 
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J=6.6Hz), 2.82 (1H, dd, J=17.2Hz, 5.6Hz). 2.64 (1H, dd, J=17.2Hz, 7.0Hz) o 

%mm 15 (94) 

N _ (2-> KvxWt) #;l/#-;i/-3-7^y-4-**7 
-5 - (5- (2, 6-^nn7x-m) r h 7 1 -A )V) 

5 



TLC : R f 0.34 (?uu*)V& : y ? y : tK= 4 o : 1 o : 1 ) ; 

10 NMR(DMS0-d6) I S 8.88 (1H, d, J=6.2Hz), 7.70-7.51 (3H, m), 5.80 

(2H, S), 4.79 (1H, m), 3.43 (2H, t, J=6.8Hz), 3.20 (3H, s), 3.00 (2H, t, 
J=6.8Hz), 2.70 (2H, d, J=5.8Hz) 0 

nmmi 5 o 5) 

N- (2- (2-^ b^yxf^t^y) i^;t/**v) 
15 3 -7§ y -4 -t^V- 5 - (5- (2, 6-y^nn7x-m) 




CH 3 0' 




20 



TLC : R f 0.40 (?nn*W : ^ ? J : tK= 4 o : 1 o : 1 ) ; 
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NMR(DMSO-d6) : 8 7.85 (1H, m), 7.71-7.67 (2H, m), 7.60-7.52 (1H, 
m), 5.94 (2H, a), 4.55 (1H, m), 4.12 (2H, m), 3.58 (2H, m), 3.50 (2H, m), 
3.43 (2H, m), 3.22 (3H, s), 2.82-2.55 (2H, m) 0 

$ffimi 5 (9 6) 

N- (2- (2 Kyxf;i/t^r-» xf-jl/t^rv) 
3-75y-4-t^y-5- (5 - (2, 6-y^DD7x^ft) 




t l c : R f 0.31 (9 dd^w :^ *y-;n;tft= 4 o : l o : l ) ; 

NMR(DMSO-d6): 3 7.76-7.55 (4H, m), 5.81 (2H, S), 4.55 (1H. m), 4.13 
(2H, m), 3.59 (2H, m), 3.56 (2H, m), 3.40 (2H, m), 3.21 (3H, s), 2.66 (2H, 
m) 0 

nmwi 5 (9 7) 

-5- (5- (2-?OD7x-W) rf7 , /-^-2-'f^) ^> 
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TLc:Rfo.49 (^nn*u:^>'-*':*=40:io:i) ; 

NMR(DMS0-d6) : 8 12.58 (1H, m), B.91 (1H, d, J=7.0Hz), 7.63-7.59 
(1 H, m), 7.43-7.1 7 (8H, m), 6.05 (1 H, d, J-1 8.0Hz),5.94 (1 H, d, J=1 8.0Hz), 
4.83 (1H, m), 3.10 (2H, m),2.89-2.79 (3H, m), 2.67 (1H, dd, J=1 7.0Hz, 
5 7.0Hz) o 

mmmi 5 o 8) 

-5- (5- (2->nn7i-^) f h9 1 ->f A*) ^> 

10 




tlc : R f 0.40 (?dd*h ^y-^:*=4 o : i o : i) ; 

NMR(DMSO-d6) : 5 8.81 (1H, m), 7.58 (1H, d, J=7.0Hz), 7.53-7.37 
15 (3H, m), 7.24-7.20 (5H, m), 5.80 (2H, s), 4.76 (1 H, m), 3.05 (2H, m), 2.81 
(2H, m), 2.62 (2H, m) 0 

mmmi 5 (9 9) 

**7-5- (5- (2, 6-^oo7i-W) rh7 % /-^-2 
20 ->fA/) ^y^yfk 
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TLC : Rf 0.41 (?nn*H/A : :gfc®=8 : l : 1) ; 

NMR(DMS0-d6) : 8 8.67 (1H, d, J=6.4Hz), 8.06 (1H, d, J=5.8Hz), 
5 7.74-7.50 (3H, m), 5.98 (2H, brs), 4.80-4.55 (1 H, m), 3.18 (2H, dt, J=6.4, 
5.8Hz), 2.86 (2H, t, J=5.8Hz), 2.65-2.50 (2H, m), 1.78 (3H, s) 0 

mmm 15 (100) 

N- (2 ft n/tf—fr- 3 -7 ^ J - 4 - 
**V-5- (5- (2, 6-v^D7x-W) rh77-^-l 
10 --f^) 




tlc : Rf o.33 (^d*w :^/-^:ffiS6=8 : l : D ; 

15 NMR(DMS0-d6) : 5 8.90-8.73 (1H, m), 8.10-8.00 (1H, m), 7.75-7.48 

(3H, m), 5.84 (2H, brs), 4.80-4.60 (1H, m), 3.24-3.10 (2H, m), 3.00-2.75 
(2H, m), 2.65-2.50 (2H, m), 1.77 (3H, s)„ 

mm\ 15 (ioi) 

N- (2-7W75;xf^t^» iitl/tf—fr- 3 -7 ^ J - 4 
20 -**V-5- (5- (2, 6-y^D7i-W) fl«77-^- 
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2 -4 )v) 



0 O N*/ 




5 TLC:Rfo.49 (^on**A : ^^;-A' :*=6 : 4 : i) ; 

NMR(DMSO-d6) : <5 12.40 (1H, m). 7.96 (1H, m), 7.78-7.50 (4H, m), 
5.96 (2H, m), 4.57 (1 H, m), 4.00 (2H, m), 3.26 (2H, m), 2.70 (2H, m), 1 .80 
(3H, s) 0 

%MM 15 (10 2) 
10 N- (2-7^fJV7^xf;l/t^y) Ufrtf-fr- 3 -T * J - 4 

- * * 7 - 5 - (5- (2, 6->^OD7i-Wt) 7h77-^- 
1 --<;!/) 



TLC:Rfo.45 (?no*u : ^ */->u : *=6 : 4 : l ) ; 

NMR(DMSO-d6) : 8 8.00 (1H, m), 7.70-7.52 (4H, m), 5.81 (2H, m), 
4.57 (1 H, m), 4.03 (2H, m), 3.29 (2H, m), 2.70 (2H, m), 1 .81 (3H, s)„ 

mmm 15 (103) 

20 n- (2- (2-> F+yxf;Vi + y) if^ft) U)V#~)V-3 




CI 



15 
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-7^y-4-**7-5- (5- (2, 6-^no7x-W) r 




5 

tlc : R f 0.41 (?dd*h:^ :^t=4 o : l o : l ) ; 

NMR(CDCI3) : 8 7.60-7.20 (4H, m), 6.20-5.40 (2H, m), 5.00-4.60 (1H, 
m), 3.80-3.40 (6H, m), 3.29 (3H, s), 3.20-3.00 (2H, m), 2.60-2.20 (2H, m). 

mmm 15 ( 1 0 a ) 

10 N- (2- (2 f + yxf;l/i^y) if- ?-:*•) *;l/*'-;U-3 

-7 = y- 4- t^rV-5 - (5- (2, 6-v^D7x^W) r 




tlc : R f 0.34 (^dd*w:^^-;k*=4 o : l o : 1) ; 

NMR(CDCI3) : 8 8.00-7.50 (1H, m), 7.50-7.20 (3H, m), 6.20-5.20 (2H, 
m), 5.00-4.60 (1H, m), 3.80-3.40 (6H, m), 3.32 (3H, s), 3.20-3.00 (2H, m), 
2.80 (2H, brs) 0 

20 %mm\ 5 (io5) 
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_ 5 _ ( 5 _ ( 7l ^ft) fb7 , /-^-2-^V) ^>^>Hfe 



T L C ! R f 0.61 (^no*W \ *9 *=4 0 : 1 0 ! 1 ) ; 

NMR(Acetone-d6) : S 7.56-7.51 (2H, m), 7.42-7.38 (3H, m), 7.27 (5H, 
s), 7.1 8 (1 H, m), 6.05-5.83 (2H, m), 5.01 (1 H, m), 3.18 (2H, m), 2.96-2.89 
(4H, m)o 

10 %mm\ 5 (io6) 

-5- (5- (7x-;Vft) f h^V-Jlz-l-'f^) 



TLC : R f 0.45 (^nn*A'A:^>'-fl':*=4 0 I 1 0 : l) ; 

NMR(Acetone-d6) : S 7.60-7.55 (2H, m), 7.42-7.39 (3H, m). 7.25 (5H, 
s), 7.17 (1H, m), 5.89-5.63 (2H, m), 5.02 (1H, m), 3.20 (2H, m), 2.96-2.88 
(4H, m) 0 

20 mmmi 6 (1) ~i 6 (4) 




5 




15 
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N- ( (N- (3 -7x-J^o tTt-;u) -L-^"'J-;u) -L-7 

jr.* f >w oft t> *) tzftMt h 7* o * t ffi £ 1 4 t h 7 v*- 

5 /Co 

H»J 16(1) 

N— (2— (4-> h+y^f^t^y7x^;l/) xf^t^fy) * n, 
#-^-3-7^-4-t^rV-5- (5- (2, 6-y*7nD7x- 

10 

TLC:Rf0.60 (A^v;^xf;k=l : 1) ; 

NMR(CDCI3) : <J 7.44 (2H, d, J=7.4Hz), 7.29 (1H, m), 7.14 (2H, d, 
15 J=8.4Hz), 6.96 (2H, d, J=8.4Hz), 5.83 (1H, m), 5.70 (1H, d, J=17.4Hz), 
5.51 (1 H, d, J=1 7.4Hz), 5.12 (2H, s), 4.59 (1 H, m), 4.35 (2H, m), 3.45 (3H, 
S), 3.02-2.87 {3H, m), 2.66 (1H, dd, J=17Hz, 5.0Hz), 1.42 (9H, s) 0 

mmmi e (2) 

N- (2- (4-^h*^^*t*>7i-^) xf;vt^y) iJ )V 
20 jJ?-A'-3-T5>'-4-**V-5- (5- (2, 6-^DD7i = 
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CH ; 




tlc : Rf 0.52 (A^>:ft»if-fl/=i : 1) ; 

NMR(CDCI3) : 8 7.45 (2H, d, J=7.4Hz), 7.31 (1H, m), 7.16 (2H, d, 
5 J=8.6Hz), 6.98 (2H, d, J=8.6Hz), 5.91 (1H, m), 5.65 (1H. d, J=18.2Hz), 
5.46 (1 H, d, J=1 8.2Hz), 5.13 (2H, s), 4.64 (1 H, m), 4.39 (2H, m), 3.46 (3H, 
S), 3.06 (1H, dd, J=17Hz, 4Hz), 2.94 (2H, t, J=6.8Hz), 2.73 (1H, dd, 
J=17Hz, 5Hz), 1.44 (9H, s)« 

mmi 6 o) 

10 N- (2- (4 K->^f^t + v7x^) ifA/ft) fc^** 

=-)V-Z -75 y-4-**V-5 - (5- (2, 6-7?DD7i^ 




15 

tlc :Rf 0.55 (A+t^:SSi^=i : l) ; 

NMR(CDCI3): <? 7.47-7.26 (3H, m), 7.07 {2H, d, J=8.6Hz), 6.73 (2H, d, 
J=8.6Hz), 6.60 (1H, d, J=8.6Hz), 5.66 (1H, d, J=17.8Hz), 5.47 (1H, d, 
J=17.8Hz), 4.82 (1H, m). 3.19 (2H, m), 3.02-2.80 (3H, m), 2.66 (1H, dd, 
20 J=18Hz, 4.8Hz), 1.42 (9H, s) 0 
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Ml 6 (4) 

N- (2- (4-^F=lfv^^l't^y7x-M ^)V^Hr) 
-;u-3-75y-4-**V-5- (5- (2, 6-y?on7xzf 
•?•*) f h 7V*-^- 1 -4 fr) t -7*f;vxxf;v 

5 



CH ; 




TLC:Rfo.43 (^*^> :»K^^^=i : i) ; 

NMR(CDCI3): S 7.47-7.31 (3H, m), 7.08 (2H, d, J=8.6Hz), 6.76 (2H, d, 
10 J=8.6Hz), 6.66 (1H, d, J=8.8Hz), 5.99 (1H, d, J=18Hz), 5.81 (1H, d, 
J=18Hz), 4.88 (1H, m), 3.23 (2H, m), 3.05 (1H, dd, J=17Hz, 4.4Hz), 2.89 
(2H, m), 2.71 (1H, dd, J=17Hz, 4.8Hz), 1.45 (9H, s)o 

mmm 17 ( 1 ) ~ 1 7 ( a ) 

%m.m\§ (1) -%m.m\e (4) -?m&Ltz^m*m^x, mm 

15 #9 6 (1) tmtifi<vmt*LX, WTC/TL/:*»^?:#^c 

mmm 17(1) 

N _ ( 2 - (4-tKo^y7x-ji/) if;vt + y) * )Vtf=-)V- 2, 
-757-4-^ + 7-5- (5- (2, 6-v^n7x-W) f 
h7V-^-2-^^) 

20 
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TLC:Rfo.37 (^DD>tw:^^-JK*=40:io:D ; 

NMR(DMSO-d6) : S 9.26 (1H, brs), 7.70-7.44 (4H, m), 7.03 (2H, d, 
J=8.2Hz), 6.67 (2H. d, J=8.2Hz), 5.94 (2H, m), 4.51 (1H, m), 4.13 (2H, t, 
J=6.8Hz), 2.76 (2H, t, J=6.8Hz), 2.59 (2H, m) 0 

mmmi i (2) 

N _ (2- (4-tKD^rv7x^) if)^ + v) *;i/*'-;i/-3 
-7^-4-^^V-5- (5- (2, 6-y^D7x-W) r 




TLC : R f 0.31 (^nn*;i/A :^?/-^:tK=4o:io:i) ; 

NMR(DMS0-d6) : 8 9.28 (1H, brs), 7.70-7.55 (4H, m), 7.02 (2H, d, 
J=8.4Hz), 6.60 (2H, d, J=8.4Hz) ( 5.80 (2H, m), 4.54 (1 H, m), 4.17 (2H, m), 
2.77 (2H, m), 2.64 (2H, m) 0 

mmmi i (3) 

N- (2- (4-liKD + v7x-^) % )U- 3 - 

7U-4-t^V-5- (5- (2, 6-y^D0 7x^^>f) f h 
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5 T L C : R f 0.30 nn^;i/A \ J —)V : tK= 4 o : 1 o : 1 ) ; 

NMR(DMSO-d6) : S 9.27 (1H, brs), 8.54 {1H, m), 7.69-7.49 (3H, m), 
7.00 (2H, d, J=8.4Hz), 6.67 (2H, d, J=8.4Hz), 5.96 (2H, m), 4.75 (1H, m), 
3.00 (2H, m), 2.71 (2H, m), 2.59 (2H, m) e 

mmmi i (4) 

10 N~ (2- (4 - 1: Kn^v7x-;w) xfjVft) % 3 - 

7<y-4-i^rV-5- (5- (2, 6-y^n7i^W) rh 




15 

T L c : R f 0.24 (^od^W \ *9 J-fr\ = 4 0 : 1 0 I 1 ) ; 

NMR(DMSO-d6): d 9.24 (1H, brs). 8.73 (1H, d, J=7Hz), 7.68-7.51 (3H, 
m), 6.95 (2H, d, J=8.2Hz), 6.62 (2H, d, J=8.2Hz), 5.85 (2H, m), 4.77 (1H, 
m), 2.98 (2H, m), 2.70-2.61 (4H, m) 0 
20 mm 9 (1) 
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3 _ 7 =: y _4_^y-5- (5- (2, 6-y^OD7x-Wf 



mmms (1) ?«i&Lfcfl:£'tt (8.74 g) hx^-;M6 0 0ml) 
1 0 V •> A -ft* (773 m g ) <t 6 N£$*M (5.37 m 1 ) 

10 »*f*fco 

TLC:Rf0.36 (^nn*n:>^-^=19 : 1) ; 

NMR (DMSO-d6) : <J 9.10-8.40 (3H, br), 7.55 (1H, d, J=9.0Hz), 7.55 
(1H, d, J=7.2Hz), 7.40 (1H, dd, J=9.0Hz, 7.2Hz), 6.11 (2H, br), 4.75-4.55 
(1H, m), 4.41 (2H, s), 3.50-3.05 (2H, m), 1.44 (9H, s)„ 
15 ##089 (2) fiimtS9 (3) 

$mms (2) , nmrns m -em&Ltzit&mm^x, ##^j9 
(i) tnm^m^tx, ^T^mLtzit^^%tz a 

mM9 (2) 

3-7^-4-t+V-5- (5- (2, 6-y^n7i^Mf 




CI. 



• HCI 



5 
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O N* N < 



CI 



• HCI 



TLC:Rfo.32 (^nn*w : **?j-)V=i 9 : l) ; 

NMR (DMSO-d6) \ 8 8.60-8.35 (3H, br), 7.52 (2H, d, J=9.0, 
5 6.8Hz), 7.37 (1H, dd, J=9.0, 6.8Hz), 6.14 Rtf 6.03 1H, d, 

J=1 7.5Hz), 4.60-4.46 (1H, m), 4.54 (2H, s), 3.28-2.99 (2H, m), 1.41 (9H, s) D 

##01J9 (3) 

3-7^-4-^^7-5- (5-7x-JMf;Vf Yy*/-)V- 1 



TLC:Rf0.54 (?no*w : * ?y-)V=9 : i) ; 

NMR (DMS0-d6) : d 8.66 (2H, brs), 7.31 (5H, s), 5.96 (2H, s), 4.63 
15 (1H, brs), 4.20 (2H, s), 3.17 (2H, m), 1.44 {9H, s)„ 
WM 18(1) 

3- (N- (2- (A^ttKD-2-t^y-3S- (fry-f- 
4-^;^;^-;i'7^/) 7-tffc? 1 -4^) ) ^net-A') 7 ^ 
y -4 -**7- 5 - (5- (2, 6-v^DD7x-JMf^) fl>7 



10 




•HCI 
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5 2 - (A*tiiKn-2-**y-3S- (f-77-*-4->fA'*^ 

4f^;l/T<y) T-fe*bf>- 1 --f ^) yoif*>K (414 mg) O^D 
n > * > (4ml) fcV^W^ATO' (1ml) f#$K 0 t)-? 1 - 
VI KD^yA*>/f VT*S-fr (306 mg) (3 -v 

^f-JUT^ ;~fu\£fr) K (383 mg) itK\z.tio EJ&M£- 

10 5frm«#Lfc. R)fc&^KOt:?##0!l9 (1) 

Lfc-ffrkft (600 mg) ©^W*A7 5 K (3ml) h'Ji 

^;vr < > (o.204 m i ) *anx.fc„ sis«B#«*sia-c i mmmwLtzc 

15 Stv'J *^*7A^nv F^77-f (?no*^A:^?;-^=i 
0 0 : 1-2 9: l) i:J:^«SU *o»tetf *W+A#&9Hb£-ft 
(682 mg) 

TLC:Rf0.55 (^dd^a:^;-^=9: l) ; 

NMR(DMSO-d6) : * 9.17 (1H, m), 8.94-8.51 (2H, m), 8.30 (1H, m), 
20 7.52-7.25 (3H, m), 5.82 (2H, m), 5.27-4.68 (3H, m), 4.34 (2H, m), 3.65- 
3.42 (2H,m), 2.91-2.56 (2 H , m), 2.08-1.52 (6H,m), 1.39 (9H, s), 1.33 (3H, 
m) 0 
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mmmi s (2) -is (2 8) 

##M9 (1) , mms (2) & x xr^m 9 o) -c^L^fb^- 

^^«57^**>®ft^£^T, »18 (1) t(BJ«<0*ft 

5 £jfcfll 8 (2) 

3- (N- (2- (A^rttKo-2-**V-3S- (f7 7-^- 

7-4-:** V - 5- (5-7x^;MWf7 , /-;l'-l-'f^ ^ 

10 




TLC:Rfo.65 (^do*;i/a:>^;-jv=9 : l) ; 

NMR(CDCI3) I (5 9.19-9.08 (1H, m), 8.85-8.50 (2H, m), 8.35-8.29 (1H, 
15 m), 7.27 (5H, m), 5.67 (2H, m), 5.26-4.69 (3H, m), 4.13 (2H, m), 3.58-3.20 
(2H, m), 2.86-2.56 (2H, m), 2.07-1.43 (6H, m), 1.38-1.29 (12H, m) 0 

nmmi s (3) 

3- (N- (2- (-MMJ-fc Kn-2-**V-3 S- (tf'Jv>-3 
20 -4-**V-5- (5-7x-jMWh7V*-^-l-^H ^> 
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TLC:Rfo.34 (?dd^a:^^-^=19 : i) ; 

NMR(DMSO-d6): 8 8.92 (1H, m), 8.64 (1H, m), 8.51 (2H, m), 8.08 (1H, 
5 m). 7.42 (1H, m), 7.21 (5H, s), 5.59 (2H, s), 5.13-4.57 (3H, m), 4.05 (2H, 
m),3.40 (2H, m), 2.71-2.50 (2H, m), 1.82 (6H, m), 1.33 (9H r s), 1.28 (3H, 
m) 0 

$mm 8 (4) 

3 - (N- (2- (A+ttKo-2-t^V-3S- (*>"J'/-2 
10 ->f;l/*;l/**-;i/7^) T-if M> - 1 -Jfls) ) 7u\£*-)V) 

? • t -7f;vx^f^ 




TLC:Rfo.69 (?dd^a:^^-/1'=9 : l) ; 

NMR(DMS0-d6) : 8 9.30 (1H, m), 8.86-8.54 (2H, m), 8.19-8.05 (2H, 
m), 7.99-7.68 (3H, m), 7.24 (5H, m), 5.70 (2H, m), 5.28-4.66 (2H, m), 4.14 
(2H, m), 3.62-3.23 (2H, m), 2.82-2.38 (2H, m), 2.21-1.48 (6H, m), 1.37 
20 (12H, m) 0 
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mmmi s (5) 

3- (N- (2- (A4rttKa-2-t^rV-3S- (t''Jv>-2 

-4-**V-5- (5-7x-;Mf^f ^77-^-1-^^) ^> 
5 * • t -^f-^^^r^ 




TLC:Rfo.6i (?DD^;i/A:^;-ii'=i9 : l) ; 
10 NMR(DMSO-d6) : 3 9.11 (1H, m), 8.86-8.51 (2H, m), 8.04 (2H, m), 
7.62 (1 H, m), 7.27 (5H, m). 5.67 (2H, m), 5.24-4.65 (2H, m), 4.1 1 (2H, m), 
3.52 (1 H, m), 3.24 (1 H, m), 2.80 (1 H, m), 2.56 (1 H, m), 2.06-1 .45 (6H, m), 
1.38 (9H, s), 1.34 (3H,s)o 

mmmi s (6) aw (7) 

15 3- (N— (2- (A^ttKo-2-t^y-3S- {rZfrWs - 

1 ->f )Ujj)U$-)V7$ J) 7-fe'tf y- 1 ->f ) 7*nk>-;v) 7? 
7-4-^^7-5 - (5-7x-;Mf;V7h7 , /-^-l-^f^) ^ 
• t -7f^x^f^ 
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J: 9 H*« 1 9 (6) i 1 9 (7) <3'fb'&»fc#«*e£*o ) 
NMR(DMSO-d6) : 5 8.63-8.39 (1H, m), 7.25 (5H, m), 6.35 (1H, t-like), 
5.58 (2H, m), 5.11-4.28 (2H, m), 4.08 (2H, s), 3.45 (6H, m), 3.15 (2H, m), 
2.76 (1H, m), 2.50 (1H, m), 1.75-1.40 (6H, m), 1.34 (9H, s), 1.26 (3H, m) 0 

mmmi s (8) 

3- (N— (2- Kn-2-**V-3 S- 

-4-**7-5- (5 -7i-JMW F7V-^- 1 ->f^) ^> 
* • t -7*f-^f* 




TLC:Rfo.57 (^oowa : >*y-;i/=9 : D ; 

15 NMR(DMSO-d6): S 8.66 (4H, m), 7.72 (2H, m), 7.27 (5H, m), 5.65 (2H, 

m), 5.1 8-4.63 (2H, m), 3.60-3.34 (2H, m), 2.80 (1 H, m), 2.54 (2H, m), 1 .93- 
1.58 (6H, m), 1.39 (9H, m), 1.33 (3H, m) Q 

mmmi s (9) 

3- (N- (2- (A^ttKo-2-i^V-3S- (4-*h*~> 
20 7x^;i/*J^*-^7^) T^My- 1 -A fr) ) -7u\Z*=.fr) 7 5 
y_ 4 _^-^y_5_ (5 -7x-JMW h^V-JU- 1-4 ^) ^ 



5 



10 
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NMR(DMS0-d6): S 8.55 (1H, d, J=6.5Hz), 8.02 (1H, d, J=6.5Hz), 7.80 
(2H, dd, J=8.0, 2.0Hz), 7.40-7.18 (5H, m), 6.98 (2H, d, J=8.0Hz), 5.66 (2H, 
s),5.10 (1H, q, J=6.0Hz), 4.90-4.60 (2H, m), 420-4.10 (2H, m), 3.80 (3H, 
s), 2.88-2.50 (4H, m), 2.35-1.20 (9H, m), 1.14 (9H, s) 0 

mmmi s a o) 

3- (N- (2- (^*-9-fc Kn-2-**7-3 S- 
y-4-^-^V-5- (5-7x-;MfJl/ft>77-^-l-^^) ^ 




OCH 3 



NMR(DMS0-d6) : 8 8.58 (1H, d, J=7.0Hz), 8.20 (1H, d, J=7.0Hz), 
7.40-7.20 (8H, m),7.15-7.00 (1H, m), 5.65(2H, s), 5.34-5.05 (1H, q, 
J=6.5Hz), 4.92-4.65 (2H, m), 4.12 (2H, s), 3.80 (3H, S), 2.95-2.50 (4H, m), 
2.05-1.20 (9H, m),1.15(9H, s) 0 
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mmm is (id 

3 _ ( N _ ( 2 - (aW;Kd-2-*^V-3S- (4- 
r h7V-^- 1 -4 A/) ^>?>$- t -7f )Vx^r^ 




O 



NMR(DMSO-d6) : S 8.60-8.58 (2H, m), 7.92 (2H, t, J=8.0 Hz), 7.52- 
10 7.40 (2H, m), 7.32-7.15 (5H, m). 5.82-5.58 (2H, m), 5.20-5.10 (1H, m), 
5.00-4.80 (1H, m), 4.70-4.50 (1H, m), 4.15 (2H, brs), 3.80-3.20 (8H, m), 
2.78-2.42 (4H, m), 2.00-1.50 (7H, m), 1.45-1.20 (3H, m), 1.20 (9H, s) 0 

%mm 18 ( 1 2 ) is J: V 1 8 (13) 

3 _ ( N _ (2 - Kn- 2 -JJ- + V-3 S- {4 V > 

15 -3 ->f ;i/*;w**-;W7^ J) r^My-l-^^) ) 7nift-^) 7 
5;_4_^y-5 - (5-7x-;Mf^f 
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frffi^Z 19 (12) fci9 (13) <ntt&®\zftmr?%z>o ) 

TLC:Rfo.7i (^do*w : j>t ^y-;u=9 : l) ; 

NMR(DMS0-d6) : <J 9.37-9.24 (2H, m), 8.88-8.51 (2H, m), 8.23 (2H, 
5 m), 7.96-7.81 (2H, m), 7.26 (5H, m), 5.68 (2H, m), 5.30-4.67 (2H, m), 4.14 
(2H,m), 3.56 (1H, m), 3.29 (1H, m),2.81 (1H, m), 2.58 (1H, m), 2.13-1.49 
(6H,m), 1.38 (12H, s) c 

%mm \ 8(14) 

3- (N- (2- (A^tKn-2-t^V-3S- (WJ>-3 

10 . -A )vii)Vtf-)VT\ j) rWy- l -A ti) ) -fu t^j 

-4-**V-5- (5- (2, 6-^nn7x-)MfJP) fh? 4 / 




TLC:Rfo.46 (?DD*w:^y-^=9: l) ; 

NMR(DMSO-d6) : 5 8.99 (1H, m), 8.81-8.53 (3H, m), 8.14 (1H, m), 
7.48 (4H, m), 5.79 (2H, m), 5.22-4.69 (3H, m), 4.35 (2H, m), 3.63-3.40 (2H, 
m), 2.86 (1 H, m), 2.56 (1 H, m), 1 .95-1 .48 (6H, m), 1 .39 (9H, s), 1 .33 (3H, 
20 m) 0 

%mm\ 8 (i 5) 

3 _ ( N _ ( 2 - (A*ttKD-2-**V-3S- (4 
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75 j _ 4 -j-ij-y - 5 - (5 -7 f-A'T hy 1 - W 




NMR(CDCI3) : S 8.75 (1H, m), 7.90-7.50 (4H, m). 7.40-7.10 (8H, m), 
6.70 (2H, d, J=10 Hz), 6.54 (1H, d, J=8.5 Hz), 5.60 (2H, m), 5.25-5.10 (1 H, 
m), 4.90-4.60 (5H, m), 3.20-2.50 (3H, m), 2.65 (6H, s), 2.15-1.60 (8H, m), 
10 1.45 (3H, d, J=7.5 Hz), 1.15 (9H, s). 

mm I 8(16) 

3 _ ( N _ (2S- (2-7x-JV-4R-^f^-4, 5-vtKD 

+ y - 5 - (5- (2, 6-y?DD7x-JMfiO rh5V->U-l 
15 -4*0 t -^^•x^r^ 




T L c : R f 0.58 W 0.60 (A^t> :ftKif^=i : 3) ; 
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NMR(CDCI3) : 8 7.90-7.75 <1H, m), 7.60-7.10 (7H, m), 6.90-5.35 (2H, 
m), 4.90-4.70 (1H, m), 4.60-4.30 (2H, m), 3.90-3.70 (2H, m), 3.40-3.30 (1H t 
m), 3.10-2.90 (1H, m), 2.80-2.50 (1H, m), 1.60 (9H, s), 1.60-1.35 (6H, m) 0 

mmmi 8(17) 

5 3- (N - (2S- (2 -7^-^-4, 5-y'bKnf77-;K4 

-4 )VUfrtf-A>Y$. y) fu\d*-)V) 7^y-4-t^rV-5- (5 
- (2, 6-y^D07x^;Mf^) t Y 7 V-)\>- 1 ->f ;u) 




TLC:Rfo.62 (^0*^:^^-^=9:1) ; 

NMR(CDCI3) : 8 7.90-7.70 (1H, m), 7.60-6.90 (7H, m), 5.90-5.75 (1H, 
m), 5.65-5.40 (1H, m), 5.30-5.10 (1H, m), 4.95-4.70 (1H, m), 4.65-4.10 (2H, 
15 m), 4.00-3.55 (2H, m), 3.40-3.15 (1H, m), 3.15-2.95 (1H, m), 2.85-2.65 (1H, 
m), 1.60-1.05 (12H, m) 0 

%im\ \ 8(18) 

5- (5- (2, 6-y?nn7x-Wf^) f h 7 2 - 4 )V) 

20 • t -T'f-A'.x-XTJI' 



518 



WO 97/24339 



PCT/JP96/03801 



S 4 




CI 



TLC:Rfo.37 (A^t>:^if^=i : D ; 

NMR(CDCI3) : d 8.81 (1H, d, J=2.0Hz), 8.26 (1H, d, J=2.0Hz), 7.33 
5 (1H, d, J=8.6Hz), 7.33 (1H, d, J=7.4Hz), 7.16 (1H, dd, J=8.6Hz, 7.4Hz), 
5.85 7Sl& 5.63 1H, d, J=18.0Hz), 5.17-5.02 (1H, m), 4.59 (2H, s), 

3.19 (1H,dd,J=1 7.5Hz, 4.6Hz), 2.76 (1H, dd, J=17.5Hz, 5.0Hz), 1.45 {9H, 
s) 0 

mmmi 8(19) 

(5- (2, 6-^DD7x-JMf^) r ^ 



TLC:Rfo.58 (^*V> : #®^iHu= 1 : 1) ; 

NMR(CDCI3): 5 7.94 (1H, d, J=9.0Hz), 7.39-7.22 (8H, m), 5.16 (2H, s), 
4.81 (1 H, dt, J=9.0, 4.6Hz), 4.58 (2H, s),3.83 (1h, d,J=1 7.0Hz), 3.68 (1h, 
d,J=1 7.0Hz), 2.95 (1H, dd, J=17.5, 4.7Hz), 2.46 (1H, dd, J=17.5, 4.7Hz), 
20 1,40(9H, s) 0 




15 
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mmmi s (2 0) 

N- (a'-UKd^V/-!, 4 -v7-tft?>-2, 5-v*>-3- 
4 )\,jj)V#~)V) -3-7*^-4-** V -5- (5- (2, 



TLC:Rfo.30 (*po*;ua : * ?;-)i>=8 : 1) ; 

10 NMR(CDCI3) I d 9.50-8.90 (1H, m),8.50-8.10 (1H, m),7.90-7.80 (1H, 

m), 7.60-7.10 (6H, m), 7.10-6.80 (1H, m), 5.80-5.30 (1H, m), 4.90-4.60 (1H, 
m), 4.50-4.00 (2H, m), 3.20-2.50 (2H, m), 1.50-1.20 (9H, m) G 

%mmi 8 (2 1) 

3- (N- (2- (A^fttf*n-2-*+V-3S- (3-t-7b 
15 ^y*;^'-^7x-;^H'-^7^) 7 -If 1 ->f ) 7o 
et-^) 7^y-4-t^V-5 - (5-7x-;MWf7V*-Jl/ 

- 1 --f )V) ^>?>m • t -f+frS-ATfr 



5 




CI, 
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COO-t-Bu 



TLC:Rfo.43 (?oo/tw : **y->u= 1 9 : l) ; 

NMR(DMS0-d6) : 8 8.78-8.48 (2H, m), 8.34 (1H, m), 8.06 (2H, m), 
5 7.58 (1 H, m), 7.25 (5H, m), 5.65 (2H, s), 5.23-4.65 (3H, m), 4.12 (2H, m), 
3.61-3.35 (2H, m), 2.80 (1 H, m), 2.54 (1 H, m), 1 .94-1 .61 (6H, m), 1 .57 (9H, 
s), 1.38 (9H, S), 1.34 (3H, m) 0 

mmil 8 (2 2) 

3- (N- (2- (A^tFD-2-t^rV-3S- (4-t-7*h 
10 ^y*;^f-JV7x-;W;l/jK-^75y) 7 1 ->f )V) ) yn 

75;-4-t + V-5 - (5-7x-;^f;Vf \>yV-)l> 




TLClRfO.58 (^nn*M:^;-^=9: l) ; 

NMR(DMS0-d6) : S 8.81-8.45 (2H, m), 7.93 (4H, m), 7.26 (5H, m), 
5.66 (2H, m), 5.23-4.64 (3H, m), 4.13 (2H, m), 3.61-3.28 (2H, m), 2.81 (1H, 
m), 2.55 (1H, m), 1.97-1.47 (6H, m), 1.57 (9H, s), 1.38 (9H, s), 1.34 (3H, 
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m) 0 

mmm is (23) 

N — (1 V )V* **su )V*t -)\>}£^) y y - 2 s--f 
)V) -3-7; y-4-t^V-5 - (5- (2, 6->^nD7x-^ 
5 7h77-^-l-^) ^>?>$- t-y^^JL^r^ 




10 iM^HTV^^^ L^UHifcflll 8 (2 4) <7>&<D£f££|E:b-r o ) 

TLC:Rf 0.52 (^-9-> :*K^^=i : 1) ; 

NMR(DMSO-d6) : 5 8.80-8.65 (1H, m), 7.60-7.15 (8H, m), 5.90-5.67 
(2H,m), 5.06 (2H, brs), 4.99-4.81 Rtf 4.81-4.65 {&* 1H, m), 4.51-4.15 
(2H, m), 4.02-3.80 (1H, m), 3.45-2.95 (1H, m), 2.95-2.55 (2H, m), 2.20- 
15 2.00 (1H, m), 1.80-1.10 (5H, m), 1.39 (9H, s) c 

gjfcffll 8 (2 4) 

N — (1 -^>vA**v#A**-At^V v>-2 S-4 >^:fr/^^i?- 
^') - 3 -7* y-4 -**7-5 - (5- (2, 6-^DD7x-JV 
^f-A) r b 1 ->f>u) ^>?>B£- t-rf^xxf;i/ 

20 
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*S*5e$^f v^v^ 0 L*U Hifcfl 1 8 (2 3) oMft^W.) 
5 TLC:Rf o.44 : D ; 

NMR(DMS0-d6) : 5 9.00-8.75 (1H, m), 7.57-7.15 (8H, m), 5.98-5.50 
(2H, m), 5.14-4.90 (2H, m), 4.90-4.65 (2H, m), 4.44-4.14 (2H, m), 4.05- 
3.98 (1H, m), 3.45-2.95 (1H, m), 2.95-2.45 (2H, m), 2.21-2.05 (1H, m). 
1.80-1.10 (5H, m), 1.40 (9H, s) P 

10 nmmi s (2 5) 

N- (1. -T-fef-ZH^'J ¥*- 2 S-^*^**-^) 
-4-**V-5- (5- (2, 6-y^D7x-iM^) fF5V 




TLC:Rf0.40 (^nn^;vi : > 1 9 : 1) ; 

NMR(DMSO-d6) : tf 8.87-8.51 (1H, m), 7.58-7.20 (3H, m), 5.93-5.60 
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(2H, m), 5.11-4.47 (2H, m), 4.47-4.07 RXf 3.80-3.60 (3H, m), 3.40-3.13 
(1H, m), 2.98-2.56 (2H, m), 2.22-1.90 (1H, m), 2.04 X.V 1.99 (&t>-&X 
3H, s), 1.75-1.10 (5H, m), 1.40 (9H, s) e 

mmm is (26) 

5 N— (1 —*> 9 J»**i'*frtf-fr\£ni) yy-i s->f^*>u#- 
;U) -3-75;-4-t^V-5 - (5- (2, 6-^no7i-^ 




10 

«M£^tv>iv^ 0 LfrU^lifcm 8 (2 7) <0ifiM«:«:3Et>1-o) 

TLC:Rfo.30 :»K^^^=i : D ; 

NMR(CDCI3) : S 7.76-7.55 (1H, br), 7.42-7.14 (8H, m), 5.90-5.33 (2H, 
15 m), 5.12 (2H, s), 4.96-4.62 (1H, m), 4.31 (3H, brs), 3.81-3.34 (2H, m), 
3.17-2.50 (2H, m), 2.45-1.78 (4H, m), 1.44 (9H, s) 0 

%mi 8 (2 7) 

N- ( 1 *z/lJJl"$-n'\£ o 'J v>-2 S-4 

-3-7$y-4-ttV-5 - (5- (2, 6->^nn7x-^ 
20 *f-*0 f h yV-fr- 1 -4*) t -Wi^f^ 
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fcSflBfcSfiT^fcvv, LfrUHlfcfll 8 (2 6) ©S!S«>:£fl=*£fc*. ) 
tlc : Rf 0.24 (A^t>:ftSif^=i : D ; 

NMR(CDCI3) : S 7.86-7.64 (1H, m), 7.45-7.10 (8H, m), 5.95-5.35 (2H, 
m), 5.31-5.00 (2H, m), 4.95-4.60 (1H, m), 4.52-4.34 (1H,m), 4.27 (2H, s), 
3.77-3.33 (2H, br), 3.15-2.50 (2H, m), 2.44-1.73 (4H, m), 1.43 (9H, s) 0 

mmmi & (2 8) 

N— ( 1 -T-tf-^tfn 'J v>- 2 S--f )V#=.1V) -3-7^ 
-4-**7-5- (5- (2, 6-/^DD7x-;MflP) f h 7 V* 




TLC : R f 0.19 (ftKxf^) ; 

NMR(CDCI3) : «J 9.05 Rtf 8.86 (£-fr-£T 1H, d, J=7.0 
7.4Hz), 7.64-7.30 (3H, m), 6.01-5.64 (2H, m), 4.99-4.54 (1H, m), 4.54-3.98 
(1H, m), 4.34 W 4.26 (^MX 2H, s), 3.80-3.23 (2H, m) f 3.00- 
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2.38 (2H, m), 2.34-1.57 (4H, m), 1.99 RXf 1.95 [&t>-$X 3H, s), 
1.41 (9H, s) 0 
Hlfll 9 (1) -19 (2 6) 

mmmis d) -is (20) sxvnmis (23) -is 

5 (2 8) "CljiLfcft^lltfflV'T, &*«6 (1) fcRM*0»fl;*L"C, 
&fifcffl 19(1) 

3- (N- (2- (A^fi;Kn-2-* + y-3S- (f77-JV- 
4 -^f;l/*;u^-;i/T^ y) 74£ fc? 1 -4 ) -/ntf^--;i/) r? 
10 ;-4-**V-5- (5- (2, 6->^DD7x^;Mf;l/) f^7 
V-^- l -4 /u) ^>?>$ 




15 TLC:Rf0.57 (? n d : ? y : 7k= 6 : 4 : l ) ; 

NMR(DMSO-d6) : d 9.18-9.08 (1H, m), 8.75-8.50 (2H, m), 8.34-8.29 
(1H, m), 7.52-7.26 (3H, m), 6.02-5.69 (2H, m), 5.24-4.63 (3H, m), 4.35 (2H, 
m), 3.62-3.30 (2H, m), 2.70 (2H, m), 2.07-1.44 (6H, m), 1.39-1.27 (3H, m) Q 

mmmi 9 (2) 

20 3 — (N — (2 - (AHtKn-2-^V-3S- (^TV-Jl/- 

4-4 )v$)ix-)i<7< ;) y- 1 -4*) ) ^et-*) 7^ 
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5 TLC:Rfo.57 (^no*u : :*=6 : 4 : i) ; 

NMR(CDCI3): $ 12.72 (1H, brs),9.13 (1H, m), 8.90-8.49 (2H, m), 8.30 
(1 H, m), 7.27 (5H, m), 5.69 (2H, m), 5.23-4.65 (3H, m), 4.14 (2H, m), 3.48 
(2H, m), 2.90-2.54 (2H, m), 2.05-1.41 (6H, m), 1.32 (3H, m) D 

%mm \ 9 (3) 

10 3- (N- (2- (^s^MMi Ko-2-**V-3 S- (&) 9 J>-Z 

- 4 -**7- 5 - (5-7i-;MWb7V-^-l-^^) s<> 




TLC:Rfo.54 (^dd*)^ : > : ?fc=6 : 4 : l) ; 

NMR(DMSO-d6) : 3 12.60 (1H,brs), 8.98 (1H, m), 8.69-8.58 (3H, m), 
8.13 (1H, m), 7.47 (1 H, m), 7.27 (5H, m), 5.66 (2H, m), 5.20-4.61 (3H, m), 
20 4.1 1 (2H, m), 3.42 (2H, m), 2.72 (2H, m), 1.87 (6H, m), 1.32 <3H, m) 0 
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nmmi 9 (4) 

3- (N- (2- (A^ftfcKn-2-t^fV-3S- (*>"J>-2 
-4-t*V-5 - (5 -7x-Jl/pff-;l^T h7 V-Ji/- l 

5 




TLC : R f 0.40 (^nn*;i/A :^ *y-;n;jc=4 0:10:1) ; 
10 NMR(DMSO-d6) : 8 12.51 (1H, m), 9.34 (1H, dd, J=6.4Hz, 0.8Hz), 

8.66 (1H, m), 8.60 (1H, d, J=8.4Hz), 8.19 (1H, d, J=8.4Hz), 8.08 (2H, 
m),7.88 (1H, m), 7.77 (1H, m), 7.22 (5H, m), 5.70 (2H, s), 5.24 (1H, m), 
4.80 (2H, m), 4.13 (2H, m), 3.62-3.22 <2H, m), 2.84 (1 H, m), 2.56 (1 H, m), 
2.14-1.23 (6H, m), 1.37 (3H, d, J=7.0Hz) o 

15 nmmi 9(5) 

3- (N- (2- (A^ttKn-2-^ + V-3S- (ti°Vv^-2 
- 4 -**V-5 - (5-7x-;MWh7 , /-^-l-^l') ^> 

20 
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t l c : R f o.70 (^od*w:>^-^:*=6 : 4: i) ; 

NMR(DMS0-d6): 8 9.12 (1H, m), 8.64 (2H, m), 8.02 (2H, m), 7.62 (1H, 
5 m), 7.27 (5H, m), 5.67 (2H, m), 5.26-4.74 (3H, m), 4.14 (2H, m), 3.40 (2H, 
m), 2.90-2.59 (2H, m), 2.08-1.43 (6H, m), 1.32 (3H, m) 0 

mmmi 9 (6) 

3- (N- (2- (A+tHKQ-2-* J lfV-3S- (*n>**)>- 
10 S -4-**V-5 - (5-7x^;MWh7 , /-)l'-l-^) ^ 




15 *ttRifcttS#-e*Sii*S*»t. Jfc'SlE©ti%, 

*jtft5es*ttv»arv» 0 %mm\ 8(7) com»^^^i- 0 ) 

TLC:Rfo.62 (^DO/tw : *9J-fr : tK= 6 : 4 : 1) ; 

NMR(DMSO-d6) : 12.53 (1H, brs), 8.52 (1H, m), 7.27 (5H, m), 6.43 
(1H, m), 5.66 (2H, s), 5.12 (1H, m), 4.74 (1H, m), 4.52 (1H, m), 4.13 (2H, 
20 m), 3.52 (4H, m), 3.44 (2H, m), 3.24 (4H, m), 2.81 (1 H, m), 2.60 (1 H, m), 
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1.85-1.37 (6H, m), 1.30 (3H, m) c 

mmmi 9 (7) 

3- (N- (2- (A^tKn-2-**V-3S- 
5 y-4-^^rV-5 - (5-7x-JMWh7 , /-^-l-^V) ^ 




10 *JiRi^ttS#-r*J6itta*»1-o 

fll*8B£3*rCV>fcv\, L*U gjfcffll 8(6) <D&<D$.fr*$tt>+o ) 

TLC:Rfo.59 : * 9 J -fr : 6 : 4 : l ) ; 

NM R (DMS0-d6) : 3 12.56 (1 H, brs), 8.68-8.48 (1 H, m), 7.30 (3H, m), 
6.42 (1 H, m), 5.66 (2H, m), 4.66 (2H, m), 4.41 (1 H, m), 4.1 3 (2H, m), 3.48 
15 <4H,m), 3.42 (2H, m), 3.17 (4H, m), 2.82(1 H.m), 2.61 (1H,m), 1.80-1.42 
(6H, m), 1.30 (3H, m) 0 

nmmi 9 (8) 

3- (N- (2- (AHtKo-2-i + V-3S- (tfVv>-4 
->f ^*^#-A/T5 J) 7-tftf y- 1 --OW ) fu\i *=.)],) 7<y 
20 _4_^-^y_5 - (5 -7x-JMW h 7'/-^- 1 -^f;W) ^ > 

9>m 
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TLC:Rfo.59 (?nn*H : * 9J-fr : tK=6 : 4 : l) ; 

NMR(DMSO-d6): S 8.70 (4H, m), 7.73 (2H, m), 7.26 (5H, m), 5.67 (2H, 
5 m), 5.19-4.65 (3H, m), 4.13 (2H, m), 3.55 (2H, m),2.83 (1H, m), 2.60 (1H, 
m), 1.94-1.60 (6H, m), 1.32 (3H, m) 0 
%Wi\ 9 (9) 

3 _ ( N _ (2- (A+ftKD-2-t^V-3S- (4-^b + v 

7x-;i/*ji/**-ju7 5 y) 7-tfkf >- l -^) ) yotrt-^) 7 5 




15 tlc : R f 0.50 (^od*w :>^y-^:*=50:io:i); 

NMR(DMSO-d6): £ 8.58 (1H, d, J=6.5Hz), 8.05 (1H, d, J=6.5Hz), 7.80 
(2H, dd, J=8.0, 2.0Hz), 7.40-7.18 (5H, m), 6.98 (2H, d, J=8.0Hz), 5.62 (2H, 
S), 5.08 (1H, q, J=6.0Hz), 4.90-4.60 (2H, m), 4.20-4.00 (2H, m) 3.80 (3H, 
S), 2.88-2.50 (4H, m), 2.05-1.20 (9H, m) e 

20 %mm\ 9(10) 
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3- (N- (2- Ku-2-**V-3 S- (3->h^y 

7x-)V5!i;p^^7^) r-tftf >- 1 --f ;w) ) ^nt't^jv) 7? 
7-4-** V -5- (5 -7i^Jl/>f-^r h 1 ^ 

5 




OCH 3 



tlc : R f 0.48 (?do#a>a : 7 ^y-;u:^K=5 0 : 1 0 : 1 ) ; 

NMR(DMSO-d6) : 8 8.58 (1H, d, J=7.0Hz), 8.20 (1H, d, J=7.0Hz), 
10 7.40-7.20 (8H, m),7-15-7.00 (1H, m), 5.65(2H, s), 5.30-5.10 (1H, q, 
J=6.5Hz), 4.92-4.65 (2H, m), 4.12 {2H, s), 3.80 (3H, S), 2.95-2.50 {4H, m), 
2.05-1.20 (9H, m)o 

%mm 19 (11) 

3- (N- (2- Kn-2-**V-3 S- (4- (*>U* 

15 V y- 1 ->f ;V*^jK-;v) 7x-J^^*7U) 7-fe*tf>-l- 
>fjiO ) ynfcT*-;iO 7^y-4-t^v-5- (5-7i-;Mfji/ 
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o 




0 



TLC:Rf0.45 (?nn*JUA \ * 9 ; -fr \i&= 1 0 : 3 0 : 1) ; 

NMR(DMS0-d6) : S 8.60-8.58 (2H, m), 7.92 {2H, t, J=8.0 Hz), 7.52- 
5 7.40 (2H, m), 7.32-7.15 (5H, m), 5.82-5.58 (2H, m), 5.20-5.10 (1H, m), 
5.00-4.80 (1H, m), 4.70-4.50 (1H, m), 4.15 (2H, brs), 3.80-3.20 (8H, m), 
2.78-2.42 (4H, m), 2.00-1.50 (7H, m), 1.45-1.20 (3H, m) 0 

%mm 19 (i2) 

3 _ ( N _ (2- (A^HKD-2-t^V-3S- 




mik$:7z2tL~C^%^o L^UHfll 9(13) (D^AL^m^-to ) 

TLC : R f 0.30 (?d0*h :^?y-;v:zfc=40:i0:i); 

NM R (DMSO-d6) : S 12.40 (1 H, brs), 9.38 (1 H, s), 9.35 (1 H, m), 8.81 
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(1H, m), 8.57 (1H, s), 8.27 (2H, m), 7.89 (2H, m), 7.26 (5H, m), 5.68 (2H, 
m),5.24 (1H,m). 4.82 (2H, m), 4.14 (2H,m), 3.55-3.27 (2H, m), 2.84 (1H, 
m), 2.58 (1H, m), 2.15-1.46 (6H, m), 1.37 (3H, m) 0 

%mm 19 (13) 

5 3- (N- (2- (^tKKn-2-**V-3S- {4V*JW 

-3 -4Wfr#-fr7\ J) TW.V-\-A)\>) ) 7*net-^) 7 
5y-4-t*V-5- (5-7x-)MWf -4)V) 




fllaiftfeSJvC^fcv*,, LfrUHttflfl 9(12) OiSeofiflESr^tot.) 
T L C : R f 0.30 Xtf 0.25 nn#;UA : ^ * / : j*t= 4 0 : 

15 l o : l ) ; 

NMR(DMSO-d6) : 8 12.50 (1H, brs), 9.25 (2H, m), 8.86-8.67 (1H, m), 
8.54 (1H, s), 8.21 (2H, m), 7.85 (2H, m), 7.27 (5H, m), 5.72 (2H, m), 4.81 
(3H, m), 4.12 (2H, m), 3.52 (2H, m), 2.87 (1H, m), 2.67 (1H, m), 2.07-1.52 
(6H, m), 1.34 (3H, m) 0 
20 %m\ 19 (14) 

3- (N- (2- (AWiKD-2-t^V-3S- (b"'Jy>-3 
-4 )VU)V#-)l>T^ ;) i -4 ) ->U) 7;/ 

_4_^-^y_5_ (5 - (2, 6-y7DD7x-JM^) f F 7 V* 
l ->f >u) >B£ 

534 



WO 97/24339 



PCT/JP96/03801 




TLC:Rfo.55 (^on*;i/A : ;—a>:H/l=$ : 4 : l) ; 

5 NMR(DMS0-d6) : d 12.50 (1H, brs), 8.99 (1H, m), 8.81-8.52 (3H, m), 

8.19-8.08 (1H, m), 7.55-7.26 (4H, m), 5.98-5.67 (2H, m), 5.24-4.70 (3H, m), 
4.32 (2H, m), 3.80-3.37 (2H, m), 2.96-2.61 (2H, m). 1.95-1.57 (6H, m), 
1.35 (3H, m) 0 

%tm 19 (15) 

10 3- (N— (2- (A*tKKn-2-^V-3S- U-v^^ 

7^7x-;i/*;v^7^) yW>- 1 -4 fr) ) yntf^--;u) 
757-4-t^ V - 5- (5-7x-W ?-A"f h7 % /-^- 1 - 4 



15 




t l c : R f 0.24 (^od**a:>^-A':*=7o:30:i) ; 

NMR(CDCI3) : S 8.75 (1H, m), 7.90-7.50 (4H, m), 7.40-7.10 (BH, m), 
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6.65 (2H, d, J=1 0 Hz), 6.54 (1 H, d, J=8.5 Hz), 5.60 (2H, m), 5.25-5.1 0 (1 H, 
m), 4.90-4.60 (5H, m), 3.20-2.50 (3H, m), 2.65 (6H, s), 2.15-1 .60 (8H, m), 
1 .35 (3H, d, J=7.5 Hz) e 

mmmi 9(16) 

5 3- (N— (2S- (2-7x-Jl/-4R-^fA/-4, 5-vtKn 

*7-5- (5 - (2, 6-y^D7i-WfM f h7V-;i/-l 




tlc : R f 0.18 (^nu*/^ 100:20: 
i) ; 

NMR(DMSO-d6) : 5 8.93 (d, J=8Hz) £tf 8.80 (d, J=8Hz) £-=b-^T 
15 1H, 7.90-7.70 (3H, m), 7.60-7.20 (6H, m), 5.90-5.60 (2H, m), 4.80-4.60 
(1H, m), 4.50-4.10 (3H, m), 2.90-2.70 (2H, brd), 1.45 (3H, s), 1.30 (3H, d, 
J=8Hz) 0 

%Wk 19 (17) 

3 - (N- (2S- (2-7x-)l/-4, 5 — vfc Kof 77-^- 4 
20 -A frit )Vtf~)l<7 ^ J) 7nH*t-^) 7 3 y - 4 V- 5 - (5 
- (2, 6-y^DD7i-;Mf^) f- h 7 V-;w- l -4 ;w) ? 
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tlc : R f 0.48 (?no*n 9 j~-*< : SK= l o : l : l ) ; 

5 NMR(DMSO-d6) : 5 8.90-8.70 (1H, m), 8.50-8.20 (1H, m), 7.85-7.75 

(2H, m), 7.60-7.20 (6H, m), 6.10-5.50 (2H, m), 5.30-5.15 (1H, m), 4.60- 
4.15 (4H, m), 3.80-3.10 (2H, m), 2.80-2.40 (2H, m), 1.40-1.20 (3H, m) 0 

$mmi 9(18) 

N _ (^ 7 y_;u_ 4 _>f frij -3-T^y-4-^^V- 
10 5 _ ( 5 _ (2, 6-y^D7x^JM^) t Y 7 2 ->f 




15 tlc : R f 0.47 n n : ^ ? y -iu : gfc$= l 8 : l : l ) ; 

NMR(DMSO-d6) : J 12.70-12.20 (1H, br), 9.10-8.90 (1H, m), 8.45 R 
V s 8.44 (1H, S), 8.31 (1H, s), 7.56-7.45 W 7.45-7.27 (-£t>-£T 
3H, m), 6.04-5.75 (2H, m), 5.13-4.96 (1H, m), 4.50 (2H, s), 3.05-2.67 (2H, 
m) 0 

20 mmm 19 (19) 



537 



WO 97/24339 



PCT/JP96/03801 



N-7x^;i/ft^f;v*;i/'K-;v-3-T</-4-t + v-5- 
(5- (2, 6-y^on7x-;Mf;i') r h 7 , /-;v-2 ->f/u) ^ 




TLC : R f 0.54 (^nD*w:^^-^:ftK=2 5 : l : l) ; 

NMR(DMSO-d6)I 6 12.72-12.20 (1H, br), 8.83 (1H, d), 7.54-7.18 (8H, 
m), 5.69 (2H, s), 4.79-4.70 (1H, m), 4.51 (2H, s), 3.77 (2H, s), 2.80-2.72 
(2H, m)o 

mmmi 9 (2 0) 

N- (^-KKa^^V f -l, 4 -yr-tft:>-2, 5-v*>-3- 
>f - 3 -7 ^ 7 - 4 *7 - 5 - (5- (2, 




TLC : R f 0.25 (?on^ :7 ?7-;nB£$= l o : l : l) ; 

NMR(DMS0-d6) I 5 10.7-10.5 (1H, m), 9.10-8.70 (1H, m), 8.10-7.85 
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(1H, m), 7.80-7.70 (1H, m), 7.60-7.10 (6H, m), 6.10-5.70 (2H, m), 4.85- 
4.75 (1H, m), 4.60-4.40 (1H, m), 4.40-4.10 (2H, m), 2.90-2.60 (2H, m) 0 

nmmi 9(21) 

N- (1 Jl'kMV v>-2 S-'f/H&J/aK- 

5 *0 -3-T^y-4-**V-5 - (5- (2, 6-^on7x-^ 



10 (At, *ttRiJtttS#-?*4ifcS:^t>t. 2# 
*ii£&5E$tiTV>&v> 0 L^UHiWl 9 (2 2) O&^ftttfc^Jbto) 
TLC : R f 0.39 (?on*w :^?/-^:&$= l 8 : i : l) ; 

NMR(DMSO-d6) : S 13.40-11.80 (1H, br), 8.94-8.65 (1H, m), 7.58- 
7.13 (8H, m), 5.92-5.62 (2H, m), 5.06 (2H, brs), 4.90-4.65 (2H, m), 4.42- 
15 4.19 (2H, m), 4.01-3.77 (1H, m), 3.47-2.99 (1H, m), 2.99-2.60 (2H, m), 
2.21-2.00 (1H,m), 1.75-1.47 RXf 1.47-1.15 (5H, m) 0 

%MM1 9 (2 2) 

N — (1 -^>W + *>*/l'#^^'J'y , /-2 S-4/U#Jl/sK- 
. -3-T<y-4-t^y-5 - (5- (2, 6-^nD7i-^ 
20 *f-;iO f h7 N /-;v- l ->fjiO 
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T LC : R f 0.39 (^nn*H :^ 9 J -fr : Bfc$= l 8 : l : l ) ; 

NMR(DMSO-d6) : S 13.60-11.90 (1H, br), 8.93-8.65 (1H, m), 7.58- 
7.07 (8H, m), 5.92-5.60 (2H, m), 5.06 (2H, brs), 4.90-4.65 (2H, m), 4.42- 
4.19 (2H, m), 4.01-3.77 (1H, m), 3.47-2.99 (1H, m), 2.99-2.60 (2H, m), 
2.21-2.00 (1H, m), 1.75-1.47 Tklf 1.47-1.15 (5H, m) 0 

mmmi 9 (23) 

N _ (i-r^^;utf^U^>-2 S-4)\>1j)\>#-)\>) 
_ 4 _^ v _ 5 _ ( 5 _ (2, 6-y?nD7i-iMf^) fF5V 
1 ->f/l/) ^s>^>|6 




TLC:Rfo.58 (^nn*A/A : :ftH=8 : 1 : 1) ; 

NMR(DMSO-d6) : 8 8.82-8.52 (1H, m), 7.60-7.20 (3H, m), 5.95-5.60 
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(2H, m), 5.10-4.95, 4.95-4.55 RXf 4.40-4.10 (5H, m), 3.75-3.60 (1H, m), 
3.00-2.53 (2H,m), 2.33-1 .95 (1H,m),2.03 RV 2.00 {&t>-*X 3H, 
s), 1.75-1.10 (5H, m) 0 

mmmi 9 (24) 

N _ d _*;,s;/i/**->*>UjK-/ui?n'j *J>-2 S -4 ;^:*7;^**~ 
;^) -3-75y-4-t^V-5 - (5- (2, 6-^DD7x-;l/ 



*aefc5£«*LTV»ftl». L*U gttffll 9(2 5) <«o£fl:*^frto ) 
TLC : R f 0.40 (?nn*H :^/-;K§fc$= I8:i:i) ; 
NMR(DMSO-d6) : S 9.16-8.73 (1H, m), 7.72-7.01 (8H, m), 6.00-5.40 
15 (2H, m), 5.22-4.84 (2H, m), 4.84-4.80 (1H, m), 4.80-4.04 (3H, m), 3.70- 

3.23 (2H, m), 2.98-2.40 (2H, m), 2.40-1.57 (4H, m) 0 

mmmi 9 (2 5) 

N _ d -^^y;i/^-^v*;w^-;l/tfn V *Jy-2 S -4 ^# JM*- 
^) -3-7^-4-t^rV-5 - (5- (2, 6 — nn7x- ^ 
20 TYyV-fr-l-JiV) 




10 
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Mikikfc2ti~C^%^ 0 LfrL.nmmi 9 (2 4)OM*4:^t.) 
TLC : R f 0.40 (?dd*w :> :&$= 1 8 : 1 : 1 ) ; 

NMR(DMSO-d6) : S 9.22-8.66 (1H, m), 7.75-7.10 (8H, m), 6.06-5.40 
(2H, m), 5.21-4.84 (2H, m), 4.84-4.56 (1H, m), 4.56-4.00 (3H, m), 3.70- 
3.23 (2H, m), 3.00-2.40 (2H, m), 2.40-1.40 (4H, m) Q 

mmmi 9 (2 6) 

N- (1 -T-tf-^tTn 'J yy- 2 S-4 )Vij)Vtf=.)\,) -Z-T<J 
-4-**7-5- (5- (2, 6-^nu7x^Mf^) fh5'/ 



TLC : R f 0.13 (?DD*^A:^;^:ft8=i 8:1:1) ; 

NMR(DMSO-d6) : d 9.07-8.54 (1H. m), 7.67-7.23 (3H, m), 6.18-5.59 
(2H, m), 4.92-4.02 (4H, m), 3.71-3.20 (2H, m), 2.92-2.39 (2H, m), 2.39- 
1.50(4H, m), 1.96 W 1.89(^*>*-C 3H, s)„ 




CI. 
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mmm2 o (i) ~2 o (2) 

$mm is (2D £ x V s is (22) -ewk&Ltzit&mzm^x, m 

Mm 6 (1) fcHfltoaflsfcLT, &TK^L£#£^{t£tj£#£o 
»i#iJ2 0 (1) 

5 3- (N- (2- (A+ttKD-2-* + V-3S- (3-*A"K* 

•>7x^*^^7^) 1 -4 *) ) ^^^) T 

*y-4-**7-5- (5-7x-JMW b 7 V*-;l/- 1 




T L c : R f 0.38 do*w : ^ * : ^K= 6 : 4 : l ) ; 

NMR(DMS0-d6) : 5 12.84 (2H, brs), 8.54 (2H, m), 8.41 (1H, s) 8.07 
(2H, m), 7.59 (1H, m), 7.26 (5H, m), 5.66 (2H, m), 5.24-4.62 (3H, m), 4.13 
15 (2H,m), 3.39 (2H, m),2.83 (1H, m), 2.60 (1H,m) 1.97-1.55 (6H, m), 1.33 
(3H, m) 0 

nmm2 o (2) 

3- (N— (2- (A^ttKD-2-**V-3S- (4 -fc^*** 
y7i-^*J^-^7^ J) T-tf tf>- 1 ->ffl') ) 7nti*-;i/) r 

20 <y-4-^^rV-5 - (5-7x^MWh7 1 /-^-l->f;l') 
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HOOC 




TLC:Rf0.39 (^nn*W : * \ &= 6 : 4 : 1 ) ; 

5 NMR(DMSO-d6) : S 8.57 (1H, m), 8.44 (1H. m), 8.04-7.89 (4H, m), 

7.27 (5H, m), 5.66 (2H, m), 5.22-4.67 (3H, m), 4.13 (2H, m). 3.53 (2H, m), 
2.83 (1H, m), 2.65 (1H, m), 1.99-1.53 (6H, m), 1.34 (3H, m). 
##M 1 0 

3- (N- (2- (A^ftHKn-2-t^rV-3S- (1- ( (2- 
10 F'J^fJky'JjV) x^y^f;!/) >T 5 rZ-A'- 5 ->f 

7^/) mMy-l-A^) ) -7u\£t=.fr) 7^-4-t*V-5 
- (5 h 7'/-^- 1 ^>*>BE- t-7"f 




##«9 (3) -C«aiL£fl:£!&£2- 
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3S _ (T7*f-)V-A-4)Vii)Vtf-)V7\J) 7V\£>- 1 -4 )V) 
-7u\£*y&(DKt> , QK2- (AJf9-tKo-2-^V-3S- (1- 
( ( 2 — b i; p«^;l/v V )V) ih^y^fil') -i ^ ?V->\>- 5 -4 
;W^;l/T5;) 7-tf 1 -4 ^o^^ffl^t, HMM 1 

5 8 (i) tN^^^Lr, mr^M*^t^^k»^t#^o 
T l c : R f 0.63 (^dd*h : * ?;-)v=9 : 1 ) ; 

NMR (d6-DMSO) : S 8.87-8.53 (2H, m), 8.29-8.17 (1H, m), 7.87-7.75 
(2H, m), 7.27 (5H, m), 5.67 (2H, m), 5.37 (2H, m), 5.26-4.62 (3H, m), 4.13 
(2H, m), 3.48 (2H, t, J=7.7Hz), 328 (2H, m), 2.80 (1H, m), 2.57 (1H, m), 
10 2.02-1.45 (6H, m), 1.38 (9H,s). 1.32 (3H, m), 0.84 (2H, t, J=7.7Hz), -0.04 
(9H, s)o 

%tiM2 1 (1) 

3 - (N- (2- (AtttKo-2-**V-3S- K^V*-;l/ 
-5-4)Vii)VX-)\,T\J) 7-tftf>- 1 -4 ) -fuMlr-fr) 7 
15 ^y-4-**7-5 - (5-7i-WW b77-^- 1 ->f AO 




20 ##011 0-Cfij§L^k^*ffl^-r, (1) £iw<o&ft* 

TLC:Rfo.69 (?Dn*u:^^-a':*=6:4: i) ; 
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NMR(DMS0-d6): S 12.53 (1H, brs), 8.78-8.53 (1H, m), 8.30-8.16 (1H, 
m), 7.71-7.60 (2H, m),7.28 (5H,m), 5.67 (2H, m), 5.25-4.60 (3H, m), 4.14 
(2H, m), 3.35 (2H, m), 2.85-2.60 (2H, m), 2.04-1.40 (6H, m), 1.32 (3H, m) 0 

mmm22 <n imam 2 2 (2) 

5 N- ( (N- (3-7x-^7*net-^) -L-'t'J-Jl/) — L — 7 
-3-7^-4-t^V-5-7o^>^>^- t -T^-JV 

V-5-7D^>r/^-ifJl'^fJ^5- (2, 6-^007 

10 Ti:^Lfc*W^*tflfc. 
£»J2 2 (1) 

n- t - rb^v*^jK-;v-3-r^y-4-^^y-5-(5-(2, 

6-y^oo7x-;M^) r h 7V-^ - 2 ->f/U) s<> ? > j. 



TLC:Rfo.4i (AH>:ft^=2;i) ; 

NMR(CDCI3) : 3 7.35 (1H, d, J=8.8Hz), 7.34 (1H, d, J=7.6Hz), 7.16 
20 (1H, dd, J=8.8Hz, 7.6Hz), 5.82 RV 5.61 1H, d, J=1 7.8Hz), 5.72- 

5.59 (1H, m), 4.68-4.53 (1H,m), 4.61 (2H, s),4.15 (2H, q, J=7.2Hz), 3.06 
(1H, dd, J=1 7.5Hz, 5.0Hz), 2.76 (1H, dd, J=17.5Hz, 5.0Hz), 1.47 (9H, s), 
1.25 (3H, t,J=7.2Hz) 0 



15 
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mm 2 2 (2) 

N _ t _ y \> 3 — T <y-4-*3r7-5-(5-(2, 



TLC : Rf 0.23 {^**ty\ttm3-*fr=2 \ \) \ 
NMR(CDCI3) : S 7.37 (1H, d, J=8.8Hz), 7.37 (1H, d, J=7.2Hz), 7.21 
10 (1H, dd, J=8.8Hz, 7.2Hz), 5.74 5.57 (&* 1H, d, J=18.6Hz), 5.66- 
5.52 (1H, m), 4.65-4.50 (1H, m), 4.39 &V 4.29 (£* 1H, d, J=17.5Hz), 
4.17 (2H, q, J=7.0Hz), 3.13 (1H, dd, J=17.5Hz, 5.0Hz), 2.83 (1H, dd, 
J=1 7.5Hz, 5.0Hz), 1.50 (9H, s), 1.27 (3H, t, J=7.0Hz) o 
WJ2 3 (1) 

15 N - t -'/h+'>*>l/j|f-A'-3-T5y-4-**V-5-(5-(2, 

6-y?OD7x-JMfil/) t b 7 7-^-2 



20 %mm2 2 (1) -efijlLfefl:^* (72 mg) <D 1 , 



5 




CI. 
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9 > (0.5 m 1 ) »fttCOlCTM Nimiti- V (0.15 m 1 ) 

5 *%Wit&W (62 mg) ZfttZo 

tlc : R f o.49 (^no/tw :> 5> l 8 : l : i) ; 

NMR(DMSO-d6): S 7.57-7.30 (4H, m), 5.95-5.74 (2H, m), 4.51 (2H, s), 
4.58- 4.40 (1H, m), 2.82-2.39 (2H, m), 1.40 (9H, s) 0 

%mm 23 ( 2 ) 

10 N - t - rh^y*^;i/-3 - 75y-4-**V-5-(5-(2, 



15 %Wm2 2 (2) ^Mi£L7Hb^tf£^T|ldfe#!l2 3 (1) i:^^ 

tlc : R f 0.37 (?do*m :^^y-;Kil?=i 8:1:1) ; 

NMR(DMSO-d6) : 8 7.68-7.33 (4H, m), 5.92-5.77 (2H, m), 4.60-4.43 
(1H, m), 4.34 (2H, s), 2.86-2.58 (2H, m), 1.41 (9H, s) 0 
20 11(1) 

3-7*y-4-**7-5- (5- (2, 6-^nn7x^Wf 




CI 
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• HCI 



«#U2 2 (1) TW&LMt'&m (201 mg) 11 4U%MV**V> 

5 (4mi) zmatzo 3 ofrmmwi. mmttzo m. 

tttzmmti&n (150 m g ) mtz 0 

T L c : R f 0.28 (^dd*w : ^ * j —)V= i 9 : l ) ; 

NMR(DMSO-d6) : S 8.60-8.20 (3H, br), 7.62 (1H, d, J=9.0Hz), 7.62 
10 (1 H, d, J=6.8Hz), 7.37 (1 H, dd, J=9.0Hz, 6.8Hz), 6.21 RZf 6.02 1 H, 
d, J=1 8.0Hz), 4.65-4.55 (1 H, m), 4.54 (2H, s), 4.1 2 (2H, q, J=7.0Hz), 3.35- 
3.03 (2H, m), 1.20 (3H, t, J=7.0Hz) o 

mmi i (2) 

3-7^-4-t^V-5 - (5- (2, 6-y^nn7x-Wf 




CI, 



• HCI 
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mmi22 (2) ■c«sLfcft£**Bv*T##fii i (i) tmrnv 

TLC : R f 0.33 (?nn*W : ^ = 1 9 : 1) 0 

##01 1 (3) 

5 3 -T < J - 4 -**V-5 - (5-7x-JMWh57-^-l 




• HCI 



10 N- ( (N- (3-7x^rnW-^) -L-M'J-^) — L — T 
x^-f^Oftfri? £N- t -7*h^y*^^-3-7^ 7 - 4 

y-^*fflv»r, mmmi-*mmi 1(1) fcra«©*^*L-c, &t 

1 5 <7)%M * £ t £ Mtfrg* * f* 7t o 

TLC : R f 0.50 (?no*W : ^ ?y-;w=9 : 1) 0 
24 ( 1) -2 4 (12) 

##« (i) -r^itL/c^t?^^^^, mmi i (i) , ## 

mi 1 (2) £J:£/##Ml 1 (3) t«j|Lfcft^»i:ffiStS*^«K 
20 ^fc^t^ffl^T, »0|18 (1) i:R4IIO#^* LT, &TI^L 
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mmm 24(1) 

N- (N-^'/'^***>*^-*-L-75-X') -3-75 7- 
4-**V-5- (5- (2, 6-y^DD7x-)Mf^) fF^/- 




TLC:Rfo.43 (^od*w : * ?;-)v= 1 9 : 1 ) ; 

NMR(CDCI3): 8 7.50-7.07 (9H, m), 5.82-5.61 W 5.61-5.39 (2H, m), 
10 5.36 W 5.25 (-g-fc>-£T 1H, d, J=5.5Hz), 5.10 RXf 5.08 

X 2H, s), 4.98-4.82 (1H, m), 4.59 (2H, s), 4.33-4.13 (1H, m), 4.12 
(2H, q, J=7.0Hz), 3.10-2.85 W 2.81-2.59 (£fr-£T 2H, m), 1.41 Rlf 
1.40(^fc>-£T 3H, d, J=7.0Hz), 1.23(3H,t ( J=7.0Hz) o 

%mm2 4 (2) 

15 N- (N-^'/y>t4y*M-*-L-77-^) -3-75 7- 

4-**7-5- (5- (2, 6-^DD7x-Wf^) TYyV- 
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NMR(CDCI3): S 7.50-7.10 (8H, m), 5.85-5.60 RXf 5.60-5.28 (2H, m), 
5.25-5.00 (2H, m), 4.90-4.77 (1H, m), 4.35-4.07 (5H, m), 3.19-2.99 W 
2.87-2.79 (2H, m), 1.52-1.38 (3H, m). 1.27 (3H, t, J=7.0Hz) o 

nmM2 4 (3) 

5 N- (N-^v^^v^^-^-L-^'J-^) -3-T<J- 

4-**V-5- (5 - (2, 6-^DB7i-Wf^) 




10 

TLC:Rfo.20 (^nn*w;>?;-^=i9 : D ; 

NMR(DMSO-d6) : 8.92-8.79 W 8.72-8.60 (2H, m), 7.61-7.44 R 
V s 7.44-7.15 (8H, m), 5.84 (2H, m), 4.80-4.62 (1H, m)4.51 (2H, s), 4.04 
(2H, q, J=7.0Hz), 3.93 (1 H, m), 3.00-2.55 (2H, m), 2.08-1 .92 (1 H, m), 1 .1 6 
1 5 (3H, t, J=7.0Hz), 0.96-0.75 (6H, m) 0 

«fc«2 4 (4) 

^^-L-'Jy-M -3-7^-4-^^7-5- (5 - (2, 6- 
20 x^f^ 
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CI 



TLC:Rf0.47 (^nn*W : * ^y-;u= 1 9 : 1 ) ; 

NMR(DMS0-d6) : S 8.88-8.75 RXf 8.72-8.60 {&t>*tT 1H, m), 
5 7.63-7.45 RtT 7.45-7.10 (9H, m), 6.82-6.68 T 1H, m), 5.96-5.72 

(2H, m), 4.99 (2H, s), 4.93-4.60 (1H, m), 4.51 (2H, s), 4.15-3.85 (1H, m), 
4.05 (2H, q, J=6.8Hz), 2.96-2.55 (2H, m), 1.68-1.05 (6H, m), 1.36 (9H, s), 
1.16 (3H, t, J=6.8Hz) 0 

%im 2 4 (5) 

10 N-7x^*W*-;l/-3-7^-4-t^V-5- (5- (2, 



TLC:Rf0.54 (?dd*h : ^ ?/-;v= i 9 : l) ; 

NMR(DMSO-d6) : S 9.07 (1H, d, J=9.5Hz), 7.95-7.84 RXf 7.63-7.25 




15 
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(8H, m), 5.94 (2H, s), 5.08-4.94 (1H, m), 4.50 (2H, s), 4.06 (2H, q, 
J=7.2Hz), 2.96 (1 H, dd, J=1 6.0Hz, 5.5Hz), 2.74 (1 H, dd, J=1 6.0Hz, 7.5Hz), 
1.15 (3H, t, J=7.0Hz) o 

5 N- (2-7xi^xf^#^#ifl/) -3-75 y-4-**V- 5 

- (5- (2, 6-^nn7i-W^) f , F9 , /-*-2->f^) 




TLC:Rf0.24 (^nn^;UA : ^ ^y-;u= 1 9 : 1 ) ; 

NMR(CDCI3) : 5 7.43-6.97 (8H, m), 6.57 (1H, d, J=9.5Hz), 5.21 RV 
5.09 {&* 1H, d,J=1 8.0Hz), 4.94-4.76 (1H, m), 4.59 (2H, s),4.10 (2H, q, 
J=7.0Hz), 3.10-2.85 JkXf 2.79-2.45 (6H, m), 1.23 (3H, t, J=7.0Hz) o 

15 %MW2A (7) 

N-7x^t^y>f^*^'t'-^-3 -7^-4-^^7-5 - 
(5- (2, 6-^^DD7i^;MfM fh9'/-^-2->f^) ^ 
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TLC:Rfo.52 (?od*w : / i 9 : l) ; 

NMR(CDCI3) : 8 7.80-7.66 (1H, m), 7.42-6.87 (8H, m), 5.63 RV 
5.52 (&+ 1H, d,J=1 8.0Hz), 5.07-4.92 (1H, m), 4.60 (4H, s),4.13 (2H, q, 
J=7.0Hz), 3.07 (1 H, dd, J=17.5Hz, 4.5Hz), 2.74 (1 H, dd, J=1 7.5Hz, 5.0Hz), 
5 1.24 (3H,t, J=7.0Hz) o 

N- (2- (^*-9-£ Kn-2 - **7-7-tftf >- 1 -4A>) 7*n £° 
_3_r^y-4-t^V-5- (5- (2, 6-y^nD7x 



TLC : R f 0.47 (ftBSxf^) ; 

NMR(CDCI3): S 7.50-7.15 (3H,m), 5.80-5.42 (2H, m), 5.08-4.91 (1H, 
15 m), 4.91-4.74 (1H,m), 4.36 W 4.35 ( / at>-&X 2H, s), 4.22-4.11 
(2H, m), 3.46-3.22 (2H, m), 3.11-2.68 (2H, m), 2.69-2.44 (2H, m), 1.98- 
1.39 (6H, m), 1.63 (9H, s), 1.48-1.34 (3H, m), 1.27 (3H, t, J=7.2Hz) Q 

mibM2 4 (9) 

N- (2S- (rf7HKn-5-**V-l, 4 t: 
20 ^ne*-^) -3 -7 5^-4-** 7 -5- (5 - (2, 

6 -y?Dn7x-)Mf^) T h 7*f~)V- 1 --f /P) > * >g£ . X 



10 




CI, 
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TLC:Rfo.i2 (^*<r> l : D ; 

NMR(CDCI3) : <5 7.85-6.93 (8H, m), 5.84-5.40 (2H, m), 5.35-5.11 (1H, 
m), 4.98-4.75 (1H, m), 4.51-3.96 (6H, m), 3.72-3.42 (2H, m), 3.25-2.69 (2H, 
m), 1.71-1.40 (2H, m), 1.40-1.02 (3H, m)„ 

&mm2 4(io) 

N- (2S- (2, 3->f>Ko-3, 4 -r h ?fc Kn- 2 V 
T-tfe>- 1 -4*) 7"olft^) -3-7^-4-t + V-5- (5 
- (2, 6-^no7i-^f^) r h JV-fr- 1 -4 M 9 




tlc : Rf 0.16 :^x^;i/=3 : l) ; 

NMR(CDCI3): 5 1 1. 1 8 (1H,s), 8.90-8.69 (1H,m), 7.62-6.89 (1H, m), 
5.87 (2H, m), 5.38-5.16 (1H, m), 4.98-4.79 (1H, m) 4.46-4.17 (2H, m), 
4.17-3.95 (2H, m), 3.65-2.63 (6H, m), 2.42-1.85 (2H, m), 1.50-1.30 (3H, m), 
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1.30-0.98 (3H,m)o 

%mm 24 (id 

N- (2- (4-7^*D7x-)l/) -4 -**V-5 v>* * 

y * ;i/^-;l/T 5 7 M V 5 y > - 3 - <f /U) 7 ^ * /U#-;W- 3 - T 5 
y_ 4 _^^ v _5_ (5- (2, 6-^nn7x-;Mf^) 7^7 
vr_;p- i -4 )]/) /^vr^'if^r^ 



F 




10 TLC:Rfo.56 (?od*u : 7^7-;i/=i o : i) ; 

NMR(CDCI3) : <5 8.77 (1H, brs), 7.70-7.07 (14H, m), 5.90 JkTf 5.52 
1H, d, J=1 8.5Hz), 5.18 (2H, s), 4.91 (1H, m), 4.60 RV 4.52 
1H, d, J=15.0Hz), 4.31 (2H,s), 4.11 (2H, q, J=7.0Hz), 3.06 R 
If 2.82 1H, dd, J=16.0, 5.0Hz), 1.22 (3H, t, J=7.0Hz) o 

15 %mW2 4(12) 

3- (N- (2- (^tKKD-2-*4fy-3S- ('fV*y'J> 
-3-^fA/*>U**-^7^y) 7 1 -4*) ) 7"ne*^) T 

57-4-** 7 -5- (5-7x-^f^f h7 7-;i/-l--fJV) 

20 
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5 TLC:Rfo.65 (^dd*w: ^^-^=9 : l) ; 

NMR(CDCI3) : 5 9.31-9.22 (1H, m), 9.13 (1 H, m), 8.54 (1 H, m), 8.02 
(2H, m), 7.73 (2H, m), 7.48 (1H, m), 7.32-7.21 (5H, m), 5.60-5.25 (2H, m), 
4.97-4.73 (3H, m), 4.24-4.06 (4H, m), 3.55 (2H, m), 3.05-2.72 (2H, m). 
2.27-1.84 (6H, m), 1.44 (3H, d, J=7.0Hz), 1.30-1.18 (3H, m) 0 
10 %mn 2 5 ( 1 ) - 2 5 ( 1 1 ) 

wm2A (i) ~»2 4 (id xm^ttzi^m^m^x, % 
•mm 2 5 (i) 

N _ (N-^>y^*y*W-^-L-77-^) -3-7?/- 
15 4-**V-5- (5- (2, 6-y?nD7x^M^) fh97- 

/u— 2 — >f ju) ^>*>K 




20 tlc : R f 0.29 (^Do*w:^^-ji/:ftS=i 8 : l : l) ; 

NMR(DMSO-d6) : 8 12.64-12.25 (1H, m), 8.79-8.56 (1H, m), 7.66- 
7.55 (1H, m), 7.55-7.45 Rtf 7.45- 7.12 (8H, m), 6.00-5.55 (2H, m), 5.00 
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(2H, s), 4.81-4.57 (1H, m), 4.51 (2H, s), 4.14-4.00 (1 H, m), 2.86-2.35 (2H, 
m), 1.23 ELV 1.21 {&t>-&X 3H, d, J=7.4Hz) e 
%mm2 5 (2) 

N- (N-^>-W^V*^'^-L-77-Jl') -3-7<J- 
5 4-**7-5- (5- (2, 6-^DD7x;;V>f;V) rh7V*- 
l ->f AO 



10 TLC : R f 0.24 (^d*m:^;-;k^=i 8:1:1) ; 

NMR(DMSO-d6) : <5 12.63-12.35 (1H, m), 9.00-8.72 (1H, m), 7.70- 
7.20 (9H, m), 5.87-5.73 (2H, m), 5.06-4.87 (2H, s), 4.87- 4.60 (1H, m), 
4.36-4.22 (2H, s), 4.22-3.95 (1H, m), 2.90- 2.55 (2H, m), 1.30-1.05 (3H, m) 0 

mm 2 5 (3) 

15 n- (n-^>v;u^- + v*;w**-^-l-^^V-;w) 

4 -**V- 5 - (5- (2, 6->^nn7i-JMf^) f h77- 




CI. 



o 




CI 



20 
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tlc : R f 0.61 (^0^:^/^:11= l 8 : l : l ) ; 

NMR(DMS0-d6) : d 12.65-12.25 (1H, br), 8.86-8.55 (1H, m), 7.59- 
7.15 (9H, m), 6.02-5.50 (2H,m),5.00 (2H, s), 4.88-4.58 (1H, m), 4.51 (2H, 
s), 3.93- 3.77 (1H, m), 2.92-2.22 (2H, m), 2.06-1.93 (1H, m), 0.95-0.76 (6H, 
m) 0 

mmm2 5 (4) 

-;l/-L-U v-;U) -3-75y-4-t^rV-5 - (5- (2, 6- 




TLC : R f 0.38 (^od^h : p< * / : gf=@&= l 8 : i : l ) ; 

NMR(DMS0-d6) : 5 8.72-8.55 (1H, m), 7.61-7.43 (3H, m), 7.43-7.05 
(6H, m), 6.81-6.70 (1 H, m), 5.92-5.53 (2H, m), 4.99 (2H, s), 4.72-4.55 (1H, 
m), 4.50 (2H, s), 4.04-3.87 (1H, m), 2.96-2.79 (4H, m), 2.72-2.56 (2H, m), 
1.71-1.12 (15H, m)o 

nnm2 5 (5) 

N-7x-iVAH-^-3-T^-4-i^V-5- (5- (2, 
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5 TLC : R f 0.48 (*nn#*A :^ 9 J-fr :WfM= IS'. 1 I 1 ) ; 

NMR(CDCI3) : 8 12.60-12.25 (1H, br). 9.12-9.00 (1H, m), 7.95-7.86 
(2H, m), 7.65-7.10 (6H, m), 6.00-5.87 (2H, m), 5.02-4.89 (1H, m), 4.50 (2H, 
s), 3.00-2.80 Rtf 2.80-2.58 (2H, m) 0 

%ma2 5 (e) 

10 N- (2-7xiA/xffl/*W-fl') -3-7^-4-^^7-5 

- (5- (2, 6-y^Dn7x-WW) t Y yy'-)V- 2 - 4 



TLC : Rf 0.50 (^otJ*n:^;-)i':ftgS=i 8 : l : l) ; 

NMR(DMS0-d6): 8 12.65-12.30 (1H, br), 8.65-8.52 (1H, m), 7.53 (2H, 
dd, J=9.0, 7.4Hz), 7.34 (1H, rid, J=9.0, 7.4Hz), 729- 7.00 (6H, m), 5.68- 
5.52 (2H, m), 4.74-4.58 (1 H, m), 4.51 (2H, s), 2.93-2.40 (6H, m) 0 
20 5 (7) 

N-7i-W + i'^^*^^-3 -75 y-4-t^rV-5- 





15 
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(5- (2, 6-y?nD7x-)M^) r h 7 V-)\<- 2 ->f ^) ^ 




5 

T L C : R f 0.61 (^nnm : : g£$= 5 o : i : l ) ; 

NMR(DMS0-d6): S 12.62-12.30 (1H, br), 8.77-7.66 (1H, m), 7.52 (2H, 
d, J=7.5Hz), 7.44- 7.22 (4H, m), 7.02-6.88 (3H, m), 5.91-5.75 (2H, m), 
5.00- 4.81 (1H, m), 4.61 (2H, s), 4.51 (2H, s), 2.92-2.56 (2H, m) 0 
10 %MM2 5 (8) 

N _ ( 2 - (^-tfc Kn-2 -t + V-T-t? M>- 1 -fu\£ 
-3-7^-4-t^V-5- (5- (2, 6-y?nD7i 




tlc : R f 0.40 (^o*w \* 9 s l 8 : l : l) ; 

NMR(DMSO-d6) : S 13.09-11.98 (1H, br), 8.74-8.43 (1H, m), 7.60- 
7.29 (3H, m), 5.83 (2H, brs), 5.06-4.86 (1H, m), 4.85- 4.62 (1H, m), 4.34 
20 (2H, s), 3.35 (2H, brs), 2.97-2.56 (2H, m), 2.47 (2H, brs), 1 .95-1 .30 (6H, m), 
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1.27 (3H, d, J=7.2Hz) 0 

mmm 25(9) 

N- (2S- (fF5HKD-5-t + V-l, 4 -^>V**-9-tf tf 
>-4-^) 7"net-^) - 3 -73y-4-**7-5- (5 - (2, 




tlc : R f o.42 (^n*M:^y-JKll= l 8 : l : l) ; 

NMR(DMS0-d6) : <5 12.98-12.14 (1H, br), 9.12-8.70 (1H, m), 7.75- 
7.26 (5H, m), 7.10-6.86 (2H, m), 6.07-5.63 (2H, brs), 5.28-4.96 (1H, m), 
4.96-4.60 (1H, m), 4.52-4.12 (4H, m), 3.76-3.42 (2H, m), 3.03-2.55 (2H, m), 
1.44 (3H, d, J=7.2Hz) 0 

%mm2 5 (i o) 

N- (2S- (2, 3-4>Kn-3, 4-r hyfc Kn-2 -t^V 
7-t~tf>-l ->f>U) 7ntf;j-^;U) - 3- 7<V-4-^^V-5-(5 
- (2, 6-y^D7x-Wf^) r h 7'/-^- 1 -A)V) 9 
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TLC:Rf0.30 (^DD;j«w:^y-JKW=i8:i:i) ; 

NMR(DMSO-d6): 8 12.90-12.16 (1H, br), 11.18 (1H, s), 8.97-8.64 (1H, 
5 m), 7.68- 6.86 {7H, m), 5.88 (1H, brs), 5.43-5.10 (1H, m), 4.98-4.62 (1H, 
m), 4.49-4.12 (1H, m), 3.70-3.35 (2H, m), 3.15-2.53 (4H, m), 2.36-1.82 (2H, 
m), 1.55- 1.20 (3H,m) 0 

%mm2 5(11) 

N- (2- (4-7^07*-*) -4-**V-5- / <>5'A't* 
10 Vittotf-toT^ J kfV 5 v>-3 -4 to) *Ttotitotf-to-3-7 < 
J - 4 - 5 - (5- (2, 6-y^DD7x-JMf^) rYy 

V-to- 1 -4 to) 



F 




15 

TLC:Rf0.31 (fvufrtok : * ?J-)U=4 : 1) ; 
NMR(DMS0-d6) : 5 9.21 (1H, m), 8.86 (1H, brs), 8.48 (1H, s), 7.70- 
7.20 (12H, m), 5.82 (2H, br), 5.12 (2H, s), 4.78 (1H, m), 4.58 (2H, brs), 
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4.27 (2H, brs), 2.80 (2H, m) 0 

mm\ 2 6 ( i ) &x nmmm 26(2) 

iif^j 2 4 (4) &£v t mnm2 5 (4) -cmi&itzit&mzFa^x^ 

##Ull (1) tmm<D&WZlX. ?M:^«CJ:oTffilt5 
H»J2 6 (1) 

N- (N-^>W*'>*^-^-L- , J v-^) -3-75 7- 
4-*4rV-5- (5- (2, 6-^nD7x-W^) f" YyV- 



TLC:Rf 0.38 (^00*^:^^-^:98=8:1:1) ; 

NMR(DMS0-d6): d 8.90-8.79 J&Tf 8.79-8.66 (1H, m), 7.92-7.65 (3H, 
15 br), 7.65-7.55 (1H, m), 7.50 (2H, d, J=7.5Hz), 7.43-7.10 (6H, m), 5.95-5.53 
(2H, m), 5.00 (2H, s), 4.91-4.65 (1H, m), 4.51 (2H, s), 4.13-3.83 (3H, m), 
2.93-2.55 (4H, m), 1.75-1.22 <6H, m), 1.16 (3H, t, J=7.2Hz) 0 

%mm2 6 (2) 

N- (N - ^ > y ^ v * - L - 'J y-^) -3-757- 
20 4-**V-5-(5-(2, 6-y^DD7x-;Mf;i/) fl>77- 



10 




1 • HCI 
NH 2 



CI 
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TLC: Rf 0.11 (^ou*;UA \ * 9 J o : 3 0 : 3) ; 
5 NMR(DMSO-d6) : 8 12.80-12.18 (1H, br), 8.87-8.65 (1H, m), 8.10- 

7.70 (3H, m), 7.70-7.45 (3H, m), 7.45-7.12 (6H, m), 5.99-5.50 (2H, m), 
5.00 (2H, s), 4.84-4.59 (1H, m), 4.51 (2H, s), 4.07-3.87 (IH.m), 2.90-2.55 
(4H,m), 1.72-1.19 (6H,m) 0 
nmW2 7 (1) ~2 7 (9) 
10 N- ( (N — (3-71-^11^) _ L _,*i;- ;l/ ) — L — T 

tz 0 

15 H»J2 7(1) 

N- (2-^f;M>y;i't^v) *>U#-A/-3-T5>'-4-*4r 
V-5- (5- (2, 6-y?nD7x-JMf^) f h 7 V-;u- 2 - 
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TLC:Rfo.43 (^t>:s«xfji/=2: i) ; 

NMR(CDCI3) : 8 7.40-7.09 (7H, m), 6.02-5.86 (1H, m), 5.78 RTf 
5 5.60 1 H, d, J=1 8.0Hz), 5.1 8 (2H,s), 4.76-4.62 (1H,m), 4.59 (2H,s), 
4.12 (2H, q, J=7.0Hz), 3.06 (1H. dd. J=17.5Hz, 5.0Hz). 2.77 (1H, dd, 
J=1 7.5Hz, 5.0Hz), 2.35 (3H, s), 1.23 (3H, t, J=7.0Hz) o 

mmvw 7 (2) 

10 -**V-5- (5- (2, 6->^DD7i^Mf^) fF? 1 /-* 
-2.-4 )V) ^^?>i-xfraT^ 




15 TLC:Rfo.40 (^0*^:^7-^=19:1) ; 

NMR(DMS0-d6) : S 8.55 (2H, d, J=5.8Hz), 8.12 (1H, d, J=9.5Hz), 
7.57-7.28 (3H, m), 7.34 (2H, d, J=5.8Hz), 5.96 {&* 1H, s), 5.14 (2H, s), 
4.76-4.60 (1H, m), 4.52 (2H, s), 4.06 {2H, q, J=7.2Hz), 2.86 (1H, dd, 
J=1 7.5Hz, 5.0Hz), 2.70 (1H, dd, J=17.5Hz, 6.0Hz), 2.35 (3H, s), 1.16 (3H, t, 
20 J=7.2Hz)c 

•$mw2 1 (3) 
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-4-*3rV-5- (5 - (2, 6-'^O07i-Wf*) T h 7 V 



TLC:Rfo.33 (^Dom^^-^n: l) ; 

NMR(CDCI3) : (5 7.34 (1H, d, J=8.8Hz), 7.34 (1H, d, J=7.6Hz), 7.18 
(1H, dd, J=8.8Hz, 7.6Hz), 5.95 (1H, d, J=9.5Hz), 5.80 JkXf 5.62 (&* 1H, 
1 0 d, J=1 8.0Hz), 5.41 -5.19 (1 H, m), 4.73-4.52 (1 H, m), 4.60 (2H, s), 4.1 5 (2H, 
q, J=7.0Hz), 4.02-3.75 (4H, m), 3.15-2.98 RIP 2.78-2.69 (2H, m), 2.32- 
1.92 (2H, s), 1.25 (3H, t, J=7.0Hz) o 

warn 2 7 (4) 

N _ (3_^on/<Vy>t + y) *jhf-;l/-3-75y-4-t^ 
15 V- 5 - (5- (2, 6-y?no7i^f^) t - 



20 TLc:Rfo.7i (<^*v> : ft«if-^= i : 1) ; 

NMR(CDCI3) : 5 7.45-7.10 (7H, m), 6.01-5.86 (1H, m), 5.78 RXf 
568 
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5.61 (&* 1 H, d, J=1 8.0Hz), 5.12 (2H, s), 4.74-4.55 (1 H, m), 4.60 (2H, s), 
4.15 (2H, q, J=7.2Hz), 3.08 (1H, dd, J=17.5Hz, 4.5Hz), 2.76 (1H, dd, 
J=17.5Hz, 5.0Hz), 1.24 (3H, t J=7.2Hz) c 
mmM2 7 (5) 



- (5- (2, 6-y^nn7x^;Mf*) r b y 2 -4 fr) 



TLC:Rfo.33 fr= 2 : l) ; 

NMR(CDCI3) : $ 7.26 (1H, d, J=8.6Hz), 7.26 (1H, d, J=7.4Hz), 7.09 
(1H,dd, J=8.6Hz, 7.4Hz), 6.00-5.73 (2H, m), 5.75 RXf 5.56 1H, d, 

J=1 8.0Hz), 5.25 (1H, dd, J=17.2Hz, 1.0Hz), 5.18 (1H, dd, J=11.2Hz, 
15 1.0Hz), 4.68-4.45 (1H, m), 4.54 (2H, s), 4.52 (2H, s), 4.06 (2H, q, J=7.0Hz), 
2.98 (1H,dd, J=1 7.5Hz, 4.5Hz), 2.72 (1H, dd, J=17.5Hz, 5.0Hz), 1.16 (3H, 
t, J=7.0Hz) o 

mm 2 7 (6) 

N- (i-yf u>-2-4 frfj-^t*:/) *;u^*-;u-3 -7< y - 

20 4 5 - (5- (2, 6-y^oo7x-JMf;l/) ff5'/- 



5 



N- (2-7 p n^>^-^v) 3-7^y-4-t^V-5 




10 
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TLC:Rfo.4i (A^t>:fti?if^=2 : 1) ; 

NMR(CDCI3): S 7.92-7.75 jBlV 7.56-7.41 (7H, m), 7.34 (1H, d, 
5 J=8.8Hz), 7.33 (1 H, d, J=7.6Hz), 7.1 8 (1 H, dd, J=8.8Hz, 7.6Hz) f 6.02-5.87 
(1H, m), 5.78 fttf 5.59 1H, d, J=1 8.0Hz), 5.32 (2H, s), 4.72-4.50 

(1H, m), 4.60 (2H, s), 2.99 (1H, dd. J=1 7.5Hz, 4.5Hz), 2.72 (1H, dd, 
J=1 7.5Hz, 5.0Hz), 1.40 (9H, s)o 

%mM2 7 (7) 

10 N— (i-y? U>- 1 -^MfJV^-^y) 3 -7 ^ 7 - 

4-**V-5- (5- (2, 6-y^on7i-;Mf^) rh77- 



15 

TLC:Rfo.44 (^3Mf^ : #®x^=2 : 1) ; 

NMR(CDCI3) : 8 8.11-7.98, 7.95-7.81 RXf 7.63-7.40 (7H, m), 7.34 
(1H, d, J=9.0Hz), 7.34 (1H, d, J=7.0Hz), 7.18 (1H, dd, J=9.0Hz, 7.0Hz), 
5.96-5.85 (1H, m), 5.76 (1H ( d, J=1 8.0Hz), 5.64 (2H, s), 5.58 (1H, d, 
20 J=1 8.0Hz), 4.72-4.50 (1H, m), 4.60 (2H, s), 2.99 (1H, dd, J=17.5Hz, 
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4.0Hz), 2.68 (1H, dd, J=17.5Hz, 4.5Hz), 1.38 (9H, s) 0 

mmi2 7 (8) 

N- (2-7x-ixW*) # 3 -7 5 y-4 V 

-5- (5- (2, 6-y^DD7x-;Mf^) t h 7 2 - 

5 • xf-;i/x^7"^ 



TLC:Rfo.63 (A^>:ftl6i^=i : 1) ; 

10 NMR(CDCI3) : S 7.48-7.42 (2H, m), 7.34-7.14 (6H, m), 6.56 (1H, d, 

J=8.4Hz), 5.67 (1H, d, J=17.8Hz), 5.46 (1H, d, J=17.8Hz), 4.87 (1H, m), 
4.15 (2H, q, J=7.2Hz), 3.23 (2H, m), 3.08 (1H, dd, J=1 7.4Hz, 4.4Hz), 2.93 
(2H, m), 2.74 (1H, dd, J=1 7.4Hz, 4.8Hz), 1.25 (3H, t, J=7.2Hz) 0 

%mm2 7 (9) 

15 N- (2-7x-*xW*) Ai^^-3-7^-4-t^7 

-5- (5- (2, 6-^DD7i-W^) x h 77-*- 1 - 4 





20 
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TLC:Rfo.54 (aH>:»K^=i : D ; 

NMR(CDCI3) : 6 7.48-7.43 (2H, m), 7.37-7.17 (6H, m), 6.62 (1H, d, 
J=8.8Hz), 5.61 (1H, d, J=1 8.6Hz), 5.40 (1H, d, J=18.6Hz), 4.93 (1H, m), 
4.1 8 (2H, q, J=7.2Hz), 3.28 (2H, m), 3.1 6 (1 H, dd, J=1 7.6Hz, 4.4Hz), 2.96 
5 (2H, m), 2.79 (1H, dd, J=1 7.4Hz, 5.0Hz), 1.28 (3H, t, J=7.2Hz) 0 

nmm2 s u) ~2 8 (7) 

$kMW2 7 ( 1 ) - 2 7 (7) "Cm&Ltiit&kimvX* %M12 3 

(1) tmmv&wzix, &T\z7fiLtz*%mit&m*wz 0 
%mm 2 8(D 

10 N- (2 -tf-fi/so v;p#*v) ijfrtf—fr-Z-T\J-4-1r* 
•7-5- (5- (2, 6-y^D7x-)Mf^) fh7 , /-^-2- 

4 iv) >tt 



TLC:Rf0.25 (^nn*M:^;-;i/=5 0: 1) ; 

NMR(DMSO-d6): 8 12.65-12.30 (1H, br), 8.02-7.86 (1H, m), 7.51 (2H, 
d, J=7.5Hz), 7.42- 7.25 (2H, m), 7.25-7.10 (3H, m), 5.98-5.83 (2H, m), 5.07 
(2H, S), 4.67-4.53 (1H, m), 4.50 (2H, s), 2.88-2.40 (2H, m), 2.28 (3H, s)„ 
20 »#I2 8 (2) 

N- (tl°US?>-4 -^Mf/l't+y) *j^;l/-3-75 7-4 
_^^y_ 5 _ ( 5 _ (2, 6-v f ?an7x-JMfM f 




15 



572 



WO 97/24339 



PCT/JP96/03801 




TLC : R f 0.46 (^od*h : ;-n< :ft»=8 : 1 : 1 )• ; 

NMR(DMSO-d6) : 8 12.80-12.25 (1H, br), 8.70-8.45 (2H, m), 8.18- 
8.01 (1H,m), 7.53 (2H, d, J=7.0Hz), 7.46-7.28 (3H, m), 6.10-5.80 (2H, m), 
5.13 (2H, s), 4.70-4.56 (1H, m), 4.51 (2H, s), 2.91-2.56 (2H, m) 0 

%mm2 8 (3) 

N— (t h7t KD77>-3-^t+>) *>u>K-^-3-75 y 
-4-**V-5- (5- (2, 6-v^dd7x-;m^) r b 7 V 



TLC:Rf o.46 (^DD*w:^;^:»i=i 8 : l : l) ; 

NMR(DMS0-d6) : 5 7.88-7.76 (1H, m), 7.52 (1H, d, J=8.8Hz), 7.51 
(1 H, d, J=6.8Hz), 7.37 (1 H, dd, J=8.8Hz, 6.8Hz), 5.95- 5.78 (2H, m), 5.20- 
5.07 (1H, m), 4.61-4.43 (1H, m), 4.50 (2H, s), 3.83-3.60 (4H, m), 2.87-2.20 
(2H, m), 2.23-2.00 W 2.00-1.80 (£* 1H, m)o 

MmW2 8 (4) 

N— (3-^OD^>y'H^y) ijA>#—H>- 3 -7 < J - 4 * 




CI 
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y - 5 - (5- (2, 6-^OD7i-Wf*) fb77-^-2- 




5 

tlc : R f 0.20 (*nn*juA :**y->u:BfcK=5 o : i : i) ; 

NMR(DMSO-d6) : S 8.00-7.87 {1H, m), 7.60-7.27 (7H ( m), 6.00-5.80 
(2H, m), 5.07 (2H, s), 4.67-4.42 (1H, m), 4.50 (2H, s), 2.86-2.54 (2H, m) 0 

£»J2 8 (5) 

10 N — (2-7*o/^t^y) #A'#iA'-3-75y-4-**V-5 

- (5- (2, 6-^nD7xi^fJl/) fh7V-^-2-^fJl/) 




tlc : R f 0.22 (?oa*w :^ ? y - : g£$= 5 o : i : l) ; 

NMR(DMSO-d6) : S 12.53-12.30 (1H, m), 7.58 RV 7.57 (£-fr*T 
2H, d, J=8.4Hz W 7.0Hz), 7.43 (1H, dd, J=8.4Hz W 7.0Hz), 
6.10-5.84 (3H, m), 5.36 (1H, dd, J=17.4Hz, 1.4Hz). 5.25 (1H, dd, 
20 J=1 0.6Hz, 1.4Hz), 4.74- 4.50 (1H, m), 4.58 (2H, d, J=5.2Hz), 4.57 (2H, s), 
2.93-2.52 (2H, m) 0 
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mnM2 8 (6) 

N _ (y-y? \sy-2 -4 frff-A/Hr^i/) ilti/tf-fc- 3 -7 < 7 - 
4 -**V- 5 - (5- (2, 6-y^DD7x^)Mf)l/) ThyV- 

)v-2 



TLC : R f 0.26 (*nn*;i^ : ^ 9 J : Bfc®= 5 o : l : l) ; 
NMR(DMSO-d6)I 8 8.08-7.81 <5H, m), 7.58-7.42 (5H, m), 7.36 (2H, d, 
10 J=9.0Hz, 7.5Hz), 6.03-5.80 (2H, m), 5.25 (2H, s), 4.70-4.55 (1 H, m), 4.52 
(2H, s), 2.91-2.53 (2H, m) 0 

%mm2 s (7) 

N- (1-7 9 V>- 1 -A ii)V$=.)V- 3 -7 5 J - 

4-**V-5- (5- (2, 6-^007x^^1 f-h^V- 
15 )l>-2-A)V) s<>9>$i 



tlc : Rf 0.63 (^do^a:^;-jv:S®=i 8 : i : i) ; 

20 NMR(DMS0-d6) : 8 8.12-7.84 7.65-7.26 fetHtX 11H, m), 

575 
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6.07-5.78 (2H, m), 5.56 (2H, s), 4.70-4.55 (1 H, m), 4.52 (2H, s), 2.90-2.55 
(2H, m) 0 
mMM2 9(1) 

N- (4-t-W7x-^) ^;i/*-;i^-3-7?y-4-t + V 
5 -5- (5- (2, 6-^ou7x^JMfJl/) f h 1 - 4 

- ;p) t -rf^fA- 



10 ##0U9 (1) -?m&Ltzit&m (725 mg) C^no>^ (5m 
1) ^^Jw 0 *C"C 4 — t —~f^f-)\/ jr <y J cy^ )]/ ~ ))/ & U y j K (524 m 
g ) , h ij if-jVT^ > (0.2 ml), y'^f^T^ / tTV v> (185 mg) 

tvV*^*7i^nvh^77^ (^*^> : ftKx-f >i/=3 : l ) 

Cio-CSSU &©*tt**Wt**f&9HI:£» (526 mg) *f#fc, 

TLC:Rfo.46 (^**f> : Siif^=2 : D ; 

NMR(DMSO-d6) : 5 7.91-7.72 (2H, m). 7.68-7.50 (2H, m), 7.46-7.16 
20 (3H, m), 6.01 (1H, d, J=9.2Hz), 5.76 (1H, d, J=18.8Hz), 5.63 (1H, d, 
J=1 8.8Hz), 4.29 (2H, s), 4.21-4.02 (1H, m), 2.96 (1H, dd, J=17.6 RXf 
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4.2Hz), 2.40 (1H, dd, J=17.6 RXf 4.4Hz), 1.37 (9H, s), 1.36 (9H, s) 0 

%mn 29 (2) -29 (74) 

###i9 (i) &zrf^%m$ (2) -?wkikLtz\t&®tmm-tz>*^ 
*-)v?u?4 vit&mm^x, %m\2 9(1) tmmvmtzLx, 

%mM2 9 (2) 

N-7i-)^fJ^M-^- 3-T$S-4-**V-5- (5- 
(2, 6-y?Dn7x-JMfil/) r h 7 2 -4 fr) 9 > 

m • t --/f-^i^r^ 



TLC:Rf0.77 (?nn^A:^^;-^=19 : i) ; 
NMR(DMSO-d6) : <5 7.90 (1H, d, J=9.0Hz) F 7.58-7.29 (8H, m), 5.98 
15 (2H, m), 4.52 (4H, m), 2.77-2.64 (2H, m), 1.38 (9H, s) 0 
%mmi 9 (3) 

N-7x-W^-^-3-7^-4-t^V-5- (5- (2, 
6-y?OD7x-;Mf^) t Y 7 7-^ - 2 ^>?^g£- t 



10 




20 
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TLC:Rfo.57 (^dd*w : * *?j-)v= i 9 : l) ; 

NMR(CDCI3): 5 7.93-7.83 W 7.71-7.48 (5H, m), 7.35 (1H, d, 
J=9.0Hz), 7.35 (1 H, d, J=7.0Hz), 7.1 8 (1 H, dd, J=9.0Hz, 7.0Hz), 6.07 (1 H, 
d, J=9.5Hz), 5.83 RTF 5.62 (#* 1H, d, J=1 8.0Hz), 4.59 (2H, s), 4.20- 
5 4.05 (1H, m), 2.82 (1H, dd, J=17.5Hz, 4.0Hz), 2.24 (1H, dd, J=17.5Hz, 
4.5Hz), 1.37 (9H, s) 0 

%mm 29(4) 

N- (2- {1-7 9 vy- 1 ->f )V) x^;u) ^H-;v-3-7^y 
-4-**7-5- (5 - (2, 6->^nD7x^JMf^) r h y V 
10 -;i/-2-^^) ^<>*>@£- t-^f^f^ 



TLc:Rfo.43 :ftKJ-^=2 : l) ; 

15 NMR(CDCI3) : 8 8.11-7.73 W 7.63-7.08 (10H, m), 5.72 W 5.58 

(&* 1H, d, J=1 8.0Hz), 4.58 (2H, s), 4.32-4.19 (1H, m), 3.74-3.55 HSf 
3.53-3.37 (£-fc-£T 4H,m),2.91 (1H, dd, J=17.5Hz, 4.5Hz), 2.52 (1 H, dd, 
J=17.5Hz, 5.0Hz), 1.38 (9H, s)« 

f£tt«2 9 (5) 

20 n — {1-7 9 vy-2 -4 )V) *jM!-A"-3 -7? y-4 -**v- 

5- (5- (2, 6-^DD7x-;Mf^) fh7 1 /-^-2-^^) 
^>?>g£. t - 7f *iAf ^ 
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TLC:Rfo.24 :ftK^^=3 : 1) ; 

5 NMR(CDCI3) : S 8.45 (1H, m), 8.07-7.59 (6H, m), 7.34 (1H, d, 

J=9.0Hz), 7.34 (1H,d, J=7.0Hz), 7.17 (1H, dd. J=9.0Hz, 7.0Hz), 6.20 (1H, 
d, J=9.5Hz), 5.88 W 5.67 1H, d, J=18.0Hz), 4.58 (2H, s), 4.26 

(1H, m), 2.79 (1H, dd, J=17.5Hz, 4.0Hz), 2.20 (1H, dd, J=1 7.5Hz, 4.5Hz), 
1.33 (9H, s) 0 
10 mm\2 9(6) 

N- Vy- 1 7,)V*~)V-Z -75 S-A -**cV- 

5- (5- (2, 6-v?DD7x-Wf;v) r b 7 V—fr- 2 ->f;i/) 




TLC:Rfo.2i :ftK^^^=3 : l) ; 

NMR(CDCI3) : 5 8.62-8.50, 8.35-8.26, 8.18-8.07, 8.05-7.94 Rtf 
7.76-7.46 (7H, m), 7.33 (1H, d. J=9.0Hz), 7.33 (1H, d, J=7.0Hz), 7.16 (1H, 
20 dd, J=9.0Hz, 7.0Hz), 6.50-6.39 (1H, m), 5.84 Rlf 5.56 1H, d, 
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J=18.0Hz), 4.57 (2H, s), 4.12-3.95 (1H, m), 2.65 (1H, dd, J=17.5Hz, 
4.0Hz), 1.78 (1H, dd, J=1 7.5Hz, 5.0Hz), 1.24 (9H, s) 0 

MMM2 9 (7) 

N- (2-7x-^xr^) x;v#-;i/-3-7</-4-^^y- 
5 5- (5- (2, 6-^DD7x-)Mff) f YyV~-)l>-2->{ )V) 



10 TLC:Rf0.53 (^+-9-> : ftKxf-;l/=3 : 1) I 

NMR(DMS0-d6) : <J 7.55 (1H,d, J=15.6Hz), 7.52-7.40 (5H, m), 7.36- 
7.1 7 (3H, m), 6.77 (1 H, d, J=15.6Hz), 5.92 (1 H, d, J=1 8.2Hz), 5.73 (1 H, d, 
J=1 8.2Hz), 4.59 (2H, S), 4.20 <1H, m). 2.98 (1H, dd, J=17.4, 4.2Hz), 2.70 
(1H, dd, J=17.4, 4.2Hz), 1.39 (9H, s) 0 
15 %tm2 9 (8) 

N- (4-7"nt7i-^) *;U#-/U-3-75 y-4-**7-5 
- (5- (2, 6-^0071-^^) t Y yV-)V- 2 -4)l>) 




20 
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TLC:Rfo.44 (^*v> : &m^*fr=2 : D ; 

NMR(DMS0-d6) : S 7.76 W 7.66 (£* 2H, d, J=8.5Hz), 7.34 (1H, 
d, J=9.0Hz), 7.34 (1H, d, J=7.0Hz), 7.16 (1H, dd, J=9.0Hz, 7.0Hz), 6.12 
(1H, d, J=9.6Hz), 5.84 W 5.64 (#* 1H, d, J=18.0Hz), 4.60 (2H, s), 
5 4.19-4.03 (1H, m), 2.82 (1H, dd, J=1 7.8Hz, 3.8Hz), 2.31 (1H, dd, 
J=1 7.8Hz, 4.6Hz), 1.38 (9H, s) 0 

mum 2 9 (9) 

N--/f-^x;w*-;u-3-r< 7-4 -**V-5 - (5- (2, 6 
-y?OD7i-;Mf^) r h5'/-^-2 -4 ^) >t& • t - 

10 /fjl/X^r^ 



TLC:Rf0.60 : §£$x-^=2 : l) ; 

15 NMR(CDCI3) : 5 7.37-7.24 (3H, m), 5.89 (2H, d, J=1 7.2Hz), 5.74 (1H, 

d,J=1 7.2Hz), 4.61 (1H,s), 4.38-4.28 (1H, m), 3.12-3.02 (2H, m), 2.98 (1H, 
dd, J=1 7.0, 4.6Hz), 2.74 (1 H, dd, J=1 7.0, 4.6Hz), 1 .91 -1 .79 (2H, m), 1 .63- 
1.61 (2H, m), 1.43 (9H, s), 0.96 (3H, t, J=7.2Hz) 0 
nmm2 9(10) 

20 N— D >-S ZA"fc~Jl'-3-T$ S-4-**V-5 

- (5- (2, 6-^on7z-Wf^) fh77-;l/-2-^^) 




* >1S • t -7"f^xxf^ 
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TLC:Rfo.46 :IW=-f-*=i : 1) ; 

NMR(CDCI3) : S 9.02 (1H, dd, J=4.3, 1.7Hz), 8.47-8.10 (3H, m), 
5 7.73-7.55 (2H, m), 7.44 (1H, d, J=7.5Hz), 7.37-7.13 (4H, m), 6.02 (1H, d, 
J=16.6Hz), 5.87 (1H, d, J=16.6Hz), 4.60 (2H, s), 4.48-4.41 (1H, m), 2.66 
(1H, dd, J=17.0, 4.5Hz), 2.96 (1H, dd, J=17.0, 4.5Hz), 1.27 (9H, s) 0 

nMW2 9(11) 

N- (5-y^fiV7^t7^U>-l-^^) >UU*-;U-3-7 
10 5;-4-t^V-5- (5- (2, 6-^OD7x-;Mf^) rh 



NMR(CDCI3): S 8.60(1H, d,J=8.5Hz), 8.31-8.19 (2H, m), 7.63-7.52 
<2H, m), 7.36-7.1 3 (5H, m), 6.39 (1 H, d, J=9.9Hz), 5.84 (1 H, d, J=1 8.2Hz), 
5.55 (1 H, d, J=1 8.2Hz), 4.58 (2H, s), 4.05-3.96 (1 H, m), 2.89 (6H, s), 2.66 




H 3 C 



15 



T l c : R f 0.58 i^^-y : fflfcu-fr^ 2:1) 
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(1H, del, J=17.2, 4.5Hz), 1.79 (1H, dd, J=17.2, 4.5Hz), 1.25 (9H, s) c 

mmm 29 (12) 

N- (4--l>D7x-;l/) j3ji/*^;l/-3 -T5 J - 4 -**7- 5 
- (5- (2, 6-y^D7x-JMf^) T" h "7 V— )V— 2 —4 fr) 
5 t-7f^f;i' 



TLC:Rfo.60 (^do*w:^;-^=i9: D ; 

10 NMR(CDCI3) : 5 8.38 Rtf 8.05 2H, d, J=9.2Hz), 7.36 (1H, d, 

J=8.8Hz), 7.36 (1 H, d, J=7.2Hz), 7.20 (1 H, dd, J=8.8Hz, 7.2Hz), 6.25 (1 H, 
d, J=9.6Hz), 5.71 RXf 5.56 (&* 1H, d, J=18.0Hz), 4.61 (2H, s), 4.27- 
4.10 (1H, m), 2.92 (1H, dd, J=1 7.8Hz, 4.0Hz), 2.38 (1H, dd, J=17.8Hz, 
5.0Hz), 1.38 (9H, s) 0 

15 mMM2 9(13) 

N-7x^WJV*-^-3-7^-4-i + V-5- (5- (2, 
6-y^Pn7x-Wf^) f h J^f-fr- 1 --f to) t 





CI, 



20 
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TLC:Rfo.46 : l) ; 

NMR(DMSO-d6) I d 8.66 (1H, d, J=10.0Hz), 7.94-7.89 (2H, m), 7.65- 
7.33 (6H, m), 6.04-5.79 (2H, m), 4.53-4.42 (1H, m), 4.28 (2H, s), 2.65-2.61 
(2H,m), 1.33 (9H,s). 
5 %mm 2 9 (14) 

N- (2-7^07i-M x;V*-^-3-7^-4-t^V- 
5 _ (5 _ (2, 6->'^DD7x-JMf;i') t h 9 % S-A>- 2 -4*) 



TLC:Rf0.43 :ftK«x*;w=2 : l) ; 

NMR(CDCI3): <5 7.92 (1 H, dt, J=1 .8, 7.8Hz), 7.70-7 .59 (1H, m), 7.37- 
7.14 (5H, m), 6.28 (1H, d, J=9.4Hz), 5.92 (1H, d, J=1 8.0Hz), 5.74 (1H, d, 
1 5 J=1 8.0Hz), 4.60 (2H, s), 4.30-4.21 (1 H, m), 2.92 (2H, dd, J=1 7.6, 3.7Hz), 
2.34 (2H, dd, J=17.6, 3.7Hz), 1.40 (9H, s)„ 

mmm2 9(15) 

N _ (4_ 7 ;i/tn7x^) x;i/*-;i/-3 -73 y-4 -**v - 
5 _ ( 5 _ ( 2j 6-y?D07x-JMf)P) •T\-7V*-b-2-4 fr) 
20 ^^^Sl- t-7f^f^ 



10 
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TLC:Rfo.46 (^*v-y : #$^^=2 : 1) ; 

NMR(CDCI3) : S 7.93-7.86 (2H, m), 7.38-7.15 (5H, m), 6.08 (1H, d, 
J=8.5Hz), 5.83 (1H, d, J=1 8.0Hz), 5.63 (1H, d, J=1 8.0Hz), 4.60 (2H, s), 
4.18-4.08 (1H. m), 2.82 (2H, dd, J=17.4, 3.9Hz), 2.30 (2H, dd, J=17.4, 
3.9Hz), 1.38 (9H, s) 0 

mm 2 9 (1 e) 

N- (3-7)^d7i^) x;u*-;u-3 -75 y-4 - **y- 
5- (5- (2, 6-y^nD7x^M^) rF77-^-2-^JV) 




15 TLC:Rf0.62 DU^^A '. * 9 J —)V= 19 11) ; 

NMR(CDCI3): d 7.72-7 '.46 W 7.42-7.12 (7H, m), 6.23-6.10 (1H, m), 
5.84 RTf 5.64 1H, d, J=18.0Hz), 4.60 (2H, s), 4.22-4.07 (1H, m), 

2.84 (1 H, dd, J=1 7.5Hz, 4.0Hz), 2.38 {1 H, dd, J=1 7.5Hz, 5.0Hz), 1 .37 (9H, 
S) 0 

20 mm 2 9(17) 

585 
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- (5- (2, 6-v?do7x^;M^) f h 7 2 -A fr) 




TLC:Rfo.24 : 3 : l) ; 

NMR(CDCI3) : <5 8.20-8.08 (1H, m), 7.92-7.72 (1H, m), 7.60-7.40 (2H, 
m), 7.34 (1H, d, J=9.0Hz), 7.34 (1H, d, J=7.0Hz), 7.18 (1H, dd, J=9.0Hz, 
7.0Hz), 6.68 (1H, d, J=9.6Hz), 5.98 W 5.80 (&4 1H, d, J=1 8.0Hz), 
10 4.60 (2H, s), 4.17-4.00 (1H, m),2.88 (1H, dd, J=17.5Hz, 4.0Hz), 2.19 (1H, 
dd, J=1 7.5Hz, 5.0Hz), 1.40 (9H, s)o 

mmm2 9d8) 

5- (5- (2, 6-^DD7x-;MfJP) r 1>7 V— )V — 2 — 4 )b) 
15 • t -^fA'J-^f^ 




TLC:Rfo.38 (^t>:SK^=2 : i) ; 

20 NMR(CDCI3): <J 7.81 (2H, d. J=9.0Hz), 7.36-7.14 (3H, m), 7.01 (2H, d, 
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J=9.0Hz), 5.99 (1H, d, J=9.8Hz), 5.85 (1H, d, J=16.9Hz), 5.63 (1H, d, 
J=1 6.9Hz), 4.60 (2H, s), 4.14-4.03 (1H, m), 2.81 (2H, dd, J=12.6, 3.7Hz), 
2.26 (2H, dd, J=12.6, 3.7Hz), 1.37 (9H, s) 0 

mmm2 9(19) 

5 N _ (i-f^^D^Wi^) *;i/*-;w-3 -75 J- 4 

(5 - (2, 6-y^D7x-WfJl') f b 9 V*- )V 
-2-4 )\>) ^>9>W.' t-f+frJ-XT*' 




10 

TLC:Rfo.43 i^^-y : s=$x^;u=2 : l) ; 

NMR(DMSO-d6) : S 8.01 (2H, d, J=8.8Hz), 7.82 (2H, d, J=8.8Hz), 
7.37-7.15 (3H, m), 6.21 (1H, d. J=9.2Hz), 5.84 (1H, d, J=17.9Hz), 5.65 (1H, 
d, J=1 7.9Hz), 4.61 (2H, s), 4.23-4.12 (1H, m), 2.81 (2H, dd, J=16.6, 4.0Hz), 
1 5 2.26 (2H, dd, J=16.6, 4.0Hz), 1 .36 (9H, s) Q 

%mm2 9 (2 0) 

N- (ft7x>-2-^V) — 3-7? ;-4-t^V- 

5- (5- (2, 6->^no7x^Mf)l') f h ? V-)V- 2 - 4 )V) 

20 
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O N* N < 



CI 



TLC:Rfo.43 (^Ws : »K^^= 2 : l) ; 

NMR(DMSO-d6) : S 7.68-7.65 (2H, m), 7.37-7.14 (3H, m), 7.13 (1H, t, 
J=4.4Hz), 6.17 (1H, d, J=9.4Hz), 5.86 (1H, d, J=18.1Hz), 5.66 (1H, d, 
J=18.1Hz), 4.60 (2H, s), 4.24-4.13 (1H, m), 2.89 (2H, dd, J=17.5, 3.7Hz), 
2.26 (2H, dd, J=17.5, 3.7Hz), 1.38 (9H, s)„ 

mm 2 9(21) 

N- (3-7i-^7"o^) ^^-^-3-7^-4-t + V- 
5- (5- (2, 6->^DD7i-)M^) t F 7 V As 2 i As) 



TLC:Rfo.4i : *»j-?-^=2 : 1) ; 

NMR(CDCI3) I <J 7.40-7.10 (8H, m), 5.82 RXf 5.66 1H, d, 

J=1 8.0Hz), 4.61 (2H, s), 4.32-4.16 (1H, m), 3.12-2.52 (6H, m), 2.30-2.50 
(2H, m), 1.42 (9H, s)„ 

nmm 29 (22) 

N- (2-7^n7x-^) ^;i/ ( t-;|/-3-7^-4-t + V- 
5 _ (5 _ ( 2> 6-/7nn7x^Mf^) r h y 1 ->f jl/) 




CI 
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CI. 



5 HPTLCiRf 0.34 > : ftRif^= 2 : 1 ) ; 

NMR(CDCI3) : 5 7.96 (1H, m), 7.68 (1H, m), 7.46-7.10 (5H, m), 6.24 
(1H, m), 5.84 RTF 5.75 (#* 1H, d, J=1 8.0Hz), 4.30 (2H, s), 4.28 
(1H, m), 3.05 RTf 2.45 (&* 1H, dd, J=17.5, 5.0Hz), 1.40 (9H, s)„ 

mmM2 9 (2 3 ) 

10 N- (4-^DU7x-;b) 7Jl/*-;l'-3-7^-4-t^y - 5 
- (5- (2, 6-^DD7x-^f*) tY7V-)V-2-4 )V) 

^yfy&' t-7f^f^ 



TLC:Rfo.6i (^dd*h : p« 9j-*/= i 9 : l ) ; 

NMR(CDCI3) : 8 7.81 Rtf 7.52 2H, d, J=8.0Hz), 7.35 (1H, d, 
J=8.0Hz), 7.35 (1H,d, J=8.2Hz), 7.19 (1H,dd, J=8.2Hz, 7.0Hz), 6.13 (1H, 
d, J=9.5Hz), 5.84 W 5.64 1H, d, J=1 8.0Hz), 4.60 (2H, s), 4.21- 

20 4.05 (1H, m), 2.83 (1H, dd, J=1 7.5Hz, 4.5Hz), 2.33 (1H, dd, J=17.5Hz, 




15 



589 



WO 97/24339 



PCT/JP96/03801 



5.0Hz), 1.37 (9H, s)„ 

%MM2 9 (2 4) 

N — (3-^do7i-*) 7;i/*-^-3-7</-4-t + V-5 
- (5- (2, 6-y?no7x^Wf^) x h 7 *f-fr- 2 ->f /U) 
5 t-7*f^Xf^ 




T L c : R f o.66 (9 oo-tw : * 9 J ->u = l 9 : l ) ; 

10 NMR(CDCI3): 5 7.95-7.41 (4H, m), 7.34 (1H, d, J=9.0Hz), 7.34 (1H, d, 

J=8.0Hz),7.18(1H,dd,J=9.0Hz, 7.0Hz), 6.17 (1H, d, J=9.6Hz), 5.84 RXf 
5.65 1 H, d, J=1 8.0Hz), 4.60 (2H, s), 4.23-4.08 (1 H, m), 2.84 (1 H, dd, 
J=1 7.6Hz, 4.0Hz), 2.29 (1H, dd, J=17.6Hz, 4.6Hz), 1.38 (9H, s) e 

mmm 29 (25) 

15 N- (2 -?nu7x-;P) K)V* — )V- 3 -7 5 / - 4 -i^rV- 5 

- (5- (2, 6->^nn7i-;Mf^) r h 9 2 -4 )V) 




TLC:Rf0.64 (^no*;^ : *9J-*>=\ 9 : l) ; 
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NMR(CDCI3) : 8 8.15-8.07 (1H, m), 7.61-7.40 (3H, m), 7.34 (1H, d, 
J=9.0Hz), 7.34 (1 H, d, J=7.0Hz), 7.1 7 (1 H, dd, J=9.0Hz, 7.0Hz), 6.58 (1 H, 
d, J=9.6Hz), 5.97 RZf 5.79 1H, d, J=18.2Hz), 4.60 (2H, s), 4.18- 

4.04 (1H, m), 2.88 (1H, dd, J=17.6Hz, 3.6Hz), 2.19 (1H, dd, J=1 7.6Hz, 
5 4.4Hz), 1.40 (9H,S) 0 

%mm 9 (2 6) 

N- (2-7x-;^ + y7x-JP) K^fr-P- 3 -T J - 4 - * 
*V-5- (5- (2, 6-y?DD7x-JMfM TYyV-)V-2 



TLC:Rfo.33 : #&.x^=3 : i) ; 

NMR(CDCI3) : S 8.03-7.93,7.58-6.97 W 6.95-6.85 (1H, m), 6.38 
15 (1H, d, J=9.6Hz), 5.93 W 5.82 1H, d, J=18.0Hz), 4.60 (2H, s), 

4.28-4.22 (1H, m), 2.94 <1H, dd, J=17.5Hz, 4.0Hz), 2.46 (1H, dd, 
J=17.5Hz, 5.0Hz), 1.38 (9H, s)o 

H»J2 9 (2 7) 

N- (2-7x^^7i^) 3 -7 5 J - 4 -**V - 

20 5 - (5 - (2, 6 ->'^Dn7x-WfJl/) 7h7 , /-^-2-'fM 



10 
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tlc: Rf 0.45 :ftKxf-^=2 : l) ; 

NMR(CDCI3): 6 8.14 (1H, dd, J=1.4, 7.8Hz), 7.70-7.12 (11H, m), 5.67 
5 (2H. s). 5.18 (1H, d, J=9.4Hz), 4.58 (2H, s), 3.96 (1H, m), 2.74 (1H, dd, 
J=4.0, 17Hz), 2.25 (1H, d, J=4.8, 17Hz), 1.36 (9H, s) Q 

%MM2 9 (2 8) 

N- (3 -7x-J^n X 3 -7 5 J - 4 V - 

5- (5- (2, 6-^OD7x-Wf^) Tb 1-4 fr) 

10 >8ft • t -•/f-AM.^rJU 



tlc : Rf 0.28 (^DD>^:ftKxf^=2o: l) ; 

15 NMR(CDCI3) : 5 7.41-7.14 (8H, m), 5.78 ~&Xf 5.68 1H, d, 

J=19.0Hz), 5.70 (1H, d, J=9.4Hz), 4.35-4.19 (1H, m), 4.31 (2H, s), 3.19- 
2.95 W 2.87-2.60 (6H, m), 2.35-2.07 (2H, m), 1.43 (9H, s) Q 

%im\2 9 (2 9) 

N- (2-> h^>7x-*) ^;l/*^^-3 -75 y - 4 -t^V - 




CI 
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5- (5- (2, 6-y^n7x-JMf^) t \-7V-)V-2-4 )V) 




TLC:Rf 0.40 :#«^f-A'=2 : l) ; 

NMR(CDC!3) : 5 7.95-7.86 (1H, m), 7.63-7.46 (1H, m), 7.38-6.93 (5H, 
m), 6.38 <1H, d, J=8.5Hz), 5.78 (2H, s), 4.60 (2H, s), 4.30-4.12 (1H, m), 
3.93 (3H, s), 2.85 (1H, dd, J=17.6Hz, 4.0Hz), 2.26 (1H, dd, J=1 7.6Hz, 
10 5.0Hz), 1.40 (9H, s) 0 

mmm 29 00) 

N- (2, 6-^7WD7x-;i/) XJV*-^-3-7$y-4-t 
* V - 5 - (5- (2, 6-y?Dn7x;;Mff) ff7V-^-2 

15 




TLC:Rfo.33 ('vHf-v :»»x*/u=2 : 1) ; 

NMR(CDCI3): $ 7.65-7.46 (1H, m), 7.34 (1H, d, J=8.8Hz), 7.34 (1H, d, 
20 J=7.2Hz), 7.18 (1H, dd, J=8.8Hz, 7.2Hz), 7.09 RTF 7.05 (#* 1H, d, 
J=8.6Hz), 6.56-6.45 (1H,m), 5.91 Rtf5.75{&* 1H, d, J=1 8.0Hz), 4.60 
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(2H, s), 4.45-4.53 (1 H, m), 2.98 (1H. dd, J=17.8Hz. 3.6Hz), 2.45 (1H, dd. 
J=17.8Hz, 4.6Hz), 1.41 (9H, s) c 

&gfcffll2 9(3 1) 

N _ (4->7;7i-ji/) *;i/*~;v-3 -7 3 y-4-tf*V-5 
_ ( 5 _ (2, 6-y?DD7i-Wf^) ff7 , /-^-2-^f;v) 




TLC:Rfo.63 -^=2 : i) ; 

NMR(CDCI3) : $ 7.97 (2H, d, J=8.5Hz), 7.83 (2H, d, J=8.5Hz), 7.36 
(2H, d,J=8.0Hz), 7.1 9 (1H,t,J=8.0Hz), 6.33-6.1 9 (1H,m), 5.81 RZf 5.61 
{&+ 1H, d, J=1 8.0Hz), 4.61 (2H, s), 4.25-4.13 (1H, m), 2.80 (1H, dd, 
J=1 7.5Hz, 4.0Hz), 2.38 (1H, dd, J=17.5Hz, 4.6Hz), 1.37 (9H, s) 0 

mmm 29 02) 

N _ ( 2 ->f^7x-^) X**-*-3-T^-4-*^V-5 
- (5- (2, 6-v?DD7x-iMfil') T h 7 V— )V — 2 — 4 fc) 
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TLC:Rfo.42 (<^*v> : »K^f-^=2 : 1) ; 

NMR(CDCI3) : £ 8.04-7.90 (1H, m), 7.58-7.19 (6H, m), 6.33-6.09 (1H, 
br), 5.81 (1H, dd, J=1 8.0Hz), 5.63 (1H, dd, J=1 8.0Hz), 4.59 (2H, s), 4.14- 
3.97 (1 H, m), 2.79 (1 H, dd, J=17.6 RTF 3.6Hz), 2.64 (3H, s), 2.18(1 H, dd, 
5 J=17.6 RTF 4.6Hz), 1.38 (9H, s)o 

mmm2 9 (33) 

N- (4-^f*7xi)P) *fl/*^;U-3 -7 5 S-A-**V- 5 
- (5- (2, 6-y?no7x-W^) f- Y y y f-fr-2 ->f^) 



TLC:Rf0.35 (^^r*> : ||!if^=2 : l) ; 

NMR(CDCI3) : <5 7.82-7.68 (2H, m), 7.44-7.10 (5H, m). 6.05 (1H, d, 
1 5 J=9.0Hz), 5.86 (1 H, dd, J=1 8.2Hz), 5.62 (1 H, dd, J=1 8.2Hz), 4.60 (2H, s), 
4.22-4.02 (1H, m), 2.82 (1H, dd, J=17.6 RTF 3.8Hz), 2.48 (3H, s), 2.26 
(1H, dd, J=17.6 RTF 4.6Hz). 1.37 (9H, s) 0 

***I2 9 (3 4) 

N — (4 -7i-;U7i-;i/) ^^*-;u-3 -75 J-A -**v- 
20 5 - (5 - (2, 6-^OD7x-;MfJP) f h?V-Jl>-2->r AO 



10 
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TLC:Rfo.26 (A+t>:ftSxf^/=3 : l) ; 

NMR(CDCI3) : 8 8.00-7.86 (2H, m), 7.84-7.69 (2H, m), 7.67-7.38 (5H, 
5 m), 7.38-7.11 (3H, m, 6.14 (1H, brs), 5.87 (1H, d, J=1 8.2Hz), 5.67 (1H, d, 
J=18.2Hz), 4.59 (2H, s), 4.27-4.06 (1H, m), 2.85 (1H, dd, J=17.4 &Xf 
4.0Hz), 2.33 (1H, dd, J=17.4 W 4.6Hz), 1.37 (9H, s)„ 

mmwn 9 (3 5) 

10 ?y-4-t*V-5- (5- (2, 6-y?no7x-JMfJl') f F 




15 tlc : Rf 0.50 (Mt^:SSif^=3 : D ; 

NMR(CDCI3) : 5 8.69 (1H, d, J=8.8Hz), 8.37-8.14 (2H, m), 7.59-7.43 



596 



WO 97/24339 



PCT/JP96/03801 



(2H, m), 7.43-7.06 (4H, m), 6.43 (1H, d, J=10.0Hz), 5.87 (1H, d, J=18.4Hz), 
5.57 (1H, d, J=18.4Hz), 4.58 (2H, s), 4.10-3.93 (1H, m), 3.11 (4H, t, 
J=7.2Hz), 2.65 (1H, dd, J=17.8 Rtf 3.4Hz), 1.75 (1H, dd, J=17.8 
4.6Hz), 1.55-1.05 (8H, m), 1.24 (9H, s), 0.83 (6H, t, J=7.0Hz) o 
5 %mm2 9 (3 6) 

N — (3-7x^;V7x-;l/) * )\,*=.)\>- 3 -7 3 J - 4 -**V - 
5- (5- (2, 6-y^nD7x-Wff) f h 9 V-*- 2 ->f /U) 




TLC:Rf0.67 (?nn*w : * 1 9 : 1 ) ; 

NMR(CDCI3) : 8 8.10 (1H, m), 7.90-7.80 (2H, m), 7.67-7.39 (6H, m), 
7.34 (1H, d, J=8.8Hz), 7.34 (1H, d, J=7.0Hz), 7.17 (1H, dd, J=8.8Hz, 
15 7.0Hz), 6.24-6.11 (1H, m), 5.86 RZf 5.67 {&* 1H, d, J=1 8.0Hz), 4.58 
(2H, s), 4.25-4.12 (1H, m), 2.82 (1H, dd, J=17.6Hz, 4.0Hz), 2.26 (1H, dd, 
J=1 7.6Hz, 4.6Hz), 1.33 (9H, S) 0 

%mm2 9 (3 7) 

N- (4-7^^7^71-^) x;^t-^-3-75/-4-^ 
20 *V-5- (5- (2, 6-^on7x-Wf/P) t Yyv'-fr- 2 
^y^y^- t-7f^T^ 
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CI 



TLC:Rfo.47 (?on*w : > l 9 : l) ; 

NMR(CDCI3): S 7.80 (2H, d, J=9.2Hz), 7.74-7.60 (1H, m), 7.69 (2H, d, 
5 J=9.2Hz), 7.33 (1H, d, J=9.2Hz), 7.33 (1H, d, J=7.0Hz), 7.17 (1H, dd, 
J=9.2Hz, 7.0Hz), 6.20-6.00 (1H, m), 5.85 RXf 5.65 1H, d, 

J=1 8.0Hz), 4.59 (2H, s), 4.17-4.04 (1H, m), 2.81 (1H, dd, J=17.4Hz, 
4.0Hz), 2.21 (1H, dd, J=17.4Hz, 4.8Hz), 1.35 (9H, s)„ 
mMM2 9 (3 8) 

10 N— (4-t-W7x^) x;V't-Jl/-3-7^-4-t^V 

-5- (5- (2, 6->*^DD7x-iMfM rh5 , /-^-2->f 



15 

TLC:Rfo.23 (a^>:»^=3: i) ; 

NMR(CDCI3) ! 8 7.86-7.72 (2H, m), 7.63-7.48 (2H, m), 7.42-7.10 (3H, 
m), 6.1 3-5.95 (1 H, m, 5.84 (1 H, d, J=1 8.0Hz), 4.59 (2H, s), 4.22-4.01 (1 H, 
m),2.84 (1H,dd, J=17.6 Rlf 4.0Hz), 2.27 (1H, dd, J=1 7.6 RTF 4.6Hz), 



H " C CH, 




CI 
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1.36 (9H, s), 1.34 (9H,s)o 

nmm 29 (39) 

N- (5 - '^f-A'T? J 1"7 9 1 -4 X;U*-;l/-3-T 

3^-4-** V -5- (5- (2, 6-7?nD7x-JMf^) tf 




TLC:Rfo.29 : »Rif L ^=2 : 1) ; 

NMR(DMSO-d6) : 5 8.63 (1H, d, J=8.6Hz), 8.30-8.12 (2H, m), 7.72- 
7.48 (2H, m), 7.48-7.10 (4H, m), 6.42-6.20 (1H, br), 5.67 (1H, d, J=1 8.8Hz), 
5.46 (1H, d, J=1 8.8Hz), 4.32-3.87 (3H, m), 2.90 (6H, s), 2.81 (1H, dd, 
J=18.0 4.0Hz), 2.01 (1H, dd. J=18.0 Rtf 4.0Hz), 1.27(9H,s)o 

mmm 29 ( a 0 ) 

N- (5- WJy-2-4)\s) ft7x>-2-^;v) 
-3-7$ S-4-**V-5- (5 - (2, 6-v^OD7i-;Mf 
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CI 



TLC:Rf o.28 :ftlfexf-A/=2 : l) ; 

NMR(CDCI3) : 5 8.66-8.48 (1H, m), 7.88-7.66 (2H, m), 7.64 (1H, d, 
5 J=4.0Hz), 7.51 (1H, d, J=4.0Hz), 7.43-7.06 (4H, m), 6.35-6.12 (1H, br), 
5.92 (1H, d, J=1 8.2Hz), 5.73 (1H, d, J=18.2Hz), 4.59 (2H, s), 4.31-4.15 
(1H, m), 2.92 (1H, dd, J=17.2 3.4Hz), 2.41 (1H, dd, J=17.2 RZf 
4.4Hz), 1.37 (9H, s)o 

mmm2 9(4i) 

10 N- ( 1 - (3 -*nn- 5 - h V 7;u*o ;* ^;i/fc?U V>-2 -4 )V) 
}£v-)V-2-4 ) ^Jl/*-;W-3-7^y-4-t + V-5- (5 - 
(2, 6-v?OD7x-Wf^) r h yV-fr- 2 -4 >U) 
IK • t 



TLC:Rfo.26 : S»^=i : D : 

NMR(CDCI3) : <J 8.74-8.64 (1H, m). 8.21-8.11 (1H, m), 8.06 (1H, t, 
J=2.6Hz), 7.56 (1 H, t, J=2.2Hz), 7.44-7.04 (3H, m), 6.70-6.59 (1 H, m), 6.07 



15 
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(1H, d, J=9.4Hz), 5.90 (1H, d, J=18.4Hz), 5.71 (1H, d, J=18.4Hz), 5.10 (2H, 
s), 4.28-4.04 (1H, m), 2.92 (1H, dd, J=17.2 W 3.8Hz), 2.50 (1H, dd, 
J=17.2 RV 4.6Hz), 1.39 (9H, s) Q 
HWJ2 9 (4 2) 

5 N- (4-7x^^y7i^^) 7W-^-3-7^-4-t 

*7-5- (5- (2, 6-y?oD7x^JMfil/) fF7V*-^-2 




10 

TLC!Rf0.42 \ffl8LX-T*'=2 \ \) \ 

NMR(CDCI3) : 8 7.85-7.75 W 7.50-7.00 (12H, m), 6.03 (1H, d, 
J=9.6Hz), 5.85 Rlf 5.64 1 H, d, J=1 8.0Hz), 4.60 (2H, s), 4.19-4.03 

(1H,m), 2.85 (1H, dd, J=1 7.4Hz, 4.0Hz), 2.33 (1H, dd, J=17.4Hz, 4.6Hz), 
15 1.38 (9H, s) 0 

%MM2 9 (4 3) 

N- (4-7x-W7x-;b) ^;^^^-3-7?7-4-t^f 
V - 5 - (5- (2, 6-^nn7x-;MfM fh7V*-JP-2- 
>f;w) t - 7f ;t/X7f ^ 

20 
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S' 



CI 



tlc : Rf o.48 : Si|xf;i/=2 : l) ; 

NMR(CDCI3) : S 7.75-7.60 RTF 7.60-7.12 (12H, m), 6.15-5.95 (1H, 
5 m), 5.84 Jktf 5.62 (&4 1H, d, J=1 8.0Hz), 4.60 <2H, s), 4.15-4.00 (1H, 
m),2.82 (1H, dd, J=1 7.6Hz, 4.0Hz), 2.30 (1H,dd, J=17.6Hz, 4.6Hz), 1.37 
(9H, s) 0 

mmm 29 (44) 

N-tf??-;i'X;l'*-;l'-3-7^-4-**7-5- (5- (2, 
10 6-^nn7x-Wf^) r h 5 , /-*-2 -4 ^) ^^K- t 



15 tlc : Rf 0.32 W/:ft8^=3 : i) ; 

NMR(CDCI3) : 3 7.40-7.10 (3H, m), 5.89 (1H, d, J=17.8Hz), 5.74 (1H, 
d, J=1 7.8Hz), 4.61 (2H, s), 4.44-4.24 (1H, m), 3.17-2.86 (3H, m), 2.74 (1H, 
dd,J=17.6 RXf 4.8Hz), 1.95-1.70 (2H,m), 1.58-1.14(1 OH, m), 1.43 (9H, 
s), 0.88 (3H, t, J=7.5Hz) 0 

20 nmm2 9 (4 5) 
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5 _ ( 5 _ ( 2 , 6-y^DU7x^Mf^) t \>?V-)V-2 




TLC:Rfo.i7 {^**yy :»f^=3 : 1) ; 

NMR(CDCI3) : 8.06-7.89 (2H, m), 7.89-7.70 (2H, m), 7.70-7.16 (8H, 
m), 6.1 0 (1 H, d, J=9.2Hz), 5.80 (1 H, d, J=1 8.8Hz), 5.68 (1 H, d, J=1 8.8Hz), 
4.29 (2H, S), 4.27-4.09 (1H, m), 2.98 (1H, dd, J=17.8 JkV 4.2Hz), 2.44 
10 (1H, dd, J=17.8 Rtf 4.8Hz), 1.38 (9H, s) e 
nMM2 9 (4 6) 

N- (4 -7x-^*A/#->U>f-A/7Jt-^) Z)V*-)V-3 -T ^ 
y-4-**7-5- (5- (2, 6-y^nD7x^Mf^) fh5 

15 




TLC:Rf0.79 do*h : > * / -/w= l 9 : l ) ; 
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NMR(CDCI3): S 8.06-7.93,7.90-7.75 RVF 7.70-7.10 (12H, m), 6.09 
(1H, d, J=8.6Hz), 5.83 RZf 5.69 (&* 1H, d, J=1 8.0Hz), 4.60 (2H, s), 
4.39 (2H, s), 4.20-4.05 (1 H, m), 2.82 (1 H, dd, J=1 7.6Hz, 3.6Hz), 2.27 (1 H, 
dd, J=1 7.6Hz, 4.6Hz). 1.37 (9H, s) e 

5 nMM2 9 (4 7) 

N- (2-7W7^-4-^W7 , /-^-5-^l') *;u* 
-^-3-7^-4-t + V-5 - (5- (2, 6-y^OD7x-^ 




TLC:Rf0.26 (?nn**A;>^-^=19 : i) ; 

NMR(CDCI3): <5 9.55-9.35 (1H, m), 7.34 (1H, d, J=9.0Hz), 7.34 (1H, d, 
J=7.0Hz), 7.17 (1H, dd, J=9.0Hz, 7.0Hz), 6.40-6.26 (1H, m), 5.87 RXf 
15 5.69(&* 1H,d,J=18.0Hz),4.60(2H,s),4.31-4.15(1H,m),2.91 (1H,dd, 
J=1 7.6Hz, 4.0Hz), 2.52 (3H, s), 2.35 (1 H, dd, J=1 7.6Hz, 4.4Hz), 2.30 (3H, 
s), 1.39 (9H, s) 0 

%MM2 9 (4 8) 

N- (2, 2, 2-F'J7;v*nxf;l/7;^-^-3-7^y-4- 
20 **V-5- (5- (2, 6-y^DD7x-;^f;P) r^y'-^- 
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CI 



TLC:Rfo.4i (*nn*;i/A : * 9 j 1 9 : 1) ; 

5 NMR(CDCI3) : S 7.51 (1H, d, J=9.0Hz), 7.51 (1H, d, J=7.0Hz), 7.17 

(1H, dd, J=9.0Hz, 7.0Hz), 6.27 (1H, d, J=9.2Hz), 5.91 JkXf 5.72 (&* 1H, 
d, J=1 8.0Hz), 4.61 (2H, s), 4.49-4.35 (1H, m), 4.19-4.82 (2H, m), 2.90-2.73 
(2H, m), 1.43 (9H,s) 0 
mmW2 9 (4 9) 

10 N- (2-HJ7Jl/tn>f;i/7x-ji/) 3-7^7-4 
-**V-5- (5- (2, 6-y^DD7x-Wf^) Thy s /~)^ 
-2-4 )V) ^y9>WL- t-fTfrx-XTfr 



TLC:Rfo.33 (^t>:SSW=2 : 1) ; 

NMR(CDCI3) : (J 8.29-8.13 (1H, m), 8.00-7.84 (1H, m), 7.84-7.66 (2H, 
m), 7.41-7.10 (3H, m), 6.28 (1H, d,J=9.4Hz), 5,91 (1H, d, J=1 8.0Hz), 5.73 
(1H, d, J=1 8.0Hz), 4.60 (2H, s), 425-4.08 (1H, m), 2.86 (1H, dd, J=17.6 
20 W 3.6Hz), 2.13 (1H, dd, J=17.6 W 4.8Hz), 1.36 (9H, s) D 




15 
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ntkM2 9 (5 0) 

n- (^> % /77f y- 4 -4 fr) ^ji'*-;i'-3-7?y-4-* + 
y-5- (5- (2, 6-y^nD7x^Mf^) t h 7 V*-^- 2 - 

5 




TLC:Rf 0.21 (An>:ftfiif^=2 : D ; 

NMR(CDCI3) : S 8.22-8.00 (2H, m), 7.67-7.47 (1H, d, J=9.0 RV 
10 7.0Hz), 7.47-7.10 (3H, m), 6.52 (1H, d, J=9.0Hz), 5.94 (1H, d, J=1 8.0Hz), 
5.78 (1H, d, J=1 8.0Hz), 4.70-4.49 {1H, m), 4.60 (2H, s), 2.93 (1H, dd, 
J=17.8 RUF 4.2Hz), 2.35 (1H, dd, J=17.8 RTf 4.8Hz), 1.35 (9H, s)„ 

%fam 9(51) 

N- (3, 5-y^fJMVt + tV-^-4-^^) X/U*-*-3 
15 -75 7-4-^*7-5- (5- (2, 6-y^n7x-;Mf^) 




20 TLClRfO.64 (? n n : 7 * 7 -;W= 1 9 : 1 ) ; 
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NMR(CDCI3) : $ 7.35 (1H, d, J=9.0Hz), 7.35 (1H, d, J=7.2Hz), 7.19 
(1H, dd, J=9.0Hz, J=7.2Hz), 6.28 (1H, d, J=8.8Hz), 5.85 W 5.68 
1 H, d, J=1 8.0Hz), 4.61 (2H, s), 4.1 6-4.00 (1 H, m), 2.82 (1 H, dd, J=1 7.4Hz, 
J=4.4Hz), 2.64 (3H, s), 2.46 (1H, dd, J=17.4Hz, J=4.6Hz), 2.40 (3H, s), 
5 1.40(9H, s) 0 

mmm 29 (52) 

T< J- 4 -**V-5 - (5- (2, 6-y^DD7x-;Wfjl/) x 



TLC:Rfo.52 (;on*w:^/-^=i9 : 1) ; 

NMR(CDCI3) ! 8 7.38-7.08 (8H, m), 6.10-5.93 (1H, m), 5.93-5.64 (2H, 
15 m), 5.48-5.25 (1H, m),5.10 (2H. s),4.60 (2H, s), 4.41-4.21 (1H, m), 3.80- 
3.55 JkTf 3.55-3.18 (4H, m), 3.03-2.62 (2H, m), 1.42 (9H, s) 0 

miMM2 9 (5 3) 

N- (1, 1 -yt^Vr h7t: Fofi7x>-3 -4 )V) 
JI/-3-75;-4-t + V-5- (5- (2, 6-y^DD7x-)M 



10 



cr 
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coo-t-Bu r, — ^ 
Cl ~\ / 



CI 



o 



TLC:Rfo.32 {^^y : $ffl.j-i-)\>=\ : 1) ; 

NMR(CDCI3) : 8 7.44-7.08 (3H, m), 6.12-5.87 (1H, m), 5.87-5.57 (2H, 
5 m), 4.62 (2H, s), 4.67-4.25 (1 H, m), 4.25-3.80 (1 H, m), 3.66-2.93 (4H, m), 
2.93-2.30 (4H, m), 1 .44 (9H, s) Q 

mm\2 9 (54) 

N — (5 -7x-jl/*W-^7 ^ J ^fm7x>- 2 ->f*) 7, 
;l/^-;U-3-T<y-4-^^V-5- (5- (2, 6-y^D7x 



TLC : Rf 0.38 (A^t>:ffiK^=i : D ; 

15 NMR(CDCI3) I <5 7.86-7.70 (2H, m), 7.64-7.06 (7H, m), 7.02 (1H, d, 

J=3.8Hz), 6.93-6.76 (1H, m), 6.15 (1H, d, J=9.0Hz), 5.78 (1H, d, 
J=18.0Hz), 5.59 (1H, d, J=18.0Hz), 4.81 (2H, d, J=6.2Hz), 4.58 (2H, s), 
4.27-4.07 (1H, m), 2.90 (1H, dd, J=17.6 RXf 4.0Hz), 2.47 (1H, dd, 
J=17.6 W 5.0Hz), 1.38(9H,s)o 

20 WJ 2 9 (5 5) 




CI 
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N- (2, 1, 3-^>Vf7y7V'-^-4-'f^) 3 
-7^-4-i^fV-5 - (5- (2, 6-y?on7x-jMfJH 



tlc : Rf 0.30 (A^^:»f^=2 : 1) ; 

NMR(CDCI3) : S 8.36-8.21 (2H, m), 7.75 (1H, dd, J=8.8 RXf 7.2Hz), 
7.42 -7.11 (3H, m), 6.59 (1H, d, J=9.4Hz), 5.90 (1H, d, J=1 8.0Hz), 5.73 
10 (1 H, d, J=1 8.0Hz), 4.72-4.47 (1 H, m), 4.59 (2H, s), 2.88 (1 H, dd, J=1 7.6 
RTF 3.6Hz), 2.19 (1 H, dd, J=17.6 RXf 4.8Hz), 1.35 (9H, s) D 

nmm 29 (56) 

N- (4-7W75y7x-^) *;W*-;i/-3 -75 
* 7 - 5 - (5- (2, 6-^on7x^Mf^) fh5'/-H'-l 

15 t -yf;i/xxf^ 



5 





ci 



TLC : R f 0.26 (^dd*;ua : ^ ?y-^ = i 9 : 1) 
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NMR(CDCI3): 8 7.97 (1 H, s), 7.83 RXf 7.73 2H, d, J=8.5Hz), 
7.34 (1H, d, J=9.0Hz), 7.34 (1H, d, J=7.0Hz), 7.20 (1H, dd, J=9.0Hz, 
J=7.0Hz), 6.10 (1H, d, J=9.2Hz), 5.77 RXf 5.65 1H, d, J=19.0Hz), 

4.28 (2H, S), 4.23-4.04 (1H, m), 2.96 (1H, dd, J=17.6Hz, J=3.8Hz), 2.46 
5 (1H, dd, J=17.6Hz, J=5.2Hz), 1.38 (9H, s) 0 

mmm 29 (57) 

N — (4-7x-^ft7x-;l') XJ^-^-3-7?;-4-t + 
V - 5 - (5- (2, 6-y?no7x-Wf^) fh^V-^-l- 



TLc:Rfo.52 (^00*^:^^-^=19: 1) ; 

NM R (CDCI3): S 7.72 (2H, d, J=8.8Hz), 7.59-7.13 (8H, m), 7.23 (2H, d, 
15 J=8.8Hz), 6.20 (1H, d, J=9.0Hz), 5.88 RXf 5.66 (&* 1H, d, J=18.8Hz), 
4.28 (2H, s), 4.19-4.05 (1H, m), 2.93 (1H, dd, J=17.6Hz, J=3.8Hz), 2.44 
(1H, dd, J=1 7.6Hz, J=4.6Hz), 1.36 (9H, s) 0 

mmM2 9 (5 8) 

20 - (5- (2, 6-v7DD7x-;Mf)V) fh7 , /-JV-2-'f^) 



10 




CI. 
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.COO-t-Bu ff~ \ 

ci—\ y 



TLC:Rfo.6i (^dd*h : j* ?j-)v= i 9 : l ) ; 

NMR(CDCI3) : 8 8.20-8.06 JSLZf 8.05-7.70 (4H, m), 7.34 (1H, d, 
5 J=9.0Hz), 7.34 (1H, d, J=7.0Hz), 7.18 (1H, dd, J=9.0Hz, J=7.0Hz), 6.74 
(1H, d, J=9.2Hz,), 5.93 RTf 5.75 (&* 1H, d, J=1 8.0Hz). 4.61 <2H, s), 
4.42-4.25 (1H, m), 2.95 (1H, dd, J=1 7.6Hz, J=4.2Hz), 2.40 (1H, dd, 
J-1 7.6Hz, J=4.4Hz), 1.38 (9H, s) e 

nMM2 9 (5 9) 

10 N- (fjyyr — 1 o->f xa/*^-3-75;-4-**v 

- 5 - (5- (2, 6-y^Dn7x-;Mf^) r h y 2 - -< 



TLC:Rfo.63 (^Dn*n:^?/-^=i9: i) ; 

NMR(CDCI3) : 5 7.35 (1H, d, J=9.0Hz), 7.35 (1H, d, J=6.8Hz), 7.18 
(1H, dd, J=9.0Hz, J=6.8Hz), 6.61 (1H, d, J=8.0Hz), 6.01 RV 5.85 (&* 
1H, d, J=1 8.5Hz), 4.64-4.33 (1H, m), 4.61 (2H, s), 3.56-3.40 RV 3.15- 
20 2.70 (4H, m), 2.53-2.27 W 2.27-1.82 (7H, m), 1.43 (9H, s), 1.02 (3H, s), 




15 
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0.94 (3H, s) 0 

mmm2 9 (6 0) 

N- (6-?nn>f$r/[2, 1-B] f 7V-^-5 ->f ;v) 
*-;l,-3-75;-4-t*V-5- (5- (2, 6-y?nD7x- 



TLC:Rfo.i9 (A^y:ft»xf^=2 : 1) ; 

10 NMR(CDCI3) : 8 7.93 (1H, d, J=4.4Hz), 7.44-7.07 (4H, m), 6.76-6.53 

(1H, m), 5.94 (1H, d, J=18.0Hz), 5.78 (1H, d, J=1 8.0Hz), 4.61 (2H, s), 
4.36-4.09 (1H, m), 2.91 (1H, dd, J=17.6 RXf 4.0Hz), 2.48 (1H, dd, 
J=17.6 W 4.6Hz), 1.39 (9H, s). 

mmm2 9 (6 1) 

15 N- (5- (2 U 3 $?>-4->f ft7x>-2- 

>f;u) ^;^-jU-3-7^-4-t^rV-5- (5- (2, 




20 



CH 3 S 




CI 
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TLC:Rfo.i9 (^t^:^^=2 : 1) ; 

NMR(CDCI3) : d 8.58 (1H, d, J=5.2Hz), 7.72-7.58 (2H, m), 7.41-7.10 
(4H, m), 6.32 (1H, d, J=8.8Hz). 5.89 (1H, d, J=18.2Hz), 5.70 (1H, d, 
J=18.2Hz), 4.60 (2H, s), 4.35-4.15 (1H, m), 2.92 (1H, dd, J=17.6 
5 3.6Hz), 2.61 (3H, s), 2.41 (1H, dd, J=17.6 W 4.8Hz), 1.38 (9H, s) 0 

%mm 2 9 (6 2) 

N- (4-^f^7x-;l/) ^;^^;l/-3-7^-4-t^V-5 
- (5- (2, 6 -v?nn7x~;i^f-;i/) t -4 )V) 

^>?>B*- t -rfJi'i^r^ 

10 




TLC:Rf0.67 (^no*w : ^ ^y-;i/= i 9 : l ) ; 

NMR(CDCI3) : * 7.77 (2H, d, J=8.8Hz), 7.35 (2H, d, J=8.8Hz), 7.40- 
15 7.12 (3H, m), 6.02 (1H, d, J=9.6Hz), 5.84 5.62 {&* 1H, d, 

J=1 8.0Hz), 4.59 (2H, s), 4.18-4.05 (1H, m), 2.82 (1H, dd, J=17.6Hz, 
J=3.6Hz), 2.70 (2H, t, J=7.5Hz), 2.32 (1H, dd, J=17.6Hz, J=5.0Hz), 1.72- 
1.18 (4H, m), 1.37 (9H, s), 0.93 (3H, s) c 
%mW2 9 (6 3) 

20 N- (4-7^71-^) *;l/*-;i'-3 -7$ J-A -**V- 5 

- (5- (2, 6-y^D7i-;Mf^) t b y V-fr- 1 ->f JU) 
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CI. 



TLC:Rfo.57 (^dd*w:>^-^=19 : 1) ; 

NMR(CDCI3): 6 7.81 (2H, d, J=8.5Hz), 7.45-7.15 (3H, m), 7.38 (2H, d, 
5 J=8.5Hz), 5.98 (1H, d, J=9.0Hz), 5.76 RZf 5.63 fa* 1H, d, J=1 8.6Hz), 
4.28 (2H, s), 4.20-4.03 (1H, m), 2.95 (1H, dd, J=1 7.6Hz, J=3.6Hz), 2.71 
(2H, t, J=7.6Hz), 2.36 (1H, dd, J=17.6Hz, J=5.0Hz), 1.74-1.18 (4H, m), 
1.37 (9H, s), 0.93 (3H, s) 0 
%&m 2 9 (6 4) 

10 N- (5- K VtH/-^- 3 ->f )V) f*7x>-2-^V) 7. 

;l/^^;U-3-7^y-4-*^rV-5- (5- (2, 6-v?OD7x 



TLC:Rfo.2i :ft*J-^ ss 2 : i) ; 

NMR(CDC13) : 5 8.33 (1H, d, J=2.0Hz), 7.63 (1H, d. J=3.8Hz), 7.47 
(1H, d, J=3.8Hz), 7.40-7.11 (3H, m), 6.56 (1H, d, J=2.0Hz), 6.37 (1H, d, 
J=8.0Hz). 5.88 (1H, d, J=17.8Hz), 5.69 (1H, d, J=17.8Hz), 4.60 (2H, s), 
20 4.34-4.12 (1H, m), 2.90 (1H, dd, J=17.2 JSlV 3.8Hz), 2.44 (1H, dd, 




CI 



15 
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J=17.2 RTf 4.8Hz), 1.38(9H,s) 0 

mmm 29 (65) 

N _ ( 5 _ (4-^aD7x-;i/*;^-;i/7^^f^) ft7x> 
-2-4)1') ^W-;l/-3-7^-4-*^7-5- (5- (2, 6 
5 ->^DD7x;JMfJb) T h7 N /-^-2-^f;V) ^ > ? • t - 




10 TLC:Rfo.3i (A^t>:»f^=i : D ; 

NMR(CDCI3) ! 8 7.82-7.65 (2H, m), 7.55-6.90 (8H, m), 6.18 (1H, d, 
J=9.0Hz), 5.75 (1H, d, J=1 7.8Hz), 5.56 (1H, d, J=17.8Hz), 4.78 (2H, d, 
J=6.0Hz), 4.57 (2H, s), 4.28-4.10 (1H, m), 2.90 (1H, dd, J=17.4 Rtf 
4.0Hz), 2.51 (1H, dd, J=17.4 Rtf 5.0Hz), 1.38 (9H, s) 0 

15 mmm2 9(66) 

N — (4- (fcfn v yy- 1 -4 )V) 7x-;w) 3 -7 5 

y-4-**7-5- (5- (2, 6-/?on7x-jMf^) -ft? 
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CI. 



O; 



a 



N 



TLC:Rfo.43 :ft»x^/u=i : i) ; 

NMR(DMSO-d6) : <J 8.27-8.06 (1H, brs), 7.80-7.19 (5H, m), 6.71-6.46 
5 (2H, m), 6.04-5.70 (2H, m), 4.44-3.90 (3H, m), 3.35-3.05 (4H, m), 2.74- 
2.49 (2H, m), 2.03-1.76 (4H, m), 1.34 (9H, s) e 

%mm 2 9 (6 7) 

N- (4- (-t^^'J y- 4 -4 fr) y^-fc) — -T 5 

y-4-**V-5- (5 - (2, 6-y7D07x-Wf^) Thy 
10 V-A>- 1 -4 )V) t-y^^^r^ 



TLC:Rfo.i9 W/:»Kxf^=i : D ; 

15 NMR(CDCI3) : 5 7.85-7.66 (2H, m), 7.47-7.10 (3H, m), 7.02-6.85 (2H, 

m), 5.83 (1 H, d, J=9.4Hz), 5.73 (1 H, d, J=1 8.8Hz), 5.61 (1 H, d, J=1 8.8Hz), 
4.25 (2H, s), 4.15-4.00 (1H, m), 3.94-3.76 (4H, m), 3.40-3.22 (4H, m), 2.98 




CI 
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(1H, dd, J=17.6 W 4.2Hz), 2.47 (1H, dd, J=17.6 W 4.6Hz), 1.39 (9H, 

S)o 

mmM2 9 (6 8) 

N- (2 -^if-Jl'T^ ^^-^-3-7^-4-^-^ 
5 V-5- (5- (2, 6-^DD7i^Mf^) fb7V*-^-2- 



NMR(CDCI3) ! 8 7.34 (1H, d, J=8.8Hz), 7.34 (1H, d, J=7.0Hz), 7.17 
(1H, dd, J=8.8Hz, 7.0Hz), 5.87 TSitF 5.78 1H, d, J=1 8.0Hz), 4.61 
(2H, S), 4.53-4.43 (1H, m), 3.47-2.41 (10H, m), 1.42 (9H, s), 1.05 (3H, t, 
J=7.0Hz) o 

15 Mmm2 9 (6 9) 

N— (3-^f;V7x-^) ;uw*-;V-3 -75 J- 4 -t^rV- 5 
- (5- (2, 6-^oo7i-^f^) r h 7'/-^- 2 -4 AO 




10 



TLC:Rfo.67 (?nnw:^^;-;v=9 : l) ; 



20 
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TLC:Rfo.23 (A^t>:ft||if;i'=3 : D ; 

NMR(CDCI3) I S 7.74-7.59 (2H, m), 7.51-7.10 (5H, m), 6.06 (1H, d, 
J=9.6Hz). 5.83 (1H, d, J=1 8.2Hz), 5.62 (1H, d, J=1 8.2Hz), 4.59 (2H, s), 
5 4.21-4.05 (1H, m), 2.82 (1H, dd, J=17.4 Rtf 3.8Hz), 2.44 (3H, s), 2.24 
(1H, dd, J=17.4 TkTf 5.0Hz), 1.37 (9H, S) 0 

%mm2 9 (70) 

N- (4 -4 vfu\£fryx.-fr) XW-Jl/-3-7?y-4-t^ 
V-5- (5- (2, 6-y^D7x^Mf^) T b yV-Jl'- 2 - 
10 -f/U) ^>?>g£- t-7"f^Xf^ 



tlc : Rf 0.31 {^^y : ftK^f-^=3 : 1 ) ; 

15 NMR(CDCI3) : d 7.86-7.71 (2H, m), 7.46-7.10 (5H, m), 6.04 (1H, d, 

J=9.6Hz), 5.84 (1H, d, J=1 8.0Hz), 5.61 (1H, d, J=1 8.0Hz), 4.59 (2H, s), 
4.20-4.01 (1H, m, 3.10-2.87 (1H, m), 2.83 (1H, dd, J=17.6 W 3.6Hz), 
2.27 (1H, dd, J=17.6 KIT 5.0Hz), 1.36 (9H, s), 1.27 (6H, d, J=7.0Hz) o 

%MM2 9(7 1) 

20 N- (4 -4 V7*D \£)V73L=-)V) x;^-;v-3-75;-4-t^f 
V-5 - (5- (2, 6-^nD7i-JMf^) 
>f;v) t - rf Ji/x^f/l' 
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H 3 C 



TLC:Rfo.26 (^**r> :ftixf^=2 : l) ; 

5 NMR(CDCI3) : S 7.90-7.73 (2H, m), 7.51-7.15 (5H, m), 5.98 (1H, d, 

J=9.6Hz), 5.76 (1H, d, J=18.8Hz), 5.63 (1H, d, J=18.8Hz), 4.29 (2H, s), 
4.22-4.02 (1H, m), 3.13-2.83 (2H, m), 2.39 (1H, dd, J=17.8 Rlf 4.4Hz), 
1.37 (9H, s), 1.29 (6H, d, J=6.8Hz) 0 

mum 2 9 (72) 

10 N— (2-> 7 if^7 5yxf;i/) x^t-)l'-3-7^-4-t^ 

V - 5 - (5- (2, 6-y?nD7x-Wf^) f F7V'-^- 1 - 




15 

TLC:Rf0.37 (?nn*;wA : *y-;u=9 : l) ; 

NMR(CDCI3) : £ 7.43-7.15 (3H, m). 5.81 (2H, s), 4.60-4.47 (1H, m), 
4.39-4.26 (2H, m), 3.41-2.45 (10H, m), 1.42 (9H, s), 1.08 (3H, t, J=7.0Hz) o 
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mmm 29 (73) 

N- (4-yf;l/t i lry7x-;l') Z)V*~)V-3 -T< S-4 -**c 
y-5- (5- (2, 6-y^ao7x-Wf^) f F7V-^-2- 



TLC:Rfo.5i (a^>;||i^=2:i) ; 

NMR(CDCI3) : S 7.92-7.69 (2H, m), 7.28-7.10 (3H, m), 7.10-6.89 (2H, 
10 m),6.00 (1H, d, J=8.6Hz), 5.86 (1H, d, J=1 8.2Hz), 5.65 (1H,d, J=18.2Hz), 
4.60 (2H, s), 4.22-3.89 (3H, m), 2.83 (1H, dd, J=17.2 W 3.4Hz), 2.27 
(1H, dd, J=17.2 RXf 4.8Hz), 1.94-1.69 (2H, m), 1.64-1.24 (2H, m), 1.37 
(9H, S), 0.99 (3H, t, J=7.4Hz) 0 

%mm 29 (74) 

15 N- (4-7'W+y7x-;i') 3 -7 < y - 4 -^^r 

V-5- (5- (2, 6 -i/?uu 7i-JMf^) r h7V*-^-l- 



5 



H 3 C^^O' 





CI, 



H 3 C* 
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TLC:Rfo.28 : 2 : D ; 

NMR(CDC13) : 6 7.91-7.74 (2H, m), 7.46-7.14 (3H, m), 7.10-6.93 (2H ( 
m), 6.03-5.82 (1H, brs), 5.76 {1H, d, J=19.2Hz), 5.64 (1H, d, J=19.2Hz), 
4.27 (2H, s), 4.18-3.97 (1 H, m), 4.04 (2H, t, J=6.4Hz), 2.96 (1 H, dd, J=17.4 
5 TkXf 4.0Hz), 2.39 (1H, dd, J=17.4 RXf 4.6Hz), 1.92-1.67 (2H, m), 1.67- 
1.35 (2H, m), 1.38 (9H, s), 0.99 (3H, t, J=7.4Hz)„ 

mmm 30 (1) ~ 3 0 (74) 

mm^2 9 (1) -29 (74} «L/:M«-fflv>-r, n mm 6 

10 t, J^T(^L/:*M^^I/:o 

N- (4 - t -7f^7x-)V) X^*^.;i/-3-T^y-4-^4rV 
-5- (5- (2, 6-y^DD7i-)MfJl/) tV yV-^-l-A 



TLC:Rfo.i9 (^Da*M:^^-^:ffSS=50:i:i) ; 

NMR(DMS0-d6) : 5 8.83-8.34 (1H, br), 7.92-7.75 (2H, m), 7.72-7.31 
20 (5H, m), 6.1 0-5.54 (2H, br), 4.43-4.26 (1 H, m), 4.30 (2H, s), 2.82-2.50 (2H, 
m), 1.30 (9H,S) 0 



15 




CI. 
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nmm 30(2) 

N-7o.-;upf 3-75^-4 -i^v- 5 - (5 - 

(2, 6-y^nn7xiWf^) r b y 2 -4 )V) $ V 

m 

5 




TLC : R f O.H (^nn*;i/A : ^;-^:^=5 0 : l : l ) ; 
NMR(DMSO-d6) : 8 7.99-7.70 (1H, br), 7.52 (2H, d, J=7.5Hz), 7.45- 
10 7.27 (6H,m), 6.01 -5.80 (2H,m), 4.52 4H, s), 4.58-4.38 (1 H, m), 

2.77-2.66 (2H, m) 0 

0 (3) 

N-7x-^W-;V-3-7^-4-t^V-5- (5- (2, 

15 




tlc : R f 0.49 (?ou*;pa :>?y-fl/:SS= l 8 : l : D ; 

NMR(CDCI3+DMSO-d6)I 8 7.98-7.80 W 7.68-7.10 (£-;b^T 9H, 
20 m), 6.10-5.30 (2H, br), 4.58 (2H, s), 4.30-4.10 (1H, m), 2.76-2.33 (2H, m) 0 
%MM3 0 (4) 
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N — (2- (1"7 9vv-i-<i fr) x;i/*-;u-3-T^y 
-4-**V-5- (5- (2, 6-^nD7x-JMf^) rt>7y 



tlc : R f 0.59 (^dd*w:^;hkSI=i 8 : i : i) ; 

NMR(DMSO-d6) : 8 8.10-7.75 Xtf 7.65-7.13 ('nt>-*£T 11H, m), 
6.10-5.87 (2H, m), 4.89 (2H, s), 4.55-4.38 (1H, m), 3.60-3.46 (4H, m), 
10 2.75-2.62 (2H, m)e 

mmm3 o (5) 

N— (i-y? u>-2 -4)V) x;^-^-3-7?y-4-t^y- 

5- (5- (2, 6-^nn7i-WfM fh7 , /-^-2-^) 



tlc : R f 0.49 (^DD*]u:y?;-^:^= l 8 : l : l) ; 

NMR(DMSO-d6) : 8 12.80-12.10 (1H, br), 8.72-8.47 (2H, m), 8.23- 
20 8.00 (3H, m), 7.94-7.83 (1H, m), 7.79-7.60 (2H, m), 7.57-7.45 (2H, m), 



5 




15 
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7.43-729 (1H, m), 6.15-5.77 (2H, m), 4.49 (2H, s), 4.43-4.29 (1H, m), 
2.64-2.37 <2H, m) 0 
%mm3 0 (6) 

N _ (J-?? uy- 1 to) Z**-A'-3-7$S-4-* l *V- 
5 _ ( 5 _ ( 2 , 6-y?oo7x-)MfM t Y9*S-fr-2 -4 fr) 




10 tlc : Rf 0.54 (^dd*h */-;v:ftK= i 8:1:1) ; 

NMR(DMSO-d6) : <5 12.70-12.20 (1H, br), 8.99-8.75 (1H, m), 8.70- 
8.57 (1H, m), 8.32-8.15 RTF 8.15-8.02 (&t>*tX 3H,m), 7.78-7.56 (3H, 
m), 7.56-7.46 (2H, m), 7.42-7.30 (1H, m). 6.00-5.70 (2H, m), 4.49 (2H, s), 
4.42-4.25 (1H, m), 2.42-2.21 (2H, m)o 

15 mmm o (7) 

N _ (2-7j-^xt-)V) x;^-^-3-7^;-4-t^V- 
5 _ ( 5 _ (2, 6-y^oD7x-'Mf^) r h 7'/-^- 2 --Y^) 
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TLC:Rfo.57 (^ud*h :**y-;i/:$$=2 5 : 1 : 1) ; 

NMR(DMSO-d6) : S 8.90-8.40 (1H, br), 7.72-7.68 (2H, m), 7.55-7.15 
5 (8H, m), 6.10-5.90 (2H,m), 4.51 (2H, s), 4.45-4.35 (1H, m), 2.80-2.72 (2H, 
m). 

%$m 3 0(8) 

N- (4-/D*7x^) ^A/*-^-3-75y-4-t*V-5 
- (5- (2, 6-y^OD7x-Wf^) r h 7 7-^-2 ->f/P) 

10 




tlc : R f 0.50 (?DD*u:>^y-^:ftS= l 8 : i : l) ; 

15 NMR(DMS0-d6) : <? 8.85-825 (1H, br), 7.86-7.70 (4H, m), 7.56-7.30 

(3H, m), 6.07-5.72 (2H, m), 4.51 (2H, s), 4.43-4.27 (1 H, m), 2.69-2.52 (2H, 
m) 0 

%mmz o (9) 

N-7*f^^^*-^-3-7^-4-i^7-5- (5- (2, 6 
20 -^DD7x-Wf/P) r h7 , /-^-2-'f^) 
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tlc : R f 0.30 (^odwa : * ? j -)v : gfc®= 2 5 : l : l) ; 

NMR(DMSO-d6) : 5 7.94-7.72 (1H, d), 7.53-7.33 (3H, m), 6.16-5.85 
5 <2H, m), 4.52 (2H, s). 4.50-4.40 (1H, m). 3.18-3.10 (2H, m), 2.77-2.73 (2H, 
m), 1.75-1.55 (2H, m), 1.48-1.28 (2H, m), 0.90 (3H, t) 0 

•mm o(io) 

- (5- (2, 6-y?DD7x-JMf^) r Yy -4 to) 

10 ^>*>8& 




tlc : R f 0.42 (?dd*w ?y-;KBfc$=2 5 : l : l ) ; 

15 NMR(DMSO-d6) : 8 9.05-9.01 (1H, m), 8.58-8.53 (1H, m), 8.39-8.29 

(2H, m), 8.17-8.00 (1H, m), 7.80-7.67 (2H, m), 7.53-7.33 (3H, m), 6.16- 
5.63 (2H, m), 4.91-4.73 (1H, m), 4.49 (2H, s) 0 

mm 30 (id 

20 5y-4-**7-5- (5- (2, 6-y?OD7a;jMf^) f h 
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TLC:R£0.43 (9 u D*n/A : * 9 J W&t= 3 0 : l : l ) ; 

NMR(DMSO-d6) : 5 12.84-11.80 (1H, br), 8.94-8.64 (1H, m), 8.52- 
8.47 (1H, m), 8.30-8.19 (2H, m), 7.66-7.23 (6H, m), 5.93-5.68 (2H, m), 
4.49 (2H, s), 4.42-4.26 (1H, m), 2.83 (6H, s), 2.60-2.25 (2H, m) e 

nmm3 o (1 2) 

- (5- (2, 6-^nn7i-Wf^) r h y V-fr- 2 -4 )V) 




TLC : R f 0.53 (?dd*w 9 J-fr:WBL= l 8 : l : l ) ; 

NMR(DMS0-d6): 6 8.40 (2H, d, J=9.0Hz), 8.10 (2H, d, J=9.0Hz), 7.51 
(1H, d, J=9.0Hz), 7.50 (1H, d, J=6.8Hz), 6.10-5.75 (2H, br), 4.50 (2H, s), 
4.55-4.37 (1H, m), 2.68-2.55 (2H, m)o 

627 
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mmm3 o (i 3) 

N-7x-J^J^-^-3-T^-4-t^V-5- (5- (2, 
6-y?nn7x-JM^) r r- y V-fr- 1 ->f>u) ^>*>H 




TLC : R f 0.33 (?nn*W 9 J - 2 o : 1 : 1) ; 

NMR{DMSO-d6) : <5 13.04-12.28 (1H, br), 8.68-8.50 (1H, m), 7.94- 
7.89 (2H, m), 7.68-7.34 (6H, m), 6.04-5.79 (2H, m), 4.46-4.36 (1H, m), 
1 0 4.29 (2H, m), 2.79-2.56 (2H, m) 0 

%mmz od4) 

N- (2-7^n7i-*) X;^^;l/-3-75;-4-t^rV- 
5- (5- (2, 6-^no7i-WfM fF7 , /-^-2-^f^) 
^> 9 >g£ 

15 




TLC : R f 0.36 (^nD*n:^^-^:SS=2 5 : l : i) ; 

NMR(DMS0-d6) : 8 12.94-12.36 (1H, br), 8.86-8.70 (1H, m), 7.88- 
20 7.33 (7H, m), 5.97 (2H, brs), 4.52 (2H, s), 4.46 (1 H, m), 2.78-2.47 (2H, m) 0 
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«0!3 0(15) 

N- (4 -7H07i-;l') XW-Jl/-3-7?y-4-t^V- 
5- (5- (2, 6-y^DD7x-Wf^) f h7V-;P-2-^ fr) 



tlc : R f 0.31 (?Dn**A :ftK=2 5 : l : l ) ; 

NMR(DMSO-d6) : 5 13.09-12.00 (1H, br), 8.62-8.46 (1H, m), 7.96- 
10 7.89 {2H,m), 7.53-7.32 (5H, m), 6.07-5.83 (2H,m),4.51 (2H,s),4.35 (1H, 
m),2.56 (2H,m) 0 

mmms o a e) 

N- (3-7J^n7x^) 7,)\<*=-)V-3 -T< J- 4 - 
5- (5- (2, 6-y?D07xz;Mf^) f Y 9 2 ->f 

15 



TLC : R f 0.17 (?DD^A:^^-^:ftS=5 o : i : l) ; 

20 NMR(DMS0-d6) : 5 8.60 (1H. br), 7.75-7.32 (7H, m), 6.20-5.70 (2H, 

m), 4.51 (2H, s), 4.46-4.32 (1H, m), 2.62-2.53 (2H, m) 0 

629 
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UMM3 0(17) 

N- (2-"/nt7x^) *)V*-fr-Z -T5 ^-4 -**V- 5 
- (5- (2, 6-7?oo7x-)Mf^) fb7V-^-2-^^) 



TLC:Rfo.27 (*nn*;uA :ftifc=8 : i : i) ; 

NMR(DMSO-d6) : 5 12.80-12.20 (1H, brs), 8.80-8.40 (1H, m), 8.12- 
10 8.00 Rtf 7.90-7.79 (#4 1H, m), 7.65-7.46 W 7.46-7.32 (^fr-£T 
5H, m), 6.15-5.75 (2H, m),4.51 (2H, s), 4.60-4.30 (1H, m), 2.80-2.42 (2H, 
m) 0 

%mmz 0(18) 

N _ (4-^^->7iiji/) x;i/^-;u-3 -75 y-4 -t^y- 
15 5_( 5 _(2, 6 -y?D07x-Wf^) r h 7 7-^-2 ->f;w) 



5 





CI 



CH 3 0' 



20 



TLC : R f 0.33 (?nn*w ? y : g£$= 2 5 : l : l) ; 

NMR(DMS0-d6) : 8 8.48-8.16 (1H, m), 7.82-7.78 (2H, m), 7.53-7.08 
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(5H, m), 6.15-5.63 (2H, m). 4.51 (2H, s), 4.33-4.15 (1H, m), 3.85 (3H, s) c 

%mm 30 (19) 

N _ (4-].ij7^tD^f*7i-JI') ^^^-^-3-75 7-4 
- # * 7 - 5 - (5 - (2, 6-y?no7x^Mf^) Th^V-^ 

5 -2->f^) ^y*y& 



TLC : R f 0.35 (^dd*^a :^ 9 ;-)v:W?&t=2 5:1:1) ; 

10 NMR(DMSO-d6) : S 8.07 (2H, d, J=8.5Hz), 7.96 (2H, t, J=8.5 Hz), 

7.53-7.33 (3H, m), 6.08-5.65 (2H, m), 4.51 (2H, s), 4.46-4.55 (1H, m), 
2.61-2.58 (2H, m) 0 

mmm3 o (2 0) 

N- (ft7x>-2->fJl/) ^^-^-3-75 y-4 -t^V- 
15 5- (5- (2, 6-y^nD7x-Wf^) 7^77-^-2-^1^) 





20 TLC : R f 0.38 (^dd*u:^/-;kSI=2 5 : i : l) ; 

NMR(DMS0-d6): 8 13.13-11.94 (1H, br), 8.92-8.46 (1H, m), 7.95 (1H, 
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dd, J=5.0, 1.4Hz), 7.70 (1H, m), 7.53-7.49 (2H, m,) t 7.40-7.32 (1H, m), 
7.18 (1H, dd, J=5.0, 4.0Hz), 6.08-5.78 (2H, m). 4.52 (2H, s),4.39 (1H, m), 
2.57 (2H, m) 0 

%mm 0(21) 

5 N- (3 -7x-Jl/7"nt;>) * )V*-)V- 3 -T 5 J - 4 V - 

5- (5- (2, 6-y7oD7x^Mf^) r h 9 V-^- 2 ->f ^) 



TLC : R f 0.57 (^no*;U^ : * 9 18:111) ; 

NMR(DMS0-d6): d 8.00-7.80 (1H, m), 7.56-7.47 W 7.43-7.13 (8H, 
m), 6.12-5.82 (2H, m), 4.52 (2H, s), 4.56-4.40 (1H, m), 3.22-3.07 (2H, m), 
2.80-2.60 (4H, m), 2.06-1.87 (2H, m)o 

15 %mm 0(22) 

5 _ (5 _ (2, 6-y?DD7x-)MfJH fh7V-^-l-'f^) 




CI 



10 




CI. 



20 
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TLC : R f 0.35 (^nn*M : jr.* : l 8 : l : l) ; 
NMR(DMS0-d6): S 8.9 (1H, br), 7.95-7.30 (7H, m), 5.94 (2H, br), 4.54 
(1H, m), 4.30 (2H, brs), 2.74 (2H, m) Q 

mmm o (23) 

5 N- (4-^Dn7i-JV) 7>;P*-;l/-3-T^y-4-t^rV- 5 

- (5- (2, 6-v?DD7x-;Mf;i/) f- h 7 v*-^- 2 ->f ;u) 




10 

TLC :Rf 0.15 (^DD4;^:^y-;nSi=5 0:i:i) ; 

NMR(DMS0-d6) : 5 13.00-12.20 (1H, br), 8.78-8.40 (1H, br), 7.87 R 
V 7.65 (#* 2H, d, J=8.6Hz), 7.52 (1H, d, J=8.6Hz), 7.51 (1H, d, 
J=7.4Hz), 7.41 (1H, dd, J=8.6Hz, 7.4Hz), 6.15-5.76 (2H, br), 4.51 (2H, s), 
1 5 4.45-4.27 (1 H, m), 2.67-2.53 (2H, m)o 

mm 3 0 (2 4) 

N— (3 -?nn7i-)l/) x;l/*-;U-3 -75 y -4 -**V- 5 
- (5- (2, 6-y?on7i-Wf^) f r- 7 2 ->f )V) 

20 
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tlc : r f 0.15 (^oo*;i/A ?y-jw:Bfc$=5 0:1:1) ; 

NMR(DMSO-d6) : 5 12.80-12.40 (1H, brs), 8.64 (1H, d, J=7.4Hz), 
7.90-7.70 7.42-7.32 (7H, m), 6.02 RTf 5.89 1H, d, 

J=1 8.4Hz), 4.51 (2H, s), 4.57-4.38 (1H, m), 2.66-2.55 (2H, m) 0 

5 %mmz 0 (2 5) 

N- (2 -?DD7x^) ^;w*-;w-3 -75 y-4-**y- 5 
- (5- (2, 6-'^nD7x-^fA') f b 7 "/ fl/ — 2 4 fr) 



TLC : R f 0.21 (^nn*w : * * y -Ji' : ftK= 5 0 : 1 : l) ; 

NMR(DMS0-d6) : 5 12.80-11.80 (1H, brs), 8.80-8.50 (1H, m), 8.02 
(1H, d, J=7.4Hz), 7.73-7.45 M 7.45-7.30 (6H, m), 6.10-5.80 (2H, m), 
1 5 4.51 (2H, S), 4.57-4.32 (1 H, m), 2.77-2.40 (2H, m) 0 

%mmZ 0 (2 6) 

N- (2-7x;W">7a-fl') ^JWt-;l/-3-7 5>'-4-t 
*V-5- (5- (2, 6-y?nn7x-WfJl') 7^7-^-2 



10 




20 
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a, 




ci 



TLC : R f 0.26 (*nn**A 9 ;-)v:&&=5 0 : l : l) ; 

NMR(DMSO-d6) : 8 12.80-12.20 (1H, brs), 8.39-8.27 (1H, m), 7.95- 
5 7.85 (1H, m), 7.65-7.05 RTF 6.99-6.82 (11H, m), 6.03 W 5.91 {&* 
1H, d, J=18.4Hz), 4.52 (2H, s), 4.60-4.40 (1H, m), 2.80-2.47 (2H, m) 0 
%mmz 0 (2 7) 

N- (2 -7x-;i/7x^;l/) ^ 3 -7 5 7 - 4 -**v - 
5- (5- (2, 6-^OD7x-^f^) ff7/-^-2-^^) 
10 s<y$y& 



TLC : Rf 0.38 (^Do*ji/A:^^y-;K*=5 0 : l o : l) ; 

15 NMR(DMS0-d6) : * 8.05 (1H, dd,J=1.0, 7.6Hz), 7.68-7.30 (12H, m), 

5.79 (2H, brs), 4.49 (2H, s), 3.96 (1H, m), 2.48-2.28 (2H, m) D 

%VmZ 0 (2 8) 

N— (3 -7x-^7ne» x;^-^-3-7^y-4-t+v- 
5- (5- (2, 6-y^D7x^wfjv) r hyy*-;b- l ->f ;u) 
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5 tl c : R f 0.43 (^dd*w :^ * /-^ : INBE= i 8 : i : l ) ; 

NMR(DMSO-d6) : 8 13.10-12.20 (1H, brs), 8.10-7.90 (1H, m), 7.61- 
7.13 (8H, m), 6.13-5.75 (2H, br), 4.65-4.47 (1H, m), 4.35 (2H, S), 3.25-3.10 
(2H, m), 2.91-2.79 (2H, m) 2.79-2.64 <2H, m), 2.1 1-1.87 (2H, m) 0 

3 0 (2 9) 

10 N- (2 -> F4r'>7x-^) x;^-^-3-75y-4-t + V- 

5 _ ( 5 _ (2, 6-y?DD7x-WfJl/) r h -7 V-^- 2 -4 ;W) 




15 

TLC : R f 0.51 (^nD*^A:^^-;v:fti= l 8 : l : D ; 

NMR(DMS0-d6) : 8 12.90-12.10 (1H, brs), 8.10-7.90 (1H, m), 7.80- 
7.01 (7H, m), 6.10-5.70 (2H, br), 4.50 (2H. S). 4.53-4.33 (1H, m), 3.85 (3H, 
s), 2.67-2.39 (2H, m) 0 
20 %MWZ 0 (3 0) 
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N _ ( 2 , 6 -y7;vtn7x-;v) 7;i/*^-3-75;-4-t 

^ V - 5 - (5- (2, 6-v?OD7x-JMf)l') ff7 > /-^-2 
->f ;p) ^> 9 >B£ 



tlc : R f 0.48 (?nD*H:^;-^:ft|= l 8 : l : l) ; 

NMR (DMSO-d6) : S 7.80-7.60, 7.60-7.47 RIf 7.47-7.17 (6H, m), 
6.10-5.80 (2H, br), 4.63-4.52 (1H, m), 4.51 (2H, m), 2.85-2.43 (2H, m)« 

10 nmws o(3i) 

N- (4-v7/7x-;l/) ^;l/*^Jl/-3-7^-4-t^r7-5 
- (5- (2, 6-y^no7x^JMf^) r h y V-)V- 2 ->f *) 



tlc : Rf 0.49 (^□n*;^:^^y-;i':SS[=i 8 : l : l) ; 

NMR(DMS0-d6): 5 8.08 (2H, d, J=8.6Hz), 8.00 (2H, d, J=8.6Hz), 7.52 
(1H, d, J=9.0Hz), 7.51 (1H, d, J=6.8Hz), 7.37 (1H, dd, J=9.0Hz, 6.8Hz), 
20 6.10-5.75 (2H, br), 4.51 (2H, s), 4.48 (1 H, m), 2.68-2.55 (2H, m) 0 



5 




15 
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%Mto 3 0 (3 2) 

N _ ( 2 -^f^7x-Jl/) 7.;!/*-^- 3 -7 S y -4 -**V- 5 
- (5- (2, 6->'^D7x-JM^) t h 7 '/-A'- 2 



tlc : R f 0.50 (*nn*^A:;**y->i/:ft&=i 8 : i : i) ; 

NMR(DMSO-d6) : 0 8.95-8.20 (1H, br), 7.90 (1H, d, J=7.6Hz), 7.70- 
1 0 7.08 (6H, m), 6.30-5.42 (2H, br), 4.52 (2H, s), 4.30 (1 H, brs), 2.58 (3H, s), 
2.84-2.12 (2H,m)o 

nmW3 0 (3 3) 

N— (4-^f^7i-^) */l'*-fl'-3 -T^ ^-4 5 
- (5- (2, 6-^on7x-WfM r b 2 ->f JU) 

15 



tlc : r f o.44 (?dd*^a:>^-^:S®!=i 8 : i : i) ; 

20 NMR(DMS0-d6) : d 8.79-8.03 (1H, br), 7.76 (2H, d, J=8.0Hz), 7.61- 



5 
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7.20 (5H, m), 6.32-5.42 (2H, br), 4.51 (2H, s), 4.43-4.14 (1 H, m), 2.71-2.12 
(2H, m), 2.39 (3H, s) c 

nmm3 o o 4) 

N- (4-7i-^7i-^) 3-7<y-4-t*V- 
5 5- (5- (2, 6-^D07i-Wf;V) fh7V-JV-2-'f;i') 




10 tlc : R f 0.25 (^DD^A:>^;-^:ftK=5 0:1:1) ; 

NMR(DMS0-d6) : 8 13.45-11.25 (1H, br), 8.87-8.27 (1H, br), 8.13- 
7.80 (4H, m), 7.76 (2H, d, J=6.6Hz), 7.65-7.23 (6H, m), 6.33-5.55 (2H, br), 
4.51 (2H, s), 4.58-4.20 (1H, m), 2.82-2.35 (2H, m) 0 

HM0!I3 0 (3 5) 

15 N— (5-y7*f^7?yt7^i/>-i-^^) *;i/*-;u-3 -7 
^y-4-t + V-5- (5- (2, 6-y?nD7i^MW) f f 
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tlc : R f 0.33 (^Dn*;i/A:>^y-^:^=5 0:1:1) ; 

NMR(DMSO-d6): S 13.20-11.60 (1H, br), 9.10-8.49 (1H, br), 8.57 (1H, 
5 d, J=8.4Hz),8.33 (1 H, d, J=8.2Hz), 8.20 (1 H, d, J=7.0Hz), 7.75-7.22 (6H, 
m), 6.09-5.18 (2H, br), 4.47 (2H, s), 4.46-4.18 (1H, m), 3.08 (4H, t, 
J=7.4Hz) r 2.68-2.20 (2H, m), 1.54-0.97 (8H, m), 0.76 (6H, t, J=6.8Hz) 0 

%1&M3 0 (3 6) 

N- (3-7x-Jl/7x-Jl/) yWl/*-^- 3 -7 5 ^-4 -**rV- 
10 5- (5- (2, 6 -^nn7i-)Mf*) r \-y-/-)V- 2 




15 tlc : R f 0.65 (?na*w : * * J -fr : 1 8 : 1 : 1) ; 

NMR(DMSO-d6) : 8 13.00-12.10 (1H, br), 8.71-8.40 (1H, br), 8.17- 
8.10, 8.00-7.79, 7.79-7.60 ISLXf 7.60-7.30 (12H, m), 6.15-5.73 (2H, br), 
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4.49 (2H, s), 4.55-4.35 (1H, m), 2.64-2.40 (2H, m) 0 

mmw3 o o 7) 

N — (4-T-tf^75;7x-;V) J* >U* — JU - 3 - T 5 / - 4 - * 
+ v - 5 - (5- (2, 6-^DD7x-;Mf^) rb7V-^-2 
5 ->f>u) "*>*>flt 



tlc : R f 0.32 (^oo*^:^;-/i/:St= 1 8 : 1 : 1) ; 

10 NMR(DMSO-d6): <? 12.90-12.10 (1H, br), 10.34 (1H, s), 8.43-8.25 (1H, 

br), 7.83-7.70 (4H, m), 7.53 (1H, d, J=9.0Hz), 7.52 (1H, d, J=6.8Hz), 7.37 
(1H, dd, J=9.0Hz, 6.8Hz), 6.10-5.77 (2H, br), 4.51 (2H, s), 4.39-4.20 (1H, 
m), 2.62-2.37 (2H, m) 2.09 (3H, s) 0 
HJfefll 3 0 (3 8) 

15 N- (4-t-W7x-*) 

-5- (5- (2, 6-/?nD7a-Wf^) r h 7 */-A- 2 - >f 
AO 




CI 



h 3 c^JL^T 

H3C Th 3 




CI 
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tlc : R f 0.31 (?dd*h ? s-)\/:Wf&=3 5:1:1) ; 

NMR(DMSO-d6): S 13.15-11.35 (1H, br), 8.86-8.03 (1H, br), 7.79 (2H, 
d, J=8.6Hz), 7.61 (2H, d, J=8.6Hz), 7.56-7.26 (3H, m), 6.24-5.42 (2H, br), 
4.50 (2H, s), 4.40-4.20 (1H, m), 2.63-2.37 (2H, m), 1.29 (9H, s) 0 

5 nmm o (3 9) 

N- (5-y>f^7^t73'l'>-l-^^ x^*-;w-3-T 
5>>-4-**V-5- (5- (2, 6 - n n 7 x.-fr* r h 



tlc : R f 0.12 (?dd*w *y -*:#&= 5 o : i : D ; 

NMR(DMS0-d6) : 8 9.46-8.63 (1H, br), 8.49 (1H, d, J=8.4Hz), 8.40- 
8.16 (2H, m), 7.74-7.15 (6H, m), 5.70 (2H, br), 4.48-4.32 (1H, m), 4.16 (2H, 
15 S), 2.81 (6H, s), 2.70-2.40 (2H, m) 0 

%mmZ 0 (4 0) 

N _ ( 5 _ (tf ij 2 -/f;u) ft7x>-2-^v) *>w*-;u 
-3-7^-4-^ + 7-5- (5- (2, 6-'^nD7i^f 




CI. 



10 



20 
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Ci 



• HCI 



TLC : R f 0.22 (?nn*M : * * y : S£$= 3 5 : l : l) ; 

NMR(DMSO-d6): <5 8.84 (1H, d, J=7.8Hz), 8.59 (1H, d, J=4.4Hz), 8.06 
5 (1 H, d, J=7.8Hz), 8.00-7.80 (2H, m), 7.71 (1 H, d, J=4.2Hz), 7.58-7.27 (4H, 
m), 6.05 (2H, d, J=18.1Hz), 5.91 (1H, d, J=18.1Hz), 4.61-4.30 (1H, m), 
4.49 (2H, s), 2.77-2.46 (2H, m) 0 

mmms o (4 n 

N- (1- (3-^nn-5-h'J7^^n^5 L ;HiV> ; >-2-^^) 
10 \£u-)V-2-4 )V ) 7>)V*=-)V-Z-TK J -A-**V-S- (5- 

(2, 6-v?DD7x^Mf^) t \ s 7"/—^— 2—^)^) ^>*y 



T L c : R f 0.16 on*u : * ? J : 5 o : l : i ) ; 

NMR(DMS0-d6) : £ 13.50-11.80 (1H, br), 8.95 (1H, brs), 8.77 (1H, 
brs),8.41- 8.17 (1H,m), 8.00 (1H,brs), 7.64-7.00 (4H, m), 6.66 (1H, brs), 




• HCI 



15 
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6.23-5.68 (2H, m), 4.55-4.14 (1H, m), 4.50 (2H, s), 2.75-2.28 (2H, m) 0 

mmm3 o (42) 

N _ (4-7i-;l/t^fy7i-^) ^;V*-^-3-7^-4-* 
^ y - 5 - (5- (2, 6-y^nn7x^)Mf)l') fh? , /-A'-2 
5 -^f;i/) ^>*>g£ 



tlc : R f 0.24 (^nn*w : * ^-^:il?=5 o : 1 : l) ; 

10 NMR(DMS0-d6) : S 8.60-8.25 (1H, br), 7.93-7.79 (2H, m), 7.60-7.05 

(10H, m), 6.10-5.70 (2H, br), 4.51 (2H, s), 4.40-4.23 (1H, m), 2.65-2.35 
(2H, m)o 

fmm 0 (4 3) 

N _ (4-7i-j|/ft7x-;l/) 7;^-^-3-7^-4-t^ 
15 V - 5 - (5- (2, 6-y?DD7x^Mf^) 
4)l>) 





20 



tlc : R f 0.24 (^dd^h:^;-^:SK=5 o : 1 : 1) 
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NMR(DMSO-d6) I 8 8.67-8.25 (1H, br), 7.83-7.72 (2H, m), 7.60-7.25 
(10H, m), 6.12-5.65 (2H, br), 4.51 (2H, s), 4.40-4.23 (1H, m), 2.65-2.33 
(2H, m) 0 

mmm3 o (4 4) 

N-*?^;u*;u*-^-3-7<y-4-*^7-5 - (5- (2, 




TLC : R f 0.17 (^dd*m *y-;i/:B;K=5 0 : l : l) ; 

NMR(DMS0-d6) : 8 8.00-7.64 (1H, br), 7.60-7.30 (3H, m), 6.20-5.63 
(2H, br), 4.61- 4.33 (1H, m), 4.52 (2H, s), 3.25-3.00 (2H, m), 2.88-2.60 (2H, 
m), 1.82-1.48 (2H, m), 1.48-1.06 (10H, m), 0.97-0.70 (3H, m) 0 

mmm3 o (4 5) 

N- (4-7x-^7x-^) x;^t^-3-7^-4-t + V- 
5- (5- (2, 6-y^OD7x-)Mf^) f h 7 V-fr- 2 -4 )U) 
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tlc : R f 0.10 (^nn*M:^^-^:ftK=5 o : l : l) ; 

NMR(DMSO-d6) I 8 9.23-8.40 (1H, br), 8.06-7.82 (4H, m), 7.82-7.64 
(2H, m), 7.64-7.24 (6H, m), 6.26-5.45 (2H, br), 4.56-4.30 (1H, m), 4.33 (1H, 
d, J=1 8.0Hz), 4.22 (1H, d, J=18.0Hz), 2.90-2.50 (2H, m) 0 

5 %MM3 0 (4 6) 

N _ (4 -y ^-frjj f^7x-;i/) T.JVfii — fl' — 3 -7 ^ 

y-4-**V-5- (5- (2, 6-'^nn7x^Mf;V) f t>7 




TLC : Rf 0.61 (^on*u:^;-;p:Stl=i 8 : l : l) ; 

NMR(DMS0-d6) : d 8.70-8.20 (1H, br), 8.10-7.99, 7.88-7.78 Rtf 
7.78-7.33 (^fr-tfT 12H, m), 6.10-5.64 (2H, br), 4.56 (2H, s), 4.51 (2H, s), 
1 5 4.40-4.27 (1 H, m), 2.60-2.38 (2H, m)„ 

mmm3 o (4 7) 

^-3-7^-4-**V-5- (5- (2, 6-7?OD7x-f 

20 
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H 3 C 




CI 



tlc : R f 0.35 (*nn*/i>A : * * J -fr : IWN l 8 : l : l) ; 

NMR(DMSO-d6) : S 12.70-12.35 (1H, br), 7.52 (1H, d, J=9.0Hz), 7.52 
5 (1H. d, J=7.0Hz), 7.37 (1H, dd, J=9.0Hz, 7.0Hz), 6.12-5.71 (2H, br), 4.51 
(2H, s), 4.39-4.23 (1H, m), 2.64-2.38 (2H, m) 2.50 (3H, s), 2.17 (3H, s)„ 
nmM3 0 (4 8) 

N- (2, 2, 2 - h 'J 7)^DifH)Wt^^- 3 -T ^ J - 4 - 
**V-5- (5- (2, 6-^Dn7x-;V>fJl/) rh7V-;i/- 
10 2- 'ffl') 



TLC : R f 0.32 (?DO*;l/A :^ ?y-;K&$?= 1 8 : 1 : l) ; 



(1H, dd, J=9.4Hz, 6.8Hz), 6.20-5.80 (2H, br), 4.72-4.45 (3H, m), 4.52 (2H, 
S), 2.89-2.65 (2H, m) 0 

mmrn 30 (49) 




15 



NMR(DMS0-d6)! 5 7.52 (1H, d, J=9.4Hz), 7.52 (1H, d, J=6.8Hz), 7.37 
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-**V-5- (5- (2, 6-y^DD7x-;MfJl/) t^v*-^ 




5 

tlc : R f o.24 (?dd*w :^^-^:ftK=3 5 : l : D ; 

NMR(DMSO-d6) : S 13.10-11.85 (1H, br), 9.22-8.18 (1H, br), 8.26- 
8.12 (1H, m), 8.22-7.76 (2H, m), 7.52 (1H, d, J=9.0Hz), 7.52 (1H, d, 
J=7.0Hz), 7.37 (1H, dd, J=9.0 RV 7.0Hz), 6.25-5.60 (2H, br), 4.63-4.34 
10 (1 H, m), 4.51 (2H, s), 2.83- 2.49 (2H, m) 0 

nmM3 o (5 o) 

N _ (^y/77f>-4-^^) *JU*-/U-3 -75 J -4 
V - 5 - (5- (2, 6-y^D7xiWf^) f f7V'-^-2- 

15 




tlc : R f 0.18 (^nu*w:>^-Ji':ftS=3 5:1:1) ; 

NMR(DMSO-d6): 5 12.80-11.80 (1H, br), 9.50-8.82 (1H, br), 8.36 (1H, 
20 d, J=9.0Hz),8.12 (1H,d, J=6.8Hz), 7.74 (1H, dd,J=9.0 W 6.8Hz), 7.52 
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(1H,d, J=9.1Hz),7.52 (1H,d, J=7.1Hz), 7.37 (1H,dd, J=9.1 RXf 7.1Hz), 
5.98 (2H, s), 4.75-4.41 {1H, m), 4.50 (2H, s), 2.85-2.42 (2H, m) 0 

mmm 30 (51) 

N- (3, 5-y7fA-fVt^tV-^-4-'f;l/) x;v*-^-3 
5 -75y-4-t + V-5 - (5- (2, 6 -S?^an7x-JMf;P) 



10 tlc : R f 0.50 (^d*h:^/-^:»|= 1 8 : 1 : 1) ; 

NMR(DMS0-d6): 5 13.10-11.90 (1H, br), 9.20-8.40 (1H, br), 7.52 (1H, 
d, J=8.8Hz), 7.52 (1H, d, J=7.0Hz), 7.37 (1H ( dd, J=8.8Hz, 7.0Hz), 6.15- 
5.80 (2H, br), 4.52 (2H, s), 4.42-4.30 (1H, m), 2.82-2.35 (2H, m), 2.57 (3H, 
s), 2.32 (3H, s). 
15 HJ&W3 0 (5 2) 

N- (2-^> s J^t^rz/i}^t'^)^7^ yxfjl/) 3- 
7^-4-^^7-5- (5- (2, 6-v^nn7x^Mf^) -f 




CH 3 



20 




CI 
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tlc : Rf 0.42 (^no*n:^;-^:ll=i 8:1:1) ; 

NMR(DMSO-d6) : S 8.10-7.65 (1H, br), 7.58-7.20 (8H, m), 6.15-5.80 
(2H, br), 5.01 (2H, s), 4.57-4.40 (1H, m), 4.52 (2H, s), 3.80-2.90 (4H, m), 
2.90-2.60 (2H, m) 0 

5 mmms o (53) 

N- (1, 1 -vt^Vt Y7t Knft7x^-3 -A A>) *>M«- 
)V- 3 -T^y- 4-**V-5- (5- (2, 6-y^D7x-]M 



TLC : R f 0.14 (?nnw :^ ^y-;n*K=2 0 : l : l) ; 

NMR(DMS0-d6) : $ 7.64-7.22 (3H, m), 5.97 (2H, brs), 4.68-4.14 (2H, 
m), 4.52 (2H, s), 3.85-3.00 (4H, m), 2.90-2.20 (4H, m) 0 
15 nMM3 0 (5 4) 

N _ (5-7x-Jl/*^^75y^f^f*7x>-2-^V) * 
;U*-;i,-3-7^-4-**V-5- (5- (2, 6-^nn7x 




10 



0 




20 
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TLC : R f 0.16 (^nnw J-fr\&&=2 0 : l : 1) ; 

NMR(DMS0-d6) : 8 9.30 (1H, t, J=5.8Hz), 7.88 (2H, d, J=6.6Hz), 
7.66-6.99 (8H, m), 6.06-5.70 (2H, m), 4.66 (2H, d, J=5.8Hz), 4.50 (2H, s), 
4.17 (1H, t, J=6.2Hz), 2.64-2.23 (2H, m) 0 

5 %MM3 0 (5 5) 

N- (2, 1, 3 -^>V*^Tv7V*-^-4 -4)\<) 7.)V*-)V-Z 
-7^-4-t^V-5- (5- (2, 6-y^on7x^;Mf;V) 



TLC : R f 0.24 (?od*^a :^y-;Kgfc$=4 o : i : D ; 

NMR(DMSO-d6): S 13.30-11.70 (1H, br). 9.20-8.00 (1H, br), 8.38 (1H, 
d, J=9.0Hz), 8.25 (1H, d. J=6.0Hz), 7.85 (1H, dd, J=9.0 RXf 6.0Hz), 7.52 
15 (2H, m), 7.38 (1H, dd, J=9.0 W 6.8Hz), 6.25-5.52 (2H, m), 5.00-4.64 
(1H, m), 4.49 (2H, s), 2.89- 2.35 (2H, m) 0 
%mW 3 0 {56) 

N— (4 -T4r^;U7^ J 7i-;v) ^^-^-3-7?y-4-t 
* V - 5 - (5- (2, 6-y^nD7x-WfJl') t YyV-)V- \ 

20 -A)\>) ^y$>W. 



10 
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CI, 



TLC:Rfo.39 {?uu*)va : * *?j-)V : SfcSI= 8 : l : i ) ; 

NMR(DMS0-d6) : <5 10.39 (1H, s), 7.88-7.70 (4H, m), 7.56-7.34 (3H, 
5 m), 6.03-5.70 (2H, br), 4.33 RV 4.22 (&* 1H, d, J=15.0Hz), 4.12-4.00 
(1H, m), 2.55-2.22 (2H, m), 2.07 (3H, s)o 

nmm 30 (57) 

N _ (4 -7x^ft7x^) ^)^-]b-3-7?y-4-t^ 
y_5- (5- (2, 6-y^D7x-JMf)H t YyV-)\y- 1 - 
10 4 A') ^> 9 vR 



tlc : R f 0.47 (^dd*w :^ ?y-;ngfc$= 1 8 : 1 : 1) ; 

15 NMR(DMSO-d6): .5 13.00-11.90 (1H, br), 9.00-8.40 (1H, br), 7.81 (2H, 

d, J=8.2Hz), 7.60-7.38 (8H, m), 7.32 (2H. d, J=8.2Hz), 6.02-5.65 (2H, br), 
4.45-4.31 (1H, m), 4.29 (2H, s), 2.81-2.52 (2H, m) 0 

%MW 3 0 (5 8) 

N _ (2-- f07x-)l/) 3-7^y-4-**V-5 




CI 
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- (5- (2, 6-y?nn7x-W^) f V 9 V-*/- 2 -4 fr) 



TLC : R f 0.52 (^o*u:^y-jKSi= l 8 : l : l) ; 

NMR(DMSO-d6) : S 12.90-12.00 (1H, br), 9.20-8.35 (1H, br), 8.15- 
7.80 (4H, m), 7.52 (1H, d, J=9.0Hz), 7.52 (1H, d, J=7.0Hz), 7.37 (1H, dd, 
J=9.0Hz, J=7.0Hz), 6.10-5.70 (2H, br), 4.65-4.45 (1H, m), 4.51 (2H, s), 
10 2.85-2.55 (2H, m) 0 

nnm3 o (5 9) 

n- (* yy 7-- 1 0 -^OW 

-5- (5- (2, 6-^nn7x^Mf^) tY7V-)\<-2-4 



TLC : R f 0.57 JSLlf 0.49 n : * * / -;u : R=&= 1 

8:1:1) ; 

20 NMR(DMS0-d6): 8 13.10-11.90 (1H, br), 8.00-7.74 (1H, br), 7.52 (1H, 




5 



15 
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d, J=9.0Hz), 7.52 (1 H, d, J=6.8Hz), 7.37 (1 H, dd, J=9.0Hz, J=6.8Hz), 6.1 8- 
5.79 (2H, br), 4.65-4.45 (1H, m), 4.52 (2H, s), 3.54, 3.45, 3.20 RTF 3.13 
{frt>-&T 2H, d, J=14.0Hz), 2.87-2.68 (2H, m), 2.46-2.36, 2.10- 

1.81 RTF 1.62-1 .30 7H, m), 1.03 (3H, s), 0.82 RTF 0.81 (£• 

5 t>-&X 3H, s)o 

mmm o (6 o) 

N _ ( 6 - ? nn^r/ [2, 1-B] *YV-fr-S-4 fr) * A- 
^-;l/-3 -75 V-4-**V- 5- (5- (2, 6-^0O7x- 
. ;i^^;iO -f h 7'/-^- 2 -4 AO 



tlc : R f 0.40 (^dd*w :p< ?/-;u:gfc$=2 0 : l : l) ; 

NMR(DMS0-d6) : 5 8.01 (1H, d, J=4.6Hz), 7.59 (1H, d, J=4.6Hz), 
15 7.56-7.25 (3H, m), 6.12-5.74 (2H, br), 4.51 (2H, s), 4.40 (1H, t, J=6.0Hz), 
2.85-2.46 (2H, m) 0 

mmm o(6D 

N- (5- (2 -^f-A^^tf ] ) 5 ~J>-4 -4 AO ft7x>-2- 
-OlO ^;i/*-;u-3 -7 5 /-4 -**V-5 - (5- (2, 
20 un7x^)Mf^) T h 7 x /~- A- — 2 — ""f AO ^>^>|t 



10 
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tlc : R f 0.34 (?pn*;i/A:> ?y-ji/:gfc®= 1 8 : l : 1 ) ; 

NMR(DMSO-d6): 5 13.10-12.20 (1H, br), 9.44-8.40 (1H, br), 8.72 (1H, 
5 d, J=5.2Hz), 8.10 (1H, d, J=4.1Hz), 7.81 (1H, d, J=5.2Hz), 7.76 (1H, d, 
J=4.1 Hz), 7.60-7.23 (3H, m), 6.25-5.70 (2H, br), 4.49 (3H, brs), 2.96-2.33 
(2H, m), 2.57 (3H, s) 0 

%nm 30 (62) 

10 - (5- (2, 6-y?nD7x;jMf^) r h y *S-A>- 2 -4 )V) 




15 TLC : R f 0.35 (^nn^M :^^y-^:^®?=5 0 : 1 : 1) ; 

NMR(DMS0-d6): 8 13.10-11.90 (1H, br), 8.55-8.20 (1H, br), 7.77 (2H, 
d, J=8.0Hz), 7.52 (1H, d, J=9.0Hz), 7.52 (1H, d, J=7.2Hz), 7.41 (2H, d, 
J=8.0Hz), 7.37 (1H, dd, J=9.0Hz, J=7.2Hz), 6.10-5.58 (2H, br), 4.51 (2H, 
S), 4.39-4.20 (1H, m), 2.66 (2H, t, J=7.6Hz), 2.56-2.32 (2H, m), 1.66-1.45 

20 RZf 1.37-1.14 (#* 2H, m), 0.87 (3H, t, J=7.4Hz) 0 

%mm 30 (63) 
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N- (4-^7i-^) X;V*-^-3-7<y-4-t + V-5 
- (5- (2, 6 -V9 DD7 jL-JMf-flO f h yV-)V- 1 -^f;V) 




tlc : R f 0.17 (^od^;i/a:^^;-;k^= 5 0 : l : i ) ; 

NMR(DMSO-d6): S 12.90-11.50 (1H, br), 8.80-8.10 <1H, br), 7.81 (2H, 
d, J=8.4Hz), 7.60-7.32 (3H, m), 7.42 (2H, d, J=8.4Hz), 6.03-5.60 (2H, br), 
10 4.42-4.12 (3H,m), 2.80-2.58 (4H,m), 1.65-1 .43 JkV 1.40-1.15 (&* 2H, 
m), 0.87 (3H, t, J=7.4Hz) 0 

nmM3 0 (6 4) 

N- (5- UV**«f-V_;i,_3_,f )V) + *.>-2-4 )V) X 
;i/^-;U-3-7^y-4-^^rV-5- (5- (2, 6-y^D7x 
15 -ii>*i-)v) t h y 2 -4 AO ^>?>B£ 




TLC : R f 0.38 (^nn*;U2* W&L=2 0 : 1 : 1) ; 

20 NMR(DMS0-d6) : S 8.73 (1H, d, J=1.8Hz), 7.89-7.64 (2H, m), 7.64- 
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7.23 (3H, m), 7.10 (1 H, d, J=1.8Hz), 6.27-5.55 (2H, br), 4.63-4.30 (3H, m), 
2.92-2.47 (2H, m)o 
H»J3 0 (6 5) 

N- (5- (4-^nD7j-^*^-;l'7^^f^) ft7i> 
5 -2 -4 AO A)\s*-n,-Z-7* ;-4-**V-5- (5- (2, 6 



10 tlc : R f 0.18 {9uu*)va:*9 ;-)\<:mfc=2 o : i : i) ; 

NMR(DMS0-d6) : S 9.36 (1H, t, J=5.8Hz), 8.03-7.76 (2H P m), 7.76- 
7.27 (5H, m), 7.09 (1H, d, J=4.0Hz), 6.06-5.61 (2H, m), 4.66 (2H, d, 
J=5.8Hz), 4.50 (2H, s), 4.30 (1H, i, J=6.0Hz), 2.69-2.37 (2H, m) 0 

mmM3 0 (6 6) 

15 N— (4- (t?m; ¥>-i 7x-;v) x;u*-;u-3-T^ 

y-4-**7-5- (5- (2, 6-y?nn7x^Mf^) Thy 



CI 




CI 




CI, 
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tlc : R f 0.49 (?on*H : ;* ? y : f£$= 2 o : l : l) ; 

NMR(DMSO-d6) : 8 8.33-7.94 (1H, br), 7.83-7.18 (5H, m), 6.74-6.45 
(2H, m), 6.07-5.51 (2H, br), 4.39-4.00 (3H, m), 3.45-3.00 (4H, m), 2.92- 
2.58 (2H, m), 2.10- 1.70 (4H, m)o 

5 nmm3 o (6 7) 

N- (4- (<=E;i/#'J y- 4 -4 )V) 7x-JP) 3 -T ^ 

y-4-**7-5- (5- (2, 6-y^no7x-Wf)l/) 7F7 



tlc : R f 0.24 (?db*h ? ;->i<:&m=2 0:1:1) ; 

NMR(DMS0-d6) : 8 8.62-7.90 (1H, br), 7.81-7.61 (2H, m), 7.61-7.17 
(3H, m), 7.17-6.97 (2H, m), 6.02-5.57 (2H, m), 4.44-4.02 (3H, m), 3.95- 
1 5 3.55 (4H, m), 3.30-3.00 (4H, m), 2.78-2.40 (2H, m) 0 

mmM3 o (6 8) 

N _ (2-^xf^75yxf;l/) ^^-^-3-7^-4-** 
y_ 5 _ ( 5 - (2, 6-y?DU7x-JMfil') fh5 , /-^-2- 




CI. 



10 



20 
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TLC:Rfo.40 (^do*m:^;-;k^=6:2:2) ; 

NMR{DMS0-d6) : S 8.50-8.10 (1H, br), 7.53 (2H, d, J=8.8Hz), 7.52 
5 (2H, d, J=7.4Hz), 7.34 (2H, d, J=8.8Hz, 7.4Hz), 6.06 (2H, br), 4.65-4.40 
(1H, m), 4.52 (2H, s), 3.84-3.00 (8H, m), 3.00-2.83 (2H, m), 1.22 (6H, t, 
J=7.0Hz) o 

mmM3 0 (6 9) 

N- * - 3 - 7 ^ / - 4 - * ^ 7 - 5 

10 - (5- (2, 6-^0071^^^) t h7V-;l/-2 ->f )\>) 



NMR(DMS0-d6) : S 13.45-11.42 (1H, br), 8.79-8.10 (1H, br), 7.83- 
7.10 (7H, m), 6.20-5.54 (2H, br), 4.51 (2H, s), 4.43-4.20 (1H, m), 2.69-2.22 
(2H, m), 2.39 (3H, s) c 

%HM3 0 (7 0) 




CH 3 



15 



tlc : R f 0.22 (?Dn*M:^;-^:||=4 o : l : l) ; 
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N _ (4 ->fyyD^7x^) X;^-JV-3-7^-4-t + 
V-5- (5- (2, 6-^DD7x-Wf^) fh77-^-2- 




TLC : R f 0.31 ?y-^:gfc$=4 o : l : D ; 

NMR(DMS0-d6) : d 13.60-11.40 <1H, br), 8.82-8.03 (1H, br), 7.93- 
7.65 (2H, m), 7.65-7.10 (5H, m), 6.28-5.39 (2H, br), 4.51 (2H, s), 4.43-4.17 
10 (1H, m), 3.10-2.81 {1H, m), 2.78-2.29 (2H, m), 1.21 (6H, d, J=6.8Hz) e 

mmm3 o (7 d 

N _ ( 4 _^y 7 'nt:^7x-;i/) 3 -7 < J - 4 -* * 

v _ 5 _ ( 5 _ ( 2 , 6-y^o7i^Mf^) 7^77-^-1- 




H 3 C 



tlc : R f 0.41 (^dd^ :^^7-^:^= l 8 : l : D ; 
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NMR(DMSO-d6) : 6 13.40-11.70 (1H, br), 8.89-8.20 (1H, br), 7.95- 
7.69 (2H, m), 7.69-7.05 (5H, m), 6.18-5.50 (2H, br), 4.52-4.14 (1H, m), 
4.30 (2H, S), 3.07-2.85 (1H, m), 2.85-2.43 (2H, m), 1.21 (6H, d, J=6.8Hz) 0 

mmm so (72) 

5 N- (2-^W5/xf;l/) 3 -75 y-4 

V-5- (5- (2, 6-y^oD7x-;Mf^) ff7'/-^-l - 




TLC:Rfo.32 (?na*w : * ?;-)v : ftK= 6 : 2 : 2) ; 

NMR(DMS0-d6): £ 7.55 (1H, d, J=9.2Hz), 7.55 (1H, d, J=6.8Hz), 7.55 
(1 H, dd, J=9.2Hz, 6.8Hz), 6.05-5.87 (2H, br), 4.95-4.54 (1 H, m), 4.38 <2H, 
m), 3.78-2.75 (10H, m), 1.16 (6H, t, J=7.0Hz) D 

15 %mm?> 0(73) 

V-5 - (5- (2, 6-^007x^^1 t YyV-)^- 2 - 
4 )V) <\y? yffc 
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tlc : R f 0.32 (^od*jua:> 9 ;-)v:%m=A o : l : D ; 

NMR(DMS0-d6) : 8 13.25-11.90 (1H, br), 8.54-8.10 (1H, br), 7.89- 
5 7.65 (2H, m), 7.60-7.26 (3H, m), 7.20-6.97 (2H, m), 6.28-5.49 (2H, br), 
4.51 (2H, S), 4.40-4.09 (1H, m), 4.06 (2H, t, J=6.2Hz), 2.74-2.26 (2H, m), 
1.87-1.58 (2H, m), 1.58-1.26 (2H, m), 0.93 (3H, t, J=7.2Hz) Q 

mmms o (7 4) 

10 7-5- (5- (2, 6-^DD7ii^f^) f F7V'-^-l- 




15 tlc : R f o.io (?na*ji/A:^;-fl/:ft8=4 o : l : l) ; 

NMR(DMS0-d6) : 5 13.52-11.75 (1H, br), 8.74-8.12 (1H, br), 8.00- 
7.67 (2H, m), 7.67-7.25 (3H, m), 7.25-6.98 (2H, m), 6.15-5.48 (2H, br), 
4.48-4.1 1 (1H, m), 4.26 (2H, s), 4.02 (2H. t, J=6.4Hz), 2.83-2.37 (2H, m), 
1.84-1.55 (2H, m), 1.55-1.24 (2H, m), 0.93 (3H, t, J=7.2Hz)„ 

20 %mm 1 (i) 
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N — (4-7x-w;i'7^-^7x-;i/) x^*-;i/-3 -T5 y - 
4-** 7 -5- (5 - (2, 6-y7DD7i-Wf^) ff5'/- 
;u-2-^f;v) ^>?>$- t-7f^f^ 




»01J2 9 (4 3 ) ?»£Lfcft^*fflv»T&ifc«8 (1) 
TLC:Rf 0.12 (^**t> : 2 : l ) ; 

10 NMR(CDCI3) : .5 8.00-7.88 RTF 7.88-7.75 (4H, m), 7.70-7.56 W 

7.53-7.43 (5H, m), 7.40-7.12 (3H, m), 6.30-6.15 (1H, m), 5.80 (1H, d, 
J=17.8Hz), 5.59 TkV 5.58 (&t>-£T 1H, d, J=17.8Hz), 4.60 (2H, s). 
4.21-4.05 (1H, m), 2.78 (1H, dd, J=17.4Hz, 4.0Hz), 2.28 Rtf 2.27 (1H, 
dd, J=1 7.4Hz, 4.6Hz), 1.36 (9H, s) c 

15 mmm3 2(1) 

N- (4-7x-^W-*7x^) *;l/*^;l/-3-7 5 J- 4 
-**V-5- (5- (2, 6-y?OD7x-Wf^) rh9V-JU 
-2-^f;v) ^>?>SS- t-7f^f^ 
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HJfe0J2 9 (4 3) -CS£L7fcffc#tt*Ev>T£ttfll9 (1) t 

5 TLC:Rf 0.21 (^**> :»B6x^;u=2 : i) ; 

NMR(CDCI3) I S 8.10 (2H, d, J=8.0Hz), 7.97 (2H, d, J=8.0Hz), 7.98- 
7.90 (2H, m), 7.70-7.47 (3H, m), 7.36 <1H, d, J=9.0Hz), 7.36 (1H, d, 
J=7.0Hz), 7.18 (1H, dd, J=9.0Hz, 7.0Hz), 6.15 (1H, d, J=9.0Hz), 5.82 W 
5.62 {&* 1H, d, J=1 7.8Hz), 4.60 (2H, s), 4.22-4.08 (1H, m), 2.78 (1H, dd, 
10 J=1 7.6Hz, 4.0Hz), 2.29 (1H, dd, J=17.6Hz, 4.6Hz), 1.35 (9H, s) 0 

^mm3 3 (i) &xvnmm3 3 m 
nmm 1 (1) £^32 (1) -esaiLfcft^^fflv^, mmm 
6(1) tmm^mt, jrn^Lfc^HflteWfcfcfco 
%mm3 3(1) 

15 n — (4-7x-w^7>f^7i-;i/) x;i/*~;u-3 -75 ^ - 
4-** 7 - 5- (5 - (2, 6-y^nD7x-;Mf;v) f FyV- 
;i/-2--f^) 




11 
O 
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tlc : R f 0.10 (^nDw:^^-Ji':fte=5 0:1:1) ; 

NMR(DMSO-d6) : 8 8.00 (2H, d, J=8.4Hz), 7.96 (2H, d, J=8.4Hz), 
7.80-7.67 (2H, m), 7.61-7.46 Stf 7.42-7.32 (6H, m), 6.00-5.62 (2H, br), 
5 4.50 (2H, S). 4.33-4.22 (1 H, m), 2.57-2.37 (2H, m) 0 
*Jfc«3 3 (2) 

N- (4 -7i = H**i*7ii*) AJbt-^-3-7<y-4 
- * * V - 5 - (5- (2, 6-y?nD7x-^f^) xhyV*-^ 
-2-^;i/) ^>?>$ 




tlc : R f 0.14 (?nn*w :^^y-^:ftK=5 o : l : l) ; 

NMR(CDCI3) : 8 8.17 (2H, d, J=8.4Hz), 8.06 (2H, d, J=8.4Hz), 8.01- 
15 7.93 (2H, m), 7.78-7.45 RTf 7.45-7.31 (6H, m), 6.03-5.68 (2H, br), 4.51 
(2H, s), 4.45-4.33 (1H, m). 2.65-2.52 (2H, m) c 

4 (1) 

N — (4-7?/7x^) *jnfc-A'-3 -75 J-A -**v- 5 
- (5- (2, 6-y^D7x-JM^) ff7 > /-^-2-^V) 
20 ^>?>$ 
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nmm3o (12) «&L£ft£«$v>T, ###!i9 (i) tmm 

TLC : R f 0.29 (?od*^A \ * ? ; - 1 8 : l : l) ; 

NMR{DMSO-d6): 8 8.50-7.80 (1H, br), 7.80-7.25 (5H, m), 6.61 (2H, d, 
J=8.8Hz), 6.15-5.72 (2H, m), 4.50 (2H, s), 3.97-3.81 (1H, m), 2.38-2.05 
(2H, m) 0 

mmms 5(1) 

N- (N, N-v^v^T^ J) \ J -l—k* 

V - 5 - (5- (2, 6->^nD7i-)Mf-JH fF7V*-iV-l - 




y/^>y>7^ > (0.06 m 1 ) O^WJl'AT? K (0.5 ml) i 

» r * =?* >#b^t\ Efa-e 1 , r - * a> x y v- n (50 

mg) tijn^Lfe.RSSia^»«rM^3 0#mtt#LfcoRJSi&#»KOr 
1 (2) «&L£lt£t! (139 mg) 0^f^*^A7 5 
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k (o.5m i ) mmmt-tzo Kmm^^^-mmitz 0 

&k i n^^m^x, »f^«i/: 0 m&mzmniK&& 

5 ^77>f (A+t>:ftSxf^=i : i) "otjiiL, ^Wttft 
*£+*#»9Hfc£* (79mg) 
TLC:Rfo.46 (A*t>:ftKxfn/=i : l) ; 

NMR(CDCI3) : 8 7.50-7.10 (13H, m), 5.59 (1H, d, J=8.2Hz), 5.41 (1H, 
d, J=18.6Hz), 5.23 (1H, d, J=18.6Hz), 4.84-4.66 (1H, m), 4.69-4.47 (2H, 
1 0 m), 4.29 (1 H, d, J=1 6.6Hz), 4.1 7 (1 H, d, J=1 6.6Hz), 4.04 (2H, q, J=7.0Hz), 
3.02 (1H, dd, J=17.8 RTf 5.0Hz), 2.70 (1H, dd, J=17.8 W 4.8Hz), 
1.21 (3H, t, J=7.0Hz) o 
WJ3 6(1) 

N- (N, N-v^>v^T^y) *JV*-^-3-7^-4-*^ 
15 V-5- (5- (2, 6-^OD7x-;Mf^) T F7V*-^- 1 - 
4*) 



20 ^i&0!l3 5 (1) -CjRjftL^b^**fflv»T^Ml«2 3 (1) fcl^&O 
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TLC : R f 0.78 (?nn*;l/A :^ ^y-/nft»= 1 8 : 1 : 1) ; 

NMR(DMSO-d6) : S 12.88-12.00 (1H, br), 7.65-7.06 (14H, m), 5.98- 
5.62 (2H,m), 4.82-4.62 (1H. m), 4.59-4.13 (6H, m), 2.91 (1H, dd, J=17 JSL 
Tf 7Hz), 2.66 (1H, dd, J=17 RTF 7Hz) e 

5 nMM3 7 (1) 

N — (N-^^y^-N-^f-^T^ J) *>UjK-^- 3 -T $ J - 4 
-**V-5- (5- (2, 6->'^D7x^Mf*) rh^V*-;l/ 



##0U 1(2) «£L7Mt£-% (139 mg) ©ft*> 9 (1) 

^7?^fflKiPj3 5 (i) fcraaioaM^tL-c, 

15 1-a*»8ffrfrto*f»fco 

tlc : Rf 0.37 : ^^^= l : D ; 

NMR(CDCI3): 5 7.40-7.16 (8H, m), 5.76 (1H, d, J=7.8Hz), 5.53 (2H, s), 
4.73 (1H, m), 4.53 (2H, s), 4.30 (2H, m), 3.00 (3H, s), 2.98-2.67 (2H, m), 
1.41 (9H, S) 0 

20 %mn 3 8(D 

_^-^y_5_ ( 5 - (2, 6-/^D7x-]MfJl) rf-7V*-^ 




CI 



10 
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t LC : R f 0.28 (?dd**a :^ : 8fcg£= l o : i : l ) ; 

NMR(DMS0-d6) : 5 7.54-7.18 (9H, m), 5.81 (2H, brs), 4.60 (1H, m), 
4.47 (2H, S), 4.32 (2H, m), 2.92-2.56 (5H, m) 0 
10 miMM3 9(1) 

N-«>y*/**i/ijA'tf=.ti/- 3 -75 y-4-* + V-5 - (5 - 




15 

HMfll 5 (15 7) "CM L fcffrfr* (770 mg) (11 
ml) fc* (3ml) (350 mg) HmZ.tz 0 KBU 

7 ftWfttfLfc. &&&£^KpH4K£*i^l N£$7fc 
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: ^^y-Ju:»K=i 8:1:1) i:^t«IU 

t^+**»^k#* (235 mg) 

5 TLC:Rfo.3i (^nn*w:>^-^:SiS=i8:i:i) ; 

NMR(DMS0-d6) : 5 7.94 {1H, d, J=7.4Hz), 7.46-7.24 (5H, m), 7.25 
(2H, d, J=8.5Hz), 6.59 (2H, d, J=8.5Hz), 5.90 (2H, brs), 5.72-5.20 (2H, br), 
5.08 (2H, s), 4.74-4.43 (1H, m),2.90- 2.50 (2H, m) 0 

%mm 39(2) 

10 N-^>'W*>'*^#-*-3-75^-4-t^y-5- (5- 




15 nmmb (157) ?«£Lfc*fc^&^ftfc$Kii;8fe0i5 (158) ? 

»3tLfc<k'&**fflv>T*lfc«3 9 (1) tl^#©if^LT, WT©% 
tlc : R f 0.22 (^□n*w;>^-^:li=i 8:1:1) ; 

NMR(DMSO-d6) : S 13.50-11.50 (1H, br), 8.03 (1H, d, J=7.8Hz), 
20 7.46-7.22 (5H, m), 7.22 (2H, d, J=8.6Hz), 6.57 (2H, d, J=8.6Hz), 5.94-5.30 
(4H, br), 5.12 (2H, s), 4.73-4.50 (1H, m), 2.93-2.55 (2H, m) 0 

mum aq (i) 
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N— (2-7^1^) 7,)\>*-)l>-Z -73 J -4 5 - 
(5- (2, 6-^nn7i-^^^) 7-Yy^f-fl'-2-<i )V) ^ 



fSJfc0!l3O (5 2) T«j|Lfcfk**tfflv»T, ###J9 (1) 

TLC:Rfo.42 (?nn>m : ^*y-;n#$=3 : l : l) ; 

10 NMR(DMSO-d6) : $ 13.00-12.40 (1H, br), 8.40-8.23 (1H, br), 8.23- 

8.00 (3H, br) 7.53 (1H, d, J=9.0Hz), 7.52 (1H, d, J=7.0Hz), 7.37 (1H, dd, 
J=9.0Hz, 7.0Hz), 6.20-5.95 (2H, br), 4.53 (2H, s), 4.65-4.40 (1 H, m), 3.61- 
3.00 (4H, m), 3.00-2.65 (2H, m) 0 

mm 1 3 

15 N — (N-t-Wt + y*^*-^?;) *;u*~;l/-3 -7 3 
y-4-**7-5- (5- (2, 6-y^oo7x-Wf^) t Y y 




5 



• HCI 




20 
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##^j9 (i) -?wk&itzit&m<Dttt> *) K^nm 9 (2) -cm&ttz 

M2 9 (1) fcR»««^*LT, ^Ofettflt^tSSfi'fb'&ife^^^o 
5 TLC:Rf0.21 (aw:»IW=2:i). 
1 4 

N _ (n — t -^f Jl/t^v^/^'f-^-N-^'/y^T 5 >> ) 
-^-3-7^-4-t + V-5 - (5- (2, 6-7?nD7x-^ 



##091 3"0Hi£L;fc'fb'&* (548 mg) Of f?UK07?>' (7m 
1) i# > Ei-0 < CT*^>'vJl/T;W3-;i/ (0.14ml) thV7x-^*^7 
15 -f > (361 mg) hyiWVy*myl/-l> (0.55ml) SrflDx. 

U l^fflfb*hUSA*»i8^ft»U JteJtW^^*->7A-cft 
*U III/;. t#f>ft£*£g£vV#y;u#7^nvb^7^ 

:ifxf^=5 : i~2 : l) till, *<7)«mf&*#t**! 
20 «fb£« *!»*:. 

TLC:Rfo.eo :ft»xf-^=2 : l) « 

«kM4 id) 



10 
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- (5- (2, 6-^no7x-iMfJl/) r b 9 V*-^- 2 -4 «/) 




#tlMl4"C|!SLm»*ffl^t, £»J6 (1) fcH#<&*#* 

TLC : R f 0.16 (^no*M : *9J-fr :&$=4 0:1 : l) 0 

10 NMR(DMS0-d6): 8 13.00-11.60 (1H, br), 8.05-7.50 (1H, br), 7.70 (1H, 

t, J=6.1 Hz), 7.62- 7.43 (2H, m), 7.43-7.07 (6H, m), 6.19-5.74 (2H, m), 4.52 
(2H, s), 4.42-4.20 (1H, m), 4.10 (2H, d, J=6.1Hz), 2.89-2.35 (2H, m) 0 

mm a 2d) 

N-^>v;l/t^y*^'K-^- 3 -75 J - 4 -**v- 5 - (5 - 




&6fc0J5 (18) tm&Litil&m (190 mg) W^-i(0.2ml) 

20 mmmz 4o%^w? (0.4 m 1 ) £anx.£o asii^sr^ 
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itUL/: 0 fflmtJ^TK, mu&itt h v 

^ (^no*u:^^y-;v :&m=2 o : l : l) till, ^^t/ 
020mg) mtz 0 

5 TLCiRfo.n (^oD*M:^y-;K^=i8 : l : D , 

NMR(DMSOd6) ! S 8.15 (1H, d, J=5.0Hz), 7.74 (1H, d, J=7.0Hz), 
7.53-7.1 3 (5H, m), 5.93 (2H, s), 5.08 (2H, s), 4.64-4.33 (1 H, m), 3.74 (2H, 
s), 2.70-2.48 (5H, m) 0 

mmm* 2 (2) 

10 N-^>v^**v#^**-^- 3-75 7-4 -t*V-5~ (5 - 




15 HMsfllS (18) ^m&Ltzit£®<Oftt><)l l Z%MW5 (2 1) 

Lfcft£-&£ffiv>T, ^WJ4 2 (1) *C0%13Hit£ 

tlc : R f 0.08 (^no*u : ^ :lfc$= l 8 : l : l) 0 

NMR{DMSO-d6) : 8 8.40 (1H, d, J=4.8Hz), 7.87 (1H, d, J=7.6Hz), 
20 7.52-7.1 2 (5H, m), 5.94-5.61 (2H, m), 5.08 (2H, s), 4.66-4.40 (1 H, m), 3.80 
(2H, s), 2.85- 2.49 (5H, m) 0 

mmm] 
mm i 
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• N— ( (N — (3-7i-;wynfc:°*-;l') -L-^'V-^) -L-T 
-3-75y-4-t + V-5- (5- (2, 6-^nn7x 



5 -;u^^;l/) TYyV-fr-l-si fr) 9 >M 5.0 g 

• *;hf^y^f;i/^^D-^*^y-)A (£#$4) 0.2 g 

• v -7 A (fflttftl) 0.1 g 
•IftNhii-fe^n-;* 4.7 g 



10 J£lTO#^*«&tc± f)z££L£f^ *M£ir&KJ: «f U 5 
mlfor>7"JH:**U ttifcfcJ: 0*B«J*U 17>y;u*2 0 
mg«M^tt^7^;H 0 0 

•N- ( (N- (3-7i^7"dW-^) -L-^V-^) -L-T 
-3-757-4-^ + 7-5 - (5- (2, 6-^DD7i 
15 =.)V*T)V) t Y yV-)V- 1 s\V9V&. 2.00 g 

• ^y- 2 o g 

•m®& 1000 m 1 
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i . ( i ) 



5 



R-AA 1 -AA 2 -N-Y (I) 





(&tfj, J limits Cl-6 7^+U>i, C l-6* + '>T/U*V/ > 
Cl~67^7;V+l/>I, Cl-6ft7Ml/>S, C2~6 

JiC 1 -4 7A'^Jf , ?Hft$fit^-C4 J: < (f:/:U J^^^K*^ 

t-, a^^ifciiWiRWRafe^oc^ossfctts (o) m ^^^ 

R Mi 

15 DC 1-87M^S, 

2) C l~8 7^n^vi, 

3) C 2-87K-JH, 

4) C2-87H-^t^vI> 

5) C l~87J^^7<7i, 

20 6) v (C1-87W) 7^7*> 

7) C 1 ~ 8 T^^r^f-tS, 

8) Cyc'l (SI 3 , CycMiJfe«j|Sfctt^rnat*^*)L, **i*> 
OiRI±l*^5flO**fi^ C1~8 7^;H, 7x-JH, 7x- 
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jgc^ -hnS, ^'J7;vtn^f;i/1, - HJ Ji^, ^ —OR 2 , 
-NR 2 R\ — C H 2 N R 2 R 3 , -SR\ -S (0) R 2 , -S0 2 R\ 
-COOR 2 t7t{i-COR 2 -ee^?^TV^-C^ J:v^ 0 R 2 ii*i|ji^ 
7i-;H, 7x-JViCJ: *}g$fc$ft£C 1 ~ 4 
5 Tfr*)l'mzmt>L, R 3 J±*ltlH\ C1-87W1, 7 

7x^ji/Si:i: *)S&£ft£C i-4 7;^;H, C2~5 7y;^| 
*>U ^:liR 2 i5ilFR 3 li^tiliI?i-«i:iotAto^ 

H^to ) , 

9) C y c'-O-m, 
10 1 0) C y c '-S-M, 
1 1) C y c'-CO-I, 

12) Cyc'S, Cyc'-O-I, C y c 1 - S tzit C y c 1 - C 
O-SfcJoT^v'ifctt^ftfcSiifcC 1 -8 7;^^i, C 1 - 8 T 

Cl~8 7JK*7<yI, v (C1-87W) 
15 I^:liCl-8 7;K^ftS, 

13) MJ 

14) Cyc'-CO-NH-CH 2 -I 1 
1 5) 7^i, 

1 6) ^>y>t^ry*W-^i, 
20 17) C2~57y^7?7i, 

1 8) C l~8 7;^^ySfflL/;C 1 - 8 T)Vu* yl^^ U 
m{i0 2£iil~~2O|g£it 
{tztzL, 

(i) m^oo^, -s (o) n-m-w.mmm^ztzimM&Tim 

25 ^-L^v^(7><!:-t^> 
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(2) mtfi<Dk%, -s (o) n-m^nmmmm^ttfti&LK^iiCDt 

A A 1 (i 

i) 



R 4 li 

( 1 ) jMHK*, 

(2) C 

(3) Cyc J I(it, C y c 2 (i^M^:l^f nft^L, ^ft 
10 ^©5IU±1*»?)5«0*#B^ 7 i -/I/*, 7x 

**n***afc, -b 1 JA'*x f -OR 5 , — N R 5 R 6 , 

-SR\ -C00R 5 J/:l±-C0R 5 fIi$Htv^Uv^ o R 5 j3i 

15 Ii7x-;H«L/:C 1 - 4 7WSt^to ) , ifctt 

(4) -OR 7 , — N R 7 R 8 , -SR\ -COOR\ —COR 7 , -CO 
NH 2 , -NR 7 -CO-NR 7 R\^T-vV^.feJ:tfC y c 2 frhMtfti 

*)W&ZtitzC 1~87;V^H (g+> R 7 *£W:R 8 fi**L<F 

natfi!LT**iSl^ C1-4 7)V« 7x^;l>£2fcii7x-7l/& 

20 ^flLf;Cl~4 7JK^Mifcf 0 ) i£t>t* ) fc^kU 
AA 2 li 

1) ifctt 



5 



2) 
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2) ^Ns^l^ * 
R 10 

(1) *.mm=f-> 

(2) C 1~8TWX, 

5 (3) Cyc 3 I (1^ Cy cHtmmtzit^-Tum^L, *tl 

h'J7;i/tn^f;H, -r^Sf, fh?'/-^*, -OR 11 , 
-NR^R 12 , -SR", -COOR n i/;li-COR"-et^?fLT 
10 v>TUv> fl R^^i^R^a^tL^tlJSjAL-C^lgi 1 , 

fcto ) , 

(4) -OR 13 , — N R 1 3 R 1 4 , -SR 13 , -COOR 13 , -COR 13 , 
-CONH 2 ,-NR 13 -CO-NR 13 R ] \^7-yVI^J:(;Cyc 3 
15 frhMtftiZ>mz£*)W&$tit:C 1-87^^S R 13 (±;« 
g^, C1-47WI, 7x-;HSf:l±7x^M«L/:Cl 
-4 7M^|fcU R 1 4 li**]^, C1-4 7WI, 7x^ 

20 (5) R^JtfR^ii-i&KfcoTC 1 -6T;U+U>Si7tfiC 2 - 
6 ) *£fcU 



679 



WO 97/24339 PCT/JP96/03801 



H 5 R 17 



R 15 i5J;^R 15 a-?-ti-rn^iZLT7K»^, 
5 ^£)C l ~4 7^*n^£J:tJ f 7x-;i/*liC 1 ~4 7)^;H, Cl~ 

R 17 ii 
( l ) 

10 (2) C l~87J^^i, 

(3) cyc 3 i (&<k c y c 3 \m%^tn t^mu^to ) , 

(4) -OR 13 , -NR 13 R ! \ -SR 13 , -COOR 13 , -COR 13 , 
-CONH 2 , -NR 13 -CO-NR u , ^T- vV&£ J: CKC y c a frb 
»f*i*£fcJ: Ott&SftfcC R^fc-fctfR 14 

15 tt*ftWfliriEfcHi:***£kt. ) *£*>U 

qli2~l 2OlEftt^*)t 0 fc£U - (CH 2 ) + 1 «<0&*1S 
^ttBttB*, fBIR*, -SO-*, -S0 2 -SS^{±-NR 18 -S 
(&*K R 18 (i7K*»> C1-4 7WS, 7x-lHSfcli7x- 
WMl^:C l~4 7;^^S?:^to ) tl^^otv^^, 

20 J^ttKO^TTK^WIRttLTZiS^t^JfiLTv^Tt iv^ 0 ) * 
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.COOR 19 

s^(CH 2 ) n — fTet4-Z E * 



0 



(*4\ R 19 tt&m%?, 7x^^ 7^-^* 

5 nfi 1 ~~4<D&&ZMt>L, 



10 DC 1~67;^1^>I, 

2) C2-67H-P>I, 

3) RXB?, 

4) ttJIH^ 

5) -CO-S, 
15 6) -SO-*, 

7) -SO r l, 

8) -NR 26 -i (R 26 (i7K^iP> Cl~4 7Wi, 7x-jHJ 
fctt7i-;u*tf*1B&LfcC l -4 7^;H*^to ) Sfcli 

9) c l - 6 7;^ w o l i^ilif ^ $c3ri£i\ 

20 -CO-*, -SO-*, -SO,-*, -NR 26 -I (R 2 MifrlS^^I 
■C^^^fc-fo ) ■?ii3lt>o^Cl~67;^V>i^gt)L (fcrtf 



—ft— <* x V 

V_y N=N 



N=N 
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Eii**^, ^oyyjg^-, ci-4 7^jH, -coor 27 ! (IE 

A t l»L^:Cl-47WS^to ) , -CONR 28 R 29 S 
5 R 2 »*J:irR a9 tt^*L-rfi46!lfllL-C**S^ 7x 
7x-)l/M»L^ C \ — AT }V*)V&t fcfcfc R 2 8 £ i Of R 2 9 
lllS^tiatfi^fc-^ftoT^nSltSfoto ) , — N R 2 8 R 2 9 
£ (S+> R 28 i5J:O f R 29 (iByiet^i:«^^^to ) tfcli 



R 20 (i 
1) 

2) C l -8 7;^;vlv 
15 3) Any>|f, 

4) - h 

5) MJ7;^o^;^ 
6 ) - h U 

7) —OR 22 , 
20 8) -NR 22 R 23 , 
9) -SR 22 , 
1 0) -COOR 22 , 
1 1) -COR 22 , 



10 




(^) 
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1 2) -CONR 28 R 29 (Rtt&XWRi'ftMfctmZMttUtoto ) , 
13) Cyc 4 l Cy c^tRmmttztt^f-vVdZUfrL, *ti 

7x-;H«L^Cl-4 7;^^i, ^ny>^ - h ogfe, 
5 F'j7;VtD^f^§, =fV/Hl, fh77-^S, -OR 24 , 

-NR 24 R 2 \ -SR 2 \ -COOR 24 ££<i-C OR 24 -?®&£tiT 
v>T<k«tv> 0 R 24 ^«tU f R 25 {i^^^«3:LT^ir^ 

7x-JHifcli7x^I#IftL^C 
*>to ) , 

10 14) Cyc 4 l C y c HimBtmCMMi^to ) CioT 

ii?atv^Cl~8 7;K^S^U 
R 2 2 ttHJIT-, Ci-4 7M;H, 7x-;u££fc{i7i->i'&5&*M 
&L£C 1-4 7;^J1/S^U R 23 ti**I£i\ C1-47W 
7x^)H, 7xiWWUCl-4 7Wl, C2-57 

15 is)l>&£tz\i h 'J7^tn^f^*^f-jH!:i^L, 

-Z-EStLT^o^>g^ h'J7;^n>f;i/S, 7 
ItLTv^ci-4 7)KiHi/;in'J (C 1 ~~4 7;u*jw) v"J ;w 

20 fc£U 

(1) ZSKl-67^l/>^^liC2-67^-l/>i^ 

t-r^o ) ^^^to ] 
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2. Y**0Eifoftdc#K^, ^oy^ - 
COOR 2 'S> -CONR 28 R 29 i, -NR 28 R 29 £ (R 2 \ R 28 £i 

5 o f R 29 (iit*^l&H^i^trai:t'*^a^to ) Srat?tif!*<7)|&HI& 
i «ia*©^%« 



3. Y&^E&rt* 

-(R 20 ) P * 



^Cy^ (I 



10 (*<=K R 20 i3J:^p{ilSAR^|6H^l^^l5]DEP**^^-ro ) *&t> 
U 



15 



4. Y&t^E&d* 



(c^— (R 20 ) p 



U 



20 



-0- 
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5 f£HfH 1 gEftoft**. 

10 7 . a a 1 ^mi^js i v a a 2 p a - 7 ^ j mt& * &t>tm xomm 

% l gEftoft**. 

8 . A A 1 «*^i3 <t If A A 2 5&*JMS£*fEfctif #*>?£B& 1 «Efc 
©ft**. 

15 

9. AA 1 £<£O f AA 2 ^-*tK&oT 



10. ffc^*** 
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(1) N— ( (N — (3-7x-;^nt't^) -L-W-fr) -L-T 
y-)V) -3-7^-4-t^rV-5- (5- (N, N-V^T^T^ 
J) fh7'/-^-2-^) 

(2) N 3-7 3>'-4-**V-5-(5- 
5 * h^yf h7 N /^- 1 s<>?>m.. 

(3) N-^>y>t^y*M^^-3-75y-4-i^v-5-(5- 
^ h^v-f h7V*-JU-2--f^) <^>?>®L 

(4) n-^>^;v*^v*^**-^-3 -r* y-4 -**7-5 -(5- 
10 (5) N-^^y^t^y * W-^- 3 - 7 $ ; - 4 - t^ V - 5 - (5 - 

(6) N-^>^t^fv*^^-3-7? y-4-^y-5-(5 ~ 

(7) N-^V^*^*^-^- 3 - 7 5 > - 4 - t + 5 - (5 
15 - h^y*;v*'-;u>f;i/) f h y V-fr- 1 -4 )\<) 

(8) N - ^ > y •/* iV* -Jl' - 3 - 7 ? ; - 4 - 1 ^ V - 5 - (5 
- (2-^f + y*;^-^f^) f l 1 7 V — — 2 — 4 fr) s<>*?y 

(9) N-^>y'JH^y*^fxiV-3-7?/-4-t^y-5- (5 
20 - (2 h*'>*^«K-A'J-f-^) fF77-^-l-^^) 

ft. 

(10) N-^>v^* + ">*^**-^-3-T^ y-4-*^V-5 - (5 

(11) N-^> v^t^rvTJ^*'-^- 3 -T 5 y - 4 -**7- 5 - (5 
25 - (2-7nnxfjl/) f h 9 V*-^- 1 -4 AO ^>*>$> 
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(12) N-^>y>t + y*^-^-3-75y-4-t^rV-5- (5 

- (2-y7W^if^) fb7 > /-;V-2-^l') 

(13) N-^>y;Vt^yA^^-3-7^-4-t^V-5- (5 

- (2-y>f;i'7^if;i') t YyV-)\y- 1 --f HO ^>?>$, 
5 (14) N-^>v;l/^^v*^^-^- 3 ^-4 -i^V- 5 - (5 

- (#;l/***v^;iO r h9V-^-2 )V) sO?>&, 

(15) N-^>y^t^y*^-^-3-7^-4-t^rV-5- (5 

- (*;l/^y^f^) f h 7 7'-^- 1 -4 )V) s<>9>&s 

(16) N-^yy^t^vfi frt:~P- 3 -7 5 y- 4 -**y- 5 - (5 
10 - (2-*i^'^yif^) r -^fJi/) ^>*>$, 

(17) N-^>y;Vt^y*^^-3-75y-4-t^V-5- (5 

- (2-*Jl"t>yxf^) r h 5 7-^ - 1 -4A0 ? 

(18) N-^^^vrtJl^'-^-S -75 y-4 -**7-5 - (5 

15 (19) N-^>y>t^y*;^t-;l'-3-7^-4-t + V-5- (5 
;l/f- ^V-^- 1 -W;lO 

(20) N-^>y>t^y*;^^-3-7^-4-t^V-5- (5 

(21) N-^>y)^^y*^^^-3-7^-4-*^V-5- (5 
20 -x^;i/7,;l/*-;Pr h yV-^- 2 -<<)V) ^>?>g|, 

(22) N-^>:*A'**i'#***-A'-3-75-/-4-**7-5- (5 

- (^f^7^;*il"f-iMf^) t h 5 7-^- 2 ^7*7 

(23) N - y ^ •> * ^'V - 3 - 7 <y - 4 - 1 ^ V - 5 - (5 
25 - (7- 71/75 /" #;l/**^;i/7^;l0 r h 7 V-JU- 1 -4 ^7*7 
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5 11. flS*»# 

(1) N-^>v^**v#^**-^-3-7*/-4-;a-*y-5- (5 

- ( l -pff-^tfn-^- 2 -4 J^f-flO r h y V-^- 2 ->f;u) ^ 

(2) N-^>v^t^v*^*'-^-3 -7 * J -A -**V-5 - (5 
10 - ( 1 -*f-/n£ n-/u- 2 ->f^>f-A/) ff>7V-^-l-'f^) ^ 

(3) N-^>S>>U**">#>U#-^-3-7 S y-4-**V-5- (5 

- (tf V v?>-2 -4 ^f-AO r h9V*-A/-2-^>U) 

(4) N-^>y;^ + v*^*'^^-3-75/-4-t^y-5- (5 

15 - (Vf V v>-2 --f ^^f"^) fF7/-^-l-^M 

(5) N-^'/'^t* 3 -7 5 ^ - 4 - t tV - 5 - (5 

(6) N-^>v^t^v*^'f-^-3-7 5;-4-t^7-5- (5 

- (tf V v>-3 r h7 7*-^- 1 ->f>I/) -^>?>g£s 
20 (7) N-^>y^* + v*^*'-^-3 -7 < 7-4 -t^V- 5 - (5 

- (tfV v>-4-^^) tF77*-^-2-^l') ^>*>&, 

(8) N-^>v;V**v#JW+*~;U-3-7^y-4-**7-5- (5 

- (if;y>-4-^;u) f^77-^-i-^v) *yf>Wis 

(9) N - ^ > y ^ t ^ v * - 3-7^-4-^ + 7- 5- (5 
25 _ (i v>-2, 4-y*>-3-J frt^fc) f Y 7 V 

688 



WO 97/24339 



PCT/JP96/03801 



(10) N-^>'W4r'>*^-A'-3-75y-4-t*V-5- (5 

- ( l V 5 v>- 2, 4-i/*>-3 -4 frtrfr) Thy"/ 

i ->f;w) s<>?yWL, 

5 (11) N-^>v^t^v*^^-^-3-7<y-4-t^rV-5- (5 

- (4 5 yv-fo- l -f h 7'/-*- 2 ->f;u) ^sy? > 
It 

(12) N-^>y>t^y*M-^-3-7^-4-t^V-5- (5 

- (>f 5 ^V*-;u- 1 -W^^-r^) r h 9V-^- 1 -4)V) 

10 

(13) N-^>v;l/t^v*Jl"K-^-3 -T^ /-4-**v-5- (5 

- (ft7x>-2-^l/) fh7^JV-2-^^) 

(14) N-^>'^**'>*^#-A/-3 -75 /-4 -**V-5 - (5 

- (f*7i>-2-'f^) fh7V*-Jt/-l->f^) <~<>?>$, 

15 (15) N-^v^^v*^**-^- 3 -75 /-4 - (5 

- (f*7x>-3->f^ ff7V-^-2-^l/) 

(16) N-^>y>t^y*^-;l/-3-7^-4-t^r7-5- (5 

- (ft7x>-3-^V) t h?*/-*- 1-4 fr) 

(17) N-^vy^t^v^/wt-^-S -75 7 - 4 - t + 7- 5 - (5 
20 - (3-^5^7*-JV-l-'f;l/7 , D^) Thy*/-)\s-2-<< fr) * 

>?>®, 

(18) N-^^y>t + y*^^-3-T5 7-4-t^7-5- (5 

- (3 -4 5 ?*f-)V- l -4;i/:/n tf;iO fhr/-^-l->f^) ^ 

25 (19) N-^>y>t + y*;^-^-3 - 7 5 7 - 4 - t^r 7 - 5 - (5 
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- (2, 2, 6, 6 - f h 7 ^ f ^ 'J v > ~ 2 - f JV) f- h y 

(20) N-^~/y>t^ry*^-^-3-7^ y-4-**V-5- (5 

- (2, 2, 6, 6-r h7^^^tf^'Jv>- 1 ->f frff-fr) ff7 
5 y*-;i/- l 

(21) N-^ > y ;l/ 1 *)l"f-^ - 3-7^-4-t^fV-5 - (5 

- s ^/->u- 2 ->f t h 5'/-^- 2 ->f jiO ^ 

>^ 

(22) N-^>y^t^y*i^;i/-3-7^-4-t^y-5- (5 
10 - (^>W s ?V-;u- 2 --Oi/^^iO r h-7V-^- l ->f;u) ^ 

(23) N-^>y^t^y*M"^-3-7^-4-i^y-5- (5 

15 (24) N-^>y;vt + y*^;i'-3-7^-4-t^y-5- (5 

- (^^/f77*-Ji/-2-'fiMf^ x YyV-)V- l ->f^) ^> 

(25) N-^>z/)Vt^i/fJ)^=-^-3-7^y-4-t^V-5 - (5 

- (f7v*-;v-2-'f^t) t YyV-)V- 2 ->f;w) ^*^flt 

20 (26) N-^>v^^^v*^**-^-3-T<y-4-t^rV-5- (5 

- (fr , /-A'-2->fW) f b 7 )\/ — i — 4 )\/) i>*yfc 

(27) N-^>v;W^^v*^*'-^-3-T^y-4-*^rV-5- (5 
_ (5 _^ 3 1 --fH^fA') r h 9 V-^- 2 ->f^) ^ 

25 (28) N-^>v^**v#^**-^-3-7^y-4-**V-5- (5 
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- (5 ->f 5 *rv-)\<- 1 ->f^>f-/u) 7^77-^-1-^^) ^ 

(29) N-^>y***->#^#-fl'-3-7$>'-4-#*y-5- (5 

- (4- (4-7^071-^) f7 > /-JV-2-'f;Mf;v) fl-7 
5 V— Jl^— 2 — f ^) ^y?>$L, 

(30) N-^^^t^**#-A'-3-75>'-4-t^y-5- (5 

- (4- (4-7Hn7x-jl/) f7/-^-2-^Mf-;i') rb7 

l ^>?>$, 

(31) N-^>v^^^v*^**-;U- 3 -75 J- 4 -**V- 5 - (5 
10 - (4- (4-^nn7x-^) f7 , /-il'-2-'fJMf-^) 7^7 

2 ->f ;u) 

(32) N-^>v^t^y*^f-^-3-7^-4-t J fV-5- (5 

- (4- (4-^no7x-;l/) f-7 V-^- 2 ->f f-^) fF57 

1 -^;i/) >K> 

15 (33) N - y ^t + y * - 3-7^-4-t^V-5 - (5 

- (4- (3-^hn7x-;u) f77-^-2-^f;Mf^) fh57 

2 ->f )l0 i> * 

(34) N-^yy^t^y*^*-;P-3-75 /-4-**V-5- (5 

- (4- (3--hn7x^;P) f77-^-2-^Mf;l/) ff57 
20 l -4 u^^BL 

(35) N-^VW^y* -75 ; - 4 - t^r V - 5 - (5 

- H 5 ^y*-;i/-4 -4 /Mf-*) f h 5 v*-;u- 2 -4 

(36) N-^>y^t^y*^^^-3-75y-4-t + V-5- (5 
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(37) N-^>'»* + y 3-7^-4-^^7-5- (5 

- (2- (^^^'7-^-2-^^) X7-Jl/)fh7 > /-^-2->f^) 

5 (38) N-^>yW + v*^«-3-T^ y-4-t^rV-5- (5 

- (2 - {a 5 yv'-fr- 2 ->f *o if-^) -f h 1 ->f 

(39) N-^>v;U*^v*;W**-^-3 -75 ^-4 -**V-5 - (5 

- (2- (4 5 ?*/-fr-2 -4 to) xf;i/) fh7V-Jl/-2-^^) 

10 

(40) N-^> v>t^ry * JV^- 3 - 7 < / - 4 - t^f V - 5 - (5 

- (2- U 5 *T*/-)V- 2 -J *0 if-*) r h 7'/-^- 1 -4 ^) 

(41) N-^> yH + vAJ^-A'- 3 -75 7 - 4 -t^V- 5 - (5 
15 _ ^ jry-a,- 2 - 4 /U > f- AO r h 7 V-A^- 2 ->f AO 

St **** 

(42) N-^> y]kt^y*M'-^- 3 -75 7 - 4 5 - (5 

- (>f 5 -4fr*7A>) t h7'/-*- 1 -4ao ^>?> 

1 2 . 

(1) N- ( (N- (3-7x-^7 , nt*t-^) -L-'t'J-AO -L- 
25 77-^) -3-75y-4-*^V-5- (5- (2, 6-^OD7 
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(2) N- ( (N- (3-7i-*ynif^^) -l-^V-;W -L- 
7 -3-75^-4-^^7-5- (5- (2, 6-/^007 

5 (3) N- ( (N- (3 -7=--fr-fu\d*=.)\,) -L-AV-JU) — L — 
7 7-^) -3-757-4-t + 7-5- (5- (4->Wi;* 
v) r- YyV-)V- 1 ->f;w) ^>*>&, ifctt 
(4) N- ( (N- (3 -7x^;u-/ntft-^) -L->i*)-fr) -L - 
-3-75y-4-t^r7-5- (5- (4-^f^7xM 
10 v) f b 7'/-^- 2 -4 AO ^^BE, 

1 3 . 

15 (1) 3 - (N— ( 2 S — (2-7x^^-4 R-*f-)\>-4, 5 -yt Kn 
f7v*-il'-4-^l'»H-Jl'7^) yntft-^) 75 7-4-* 
* V - 5 - (5- (2, 6-y^DD7x-;i/^f;i/) fl>77*-^-l 

(2) 3- (N — (2 S- (2-7x-^-4, 5-vfc: Knf77-^-4 
20 ->fJV*^-K-Jl/7 5 7 ) T'nt't^) 757-4-*^ V -5- (5 

- (2, 6-y7DD7x-)Mf^) 7-Y7'/~->V-\-4 )V) 

(3) N — (N-^>y>t^ry*^'f-^-L-77-^) -3-75 7- 
4 -**V- 5 - (5- (2, 6-^nn7i-Wf^) rb^V- 

25 A'- 2 ->f AO *<>9>WL. 
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(4) N — (N-^>y>^y*H'^Jl'-L-77-^) -3 -7 3 4 - 
4 _ t ^y_5_ ( 5 _ ( 2 , 6- y?D07x^^) r 

(5) N- (N-^Ov^^^v^^^-^-L-^'V-^) -3-737- 
5 4-**7-5- (5- (2, 6-y?D07x-;Mf^) fF7V v 

2-4 fr) s<>9>&, 

(6) N- (N-^>v;bt^v*^*'-^-N' -t -7*?- /UK 
-Jl/-L-'Jy-^) -3 -73 7 -4 -**7- 5 - (5- (2, 6- 

10 (7) N- (N-^^v^^^v*^**-^- L-'J V=-)V) -3-737 
_4_^^y_5 - (5 - (2, 6-y^nD7x-Wf^) r h 7 V* 
2-4 fr) 

(8) N-(l -^>v;V**v#^**-^^V v>- 2 S-4 /I'ft/V'**- 
;V ) -3-73 7-4-**7-5 - (5- (2, 6-^do7x-;1/ 

15 fh5'/-)l'-l-0) 

(9) N- (1 -T-bf^t' / < , iy>-2 S- 4 -3-737 
_4_ ;j -^ v _5_ ( 5 - (2, 6-y^nn7x-JMf;l') r h 7 V 

1 ->f ;u) 

(10) N- ( 1 > y y * )Wf - ^ t: n 'J y y - 2 S - ^JV* 

20 -3-737-4-^*7-5- (5- (2, 6-y^OD7x- 

;i/7^;u) t h 7 v**~ f^ — \ — 4 J^) ^>?>$> *tz\i 

(11) N- (1 -7-tf-^tfn'J v>-2 S-^fA/*n/#-^) -3-73 
y_4_^-^y_5- (5- (2, 6-y^DD7x^Mf^) f^7 
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1 4 . tt&mw 

5 (1) N-^>v;Ut^rv*^'K-^-3-7<y-4-^^V-5-(5- 
(2, 6-^?nn7i-;^f^) th5V-A'-l->f^) 

(2) N-^>y***->**#-*-3 -75 / -4 -**V-5 - (5- 
(2, 6-y^Dn7x^;Mf;v) f h 7 2 -4 fc) iy 9 y 

10 

(3) N-^>v^^ + v*^**-^-3 -75 V -4 -**V-5 -(5 - 
71-1^^7 h 7'/-*- 1 -4 

(4) N-^y/l' -3 -75 7-4 -**7-5 -(5- 

7i-;^f^f b7V*-;u-2-^;i/) ^>?>B£> 

15 (5) N-^>yJ^^y*^*-^-3-75/-4-t^V-5-(5- 
(4->fJl'7x^y) r^y'-^-l-'f^) ^>^>K, 

(6) N-^>W*'>*^A'-3-75>'-4-t*V-5-(5- 
(4->f^7i/^v) th7 > /-^-2-^^) ^?>B£, 

(7) N-"«> W4r , y*A"K-A'-3 - 75 y - 4 - V - 5 - {5 - 
20 (3-t-W7x>*-» TYy"/-)V-\-^)V) ^>?>m, 

(8) N-^>y>t^ry*^t-^-3-7^-4-t^V-5-(5- 
(3-t-W7x^y) r h 7^-^-2 

(9) N— 'O^/l'** >U- 3 -75 y-4 -**7-5 -(5 - 
25 (10) N-^>y^t+y*^^-3-7<y-4-t^V-5- (5 
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(11) N—*>*JA'**i/iJA'tf-A'-3 -7 5 J- A 5 - (5 

(12) N-^>y>t+i/*;v*-^-3 -75 ; - 4 - t^v - 5 - (5 
5 -7i-;Hffr h77*-^- 1 ->Ol') ^>?>B&, 

(13) N-^>y>*^fy*^-^-3-75;-4-t^ry-5- (5 

- (N, N-y^>y>7^/) r h 7 2 -4 *) 

(14) N-^>v;Ut^v7j;l/**-^-3-7<y-4-t^rV-5- (5 

- ( (4-^nn7i-^) -7-^^) t h 7 v*-;u- 2 ->f ^> 

10 

(15) N-^>vJVt^rv7j;U**-;i/-3-7<y-4-*^V-5- (5 

- ( (4-^na7x-ji/) r b 7V*-;u- 1 --T;i/) ^> 

(16) N-^>yJl/i + y*^'K-^-3-75;-4-*t7-5- (5 
15 - (3 -7i-^7"n tf;u) f h 5 2 ^) ^>*>B*, 

(17) N-^>y^t^y*^*-^-3-75 y-4-*^7-5- (5 

- (3-7x->uynvfji/) fh7 *f—fo— l -4 iv) s<y?>M, 

(18) N - ^ > y + y * ^'-K-;!/ - 3 - 7 5y - 4 - i v - 5 - (5 

- (2, 6-y^n7i-H^y) r h 7 V-^- 2 -4 ju) ^> ? 
20 >«E, 

(19) N-^>v^t^v7J^*'-^-3 -7^ y-4-t^7-5- (5 

- (2, 6-^OD7x-W'» r h 57-Jl/- 1 ->f M * 

(20) N-^>y^^^y*^*-^-3-7 5 /-4-**7-5- (5 
25 - (2 -^no7x-^t^y^f^ tl^77-^-2-^i/) 
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(21) N-^>y^t^->*;V'K-^-3-7^-4-t^y-5- (5 

- (2-^on7x-;i/t+y^f^) r b v 1 -4^) 

5 (22) N-^>5?^**->*n/#-^-3 -75 J - 4 -t^rV- 5 - (5 

- (2, 6-^7^t07i-^fM T \ 7 s /-fi>- 2 ->f>l/) ^> 

(23) N-^>5?W'>**#-*-3-7^-4-t*V-5- (5 

- (2, 6-y7Ji'tn7x-iMfM t h 1 -4 ^> 

10 

(24) N-^>v)^^y*^t-^-3-7<y-4-t^7-5- (5 

(25) N-^>y^t^y*^«-3-T< y-4-**7-5- (5 

- (7i-;vft) r h yV~)V- l ->f;i0 ^>?y$, 

15 (26) N-^>v^t^v*;l^#-^-3-7^y-4-t^ry-5- (5 

- (2, 6-v^nD7x-;i/ft) fh5'/-^-2->f^) ^>?> 
ft 

(27) N-^>y/W**'>*^3|f-A'-3 -75 y-4-**V-5 - (5 

- (2, 6-y^OD7x-W) t^V-^-I-^V) 
20 ft 

(28) N-^>yJ^^ry*^-^-3-75;-4-t^7-5- (5 

- (2, 6-^Wx=wf^) f by v-;u-2 ->f ;i/) 

>ft 

(29) N-^>y>i + y*^^-3-7^-4-t^v-5- (5 
25 - (2, 6-y^f^7x^Wf^) TYyV-fr-l-J )V) i> 9 
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(30) N-^y v*** v****^*- 3 -T ^ J -4 -Or* V- 5 - (5 

- (y^DA^yj^fM f h 9 V-*- 2 -4*) 

(31) N > y Jl/ 1 ^ y * Jl^f - 3-7^-4-t^V-5 - (5 
5 _ (v^n/\^v;u^^;l/) f h 7 V- *- 1 - 4 *) ^y*y®> 

(32) N-^>v^^^r>'*^**-^-3-7^y-4-t^ry-5- (5 

- (4-^f^7x^;vft) f- h7 > /-;t/-2 ^y*yg£, 

(33) N-^>v;U^^v*^**-^- 3 -T< J -A -**V-5 - (5 

- (4->f;i/7x-^ft) f^v'-^-i-^^) ^y*yg^ 
10 (34) N-^>v>t^y*M-^-3-7^-4-t^V-5- (5 

- (4-^DD7x^ft) r hy*/-)\'-2 s<>9>WL. 

(35) N-^>yJ^^y*^-^-3-7^-4-t^y-5- (5 

- (4-^DD7x-^ft) x b^V-JU- 1 -4*) ^>^>^ 

(36) N-^>v^t^v*^**-^-3-7^y-4-t^V-5- (5 
15 - (3, 5-y^oo7x-;Pft) 7-h9V-*-2->f 

K, 

(37) N-^>v^t^v*;l"K-^-3 -T^ y-4 - (5 

- (3, 5-y^DD7x-m) r h 1 -4*) ^>^> 

20 (38) N-^>v^t^rv*^*'-^-3 -T< 7-4 - (5 

- (7 rhyy-*-2-^*) 

(39) N-^> ^/U** v * 3-7^-4-t^V-5 - (5 

- (7x-jwj^-^) fF7 , /-^-i-^^) ^y?y$, 

(40) N-^yv>l/**y#***d;i/-3-7^y-4-**y-5- (5 
25 _ (2-^nn-6-7^o-7x^)Mf^) f- h 7 V*-*- 2 - <f 
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(41) N-^>y';Vt^y*^**-Jl/ - 3-7^-4 - t^V - 5 - (5 

- (2-^no-6-7;l/*n-7i-;Mf^) r h 9 7-;U- 1 - >f 

5 (42) N-^>y>***>*/l'#-A'-3-7*y'-4-**V-5- (5 

- (y^OA^v^ft) 7^77-^-2-^1-) ^>?>$> 

(43) N-^>'W*'>*)l'#^-3-7^-4-**V-5- (5 

- (y$r n-^yjl^-*) f F7V*-^-l-^M ^?>$?> 

(44) N-^>y/U*^y*n/#-^-3 -T S y - 4 -jf + V- 5 - (5 
10 - (4->^v7x-;l/ft) f h7'/-^-2 ->f ;u) 

(45) N-^ , /y^t^y*M-^-3-75y-4-^^V-5- (5 

- (4 h4rv7x-^f-t) fh7V-^-l-^^) ^>?>$?> 

(46) N-^>v^t^v*^^-^-3-T^y-4-t^V-5- (5 

15 (47) N-^>v^t^y*^^-^-3-7^y-4-t^V-5- (5 

- (2-?DD7x-W) r hyV-^- 1 

(48) N-^>y^t^y*Jl^f-^-3-7^-4-t^r7-5- (5 

- (2, 4-y'70D7x^Ht) fh7/-^-2-'f;l/) 

20 (49) N - ^ > y ^ y * ^ * - ;V - 3 - 7 ^ - 4 - 1 7 - 5 - (5 

- (2, 4-y^oD7i-W) r h 9 7-;u- l 
it. 

(50) N-^y y>t^y*;^;p-3 - 7 ^ 7 - 4 - t JrV - 5 - (5 

- (2-^DD-6->f^7i-^f*) r h 7 7-^-2-^ AO ^ 

25 
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(51) N-^'/ W^*^-*-3 -75 y - 4 - - 5 - (5 

- (2-^ua-6-^f)i/7i-;vf*) t- Y?V-)V- l ->T;u) ^ 

(52) N - ^ > v ^ v * - 3 - T 5 7 - 4 - 1 + V - 5 - (5 
5 _ (4 _ }. ij 7 D ^■D^^A'7ai-;Pf-*) f- h7 v /-^- 2 --f JU) ^ 

(53) N - ^ > y ;^^r v * i^-^ - 3-T5;-4-t^V-5 - (5 

- (4-h , J7nto^fA'7x-W) -f b 1 --f ^) ^ 

10 (54) N-^>y^t^y*^t-^-3-7?;-4-*^V-5- (5 

- (-J-7? w>-2 -4 ;wf-t) r h 7 V'-JU- 2 ->f;l/) ^>^>$, 

(55) N-^>v^t^v*^^^-3-7<7-4-^-^V-5- (5 

(56) N-^>y^t + y*i^*-^-3-7^-4-t + V-5- (5 
15 - (4- t -7*f^7x-Ht) r F77-^-2-^f )V) iy 9 >& x 

(57) N-^>y>t^y*il"f-^-3 - 75 7 - 4 - t^rV - 5 - (5 

- (4 - t -7f^7x^]l/ft) r YyV-fr- 1 -4 ^) y&L* 

(58) N-^>^W*>**#-^-3-757-4-*^V-5- (5 

- (4-f , J7i^D/f^t*y7x-^ft) 7^77-^-2-^ 

20 ;vO 

(59) N-^>y^t^y*^t-^-3-7^-4-t^7-5- (5 

_ ( 4 _ y ij 7;i/tD,)if;vt^y7x-;i/ft) fb77*-jv-i-^ 

(60) N - y ^y * - 3-7^7-4-t^7-5 - (5 
25 _ (2, 3, 6-HJ7oa7x^;i/ft) r h 7 V-^- 2 - >f ^) ^ 
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(61) N-^>y^t^v*iV**-^-3 -7 ^ - 4 - t^ V - 5 - (5 

- (2, 3, 6-b'J^OD7x-;l'ft) r h 7 > /-^- 1 -'OW ^ 

5 (62) N-^>-»i^y*)^^- 3 - 7 ^ - 4-^^7-5 - (5 

- (2, 4-v^f^7x^ft) r h 7 , /-;v- 2 ->f ;w) 

(63) N-^>v^^^v*^#-^-3-T<y-4-^^rV-5- (5 

- (2, 4-vVf^7xx;yft) f V y 1 ->f ;l/) 

10 

(64) N-^>v;i/^^rv*;l/*'-^-3-7^y-4-t^V-5- (5 

- (2, 5-v*7DD7x-Ht) r h 2 ->f^) ? > 

st 

(65) N-^VW^ry*M-^- 3-757-4 -**V-5 - (5 
15 -(2, 5-y^nn7x^/^ft) T^y'-^-l-^^) 

IS, 

(66) N-^>yJ^ + y*^f-^-3-75 7-4-i + 7-5- (5 

- (4-7u^7x-m) tY7V-)\s-2-4 )V) ^>9>fSL, 

(67) N-^>y>t^ry*;^-^ - 3 -757-4 - t^V - 5 - (5 
20 - (4-7o^7x-m) f h7V-^ - 1 ->f n/) 

(68) N-^>y>t^y*;l'^;V-3-7 5 7-4 -**V-5 - (5 

- (2, 6-^nn-4-^Wx-*ft) t h 7*S- fr- 2 - 4 

(69) N-^>y>t^y*^f-;l/-3-75 7-4-t + 7-5- (5 
25 -(2, 6-y^OD-4-^f^7x-^ft) f h7 , /-;v-l-'f 
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)V) ^>9>U> 

(70) N-^>y;vt^y*^*^-3-7^;-4-*^v-5- (5 

- (3, 4-v^nn7x-Wt) fh7 s /-^-2-^M s<y 9 y 
®. 

5 (71) N-^>v^**v#^#~^-3-7<y-4-**7-5- (5 

- (3, 4-y^nD7i-m) r b 9 V-^- 1 -4 AO ^>?> 

(72) N-^>v)Vt^y*W-^- 3 -7 5 J - 4 -* + V- 5 - (5 

- (4 -z. hD7x-m) rh77-^-2->f^) ^>*>S?> 

10 (73) N-^>y^t^->*^*-^- 3 -7 < 7 - 4 -t^V- 5 - (5 

- (4--hn7x^Wt) x h 7V*-A- 1 -'f A) 

(74) N-^>v^t^v*^**-^-3-7^y-4-t^rV-5 - (5 

- (7-7* 1 -4A^*) rF7y*-^-2-^H 

(75) N-^>vA**y#A**-A-3-7^y-4-:**y-5- (5 
15 - (i~y? vy- l -4 a?-*) r b 77-^- 1 ->f A) 

(76) N-^>^A**v#AjK^A-3-7<7-4-**7-5- (5 

- (2, fl-7 7-^-2-^1') ^ 

(77) n > v A* * v * A*"^ A- 3 -7 ^ y - 4 - V - 5 - ( 5 
20 - (2, 4-/-t-7f^7x^ft) r h 7 '/-A- 1 -4 A) ^ 

(78) N-^>W*'>*^#-*-3-75>'-4-**V-5- (5 

- (2-->(b^>7x-m) f h 9'/- A— 2 -4 AO 

(79) N-^>y>t^y*^*-^-3-T5 y - 4 V- 5 - (5 
25 - (2 - > h*v7^A^*) r hy V-fr - 1 A) 9 >M> 
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(80) N-^>v^*^v*^*'-^-3-T^y-4-^^y-5- (5 

- (2, 6->^OD-4-y^W<y7i-;i'ft) f F7-/-^ 
-2-^;u) 

(81) N-^>^*4r'>*n/^-A/-3-7 5>'-4-**V-5- (5 
5 -(2, 6-y^DD-4-^W5 7 7x-;i/ft) r YyV-)V 

- 1 — -f ;i0 

(82) N-^> W + y*^-iV-3 - 7^ - 4 - *^fV - 5 - (5 

- (2, 3->'^nn7i-W) r h 9 2 ->f /U) 

10 (83) N-^>v>t^v*^*-^-3-7^-4-i^V-5- (5 

- (2, 3-y^no7x^W) x h 7 1 /-^- l ^y 9 y 

®> 

(84) N-^>y^t^y*^*-^-3-7^-4-t^V-5- (5 

- (2, 6-y^f^7x-^ft) 7 1-7^^-2-^^) s<y?y 

15 

(85) N-^>v^t^rv/J^*'-^-3-T^y-4-^^V-5- (5 

- (2, 6-y^f^7x-;i/ft) r h y */-)V- l -4 ;u) 

(86) N-^>y^^^rv*;i^K-^-3 -T$ J- A 5 - (5 
20 -(2-7no-4-t -WVi-Jl'ft) r h^/-*- 2-4^) 

(87) N-^>v;Ut^v*^jK-^-3-7^y-4-t^V-5- (5 

- (2-^DD-4-t -rf*7x-fl/ft) r h? 4 /-^- 1 --f 

25 (88) N-^>y>t^fy*Jl/*-;i/-3 - 7 ^ ^ - 4 - t^ V - 5 - (5 
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(89) N-^^ 3 - 75 ; - 4 - t*V - 5 - (5 

- ( N-7i-^-N-^f^7^y) x h7V-;u- l ->f/u) 

5 

(90) N > v^** v * 3-7^-4-t + V-5 - (5 

- (2, 6-v^V7'nh 1 ^7x^;l/fi) f h 9 V-^- 2 ->f >U) ^ 

(91) N-^^W + yiH-*- 3 -75 /" - 4 -**V- 5 - (5 
10 - (2, 6-^V7*Dk:'jl/7x-)l/f^) f ^7-^-1-^^) ^ 

> * >SE, 

(92) N y V)V * * v # >l/#- A/- 3-757-4-t^7-5 - (5 

- (2 -^f-^-4 - t-7Wi-^ft) r YJ*f-fo-2-4fr) 

15 (93) N-^>y>t^y*^#-^-3-7?y-4-t^7-5- (5 
_ (2-yfJV-4-t-7f^7x^^f*) r h 7 V-JU- 1 ->f JlO 
^> ? 

(94) N - ^ > y ^ t y * ^ - ^ - 3 - 7 5 / - 4 - 1 7 - 5 - (5 

- (2, 6-vV^^-4-t -7fA'7x-*f*) f h77*-^-2 
20 ->fJl/) 

(95) N-^yy>t^y*^f-;v-3-r; /-4 -**7- 5 - (5 

- (2, 6-y^^-4-t-7f^7x^fl) t VyV-)^- I 

(96) N-^yy>t^y*JV*-^-3-7^-4-t^r7-5- (5 
25 - (2, 6-y^f^-4-yVfJl/75 7 7xx;i/ft) f h 7 V- ^ 
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-2-4 )V) 

(97) N-^>v f ;l/^^rv*;l^K-^-3 -7 5 7-4 -**V-5 - (5 

- (2, 6-vVf^-4-y7W^7x-m) rh7 7*-;u 
-l-4)l>) 

5 (98) N-^>v^t + v*^**-^-3-7<y-4-^^rV-5- (5 

- (4-'fy7'n^7i-m) t h 9V- A'- 2 -4 AO ^>?7 
It 

(99) N-^7^;l/**v#Jl/*-;U-3-75 7-4-**7-5- (5 

- (4-^77*11^71-^) r h 7 7*-;u- 1 -4 fr) s<y?> 
10 it, 

(100) N 7 v * A* ;U- 3 - 7 5 7 - 4 - * * 7 - 5 - 
(5- (2, 4, 6 - h V * D071-W) r b 97*-/U- 2 -'fAO 

(101) N-^^yi^^y*^*-^- 3-757-4-** 7-5- 
15 (5- (2, 4, 6 - b 'J^do7x-W) r Yy*/-)V- l ->f *0 

^7*>&, 

(102) N-^>y^t^r v# A- 3-757-4-** 7- 5- 
(5- (2, 6-y?no-4 - (1, 1 - V* f^^o \£fi>) yz.-fr 

?■*) fh7V-;V-2-'f;V) ^>?7gL 
20 (103) N-^>y>*^r->*^*-^- 3-757-4-^^7-5- 
(5 - (2, 6-v?np-4 - (l, l - V* Tfr-fu Mfi/) 7 j--A> 
f-*) r h 7/-^-l -4 AO ^7*7$, 

(104) N-^>y^*^y* ;i,*K-A- 3-757-4-^^7-5- 
(5- (2-7DD-4-7Ho7x^;i'ft) r b?V-A'-2--f 
25 A) ^7*7$, 
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(105) N-^>^^t^y*^*-^- 3-7^-4-^-^7-5- 
(5- (2-^oa-4-7W07x^f*) r h yV-)V- 1 - >f 

(106) N > Vfrt* is* 3 - 7 ^ y - 4 - V - 5 - 
5 (5- (4-HJ7;Ho^f)l/*;K«7?;7x-^ft) 7^7 

*/-)v-2-4)v) 

(107) N-^>vA/** A/**-A/- 3 -T ^ y -4 -**V- 5 - 
(5- (4-h'J7;i'to>fWW-ji/7^7i-;i'fi) f h7 

V-;i/-l-^f;u) <^>*>g£, 
10 (108) N-^>y^t+v*^*-^- 3-7<y-4-t^r7-5- 
(5- (4-^no7x^;U^7^WfM r h 5 V-*- 2 - >f 
A/) ^> ? >g&, 

(109) N-^>y^t^y*^*-*- 3-75^-4- t^rV - 5 - 
(5- (4-^nD7xiWM^^f^) t Y 7 V-fr- 1 - 4 

15 AO ^>?>B£x 

(110) N-^>y^t^ry*^*-^- 3-T5/-4-**V-5- 
(5- (4-^nD7x-^H-;^fM r ->TA0 

(111) N > v a> * * v * A/**- A/- 3 - 7 5 J - 4 - * * V - 5 - 
20 (5- (4-^DD7x-^XH-JMf;i') f h77*-^- 1-4 fr) 

^y?y&s 

(112) N-^>^A>**v7JA/**^A/- 3-7^-4-^^7-5- 
(5- (3- {4 ^ VV-^-2-4 )V) 7x-)Mf^) rh^y-A/ 

-2-4 A/) 

25 (113) N - ^ > v ^ t y * ^ * - - 3 - 7 ^ - 4 - t ^ 7 - 5 - 
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(5- (3- {4 5 yy-)i-2-4 7x-;Mf^) rhyv*-;u 

- i -4 )v) ^y?y$., 

(114) N > v A> * + v * ;V ^-3-7^-4-^^7-5- 
(5- (4- (>f ^ ^V-;l/-2 7i-;i/^^^) 7-YyV-)V 

5 -2-^;v) 

(115) N-^>v^** 3-7^;-4-t^V-5- 
(5- (4- (>f ^ ->f)lO 7x^)Mf^) TYyV-)\> 

(116) N-'Ov^t^rv*^*'-^- 3 -7 ^ -4 - t+ V- 5 - 
10 (5- (2- U 5 yy*-)ls-2 7x^JMfJH -rh^V"-;U 

-2-4*0 ^y?y&, 

(117) N-^>y>t + ->*^*-^- 3 -7^-4-i^V-5-(5 

- (2- (4 ^ yy-;U-2 7i-iMfM rh7V*-;i^-l 
-4;i0 

15 (118) N-(^>y>f*)*^*-^-3-7^-4-**V-5-(5 

- (2, 6-y^n7x-JMf^) -r V y V- )V- 2 - 4 )V) ^<y ? 

(119) N - > ii /l/sjf-iU- 3-7*^-4-** 7 -5-(5 

- (2, 6-y^DD7x^JMf^) f h 7V*-;u- 1 ^-y 9 

20 

(120) N-(^>v;i/f-t)*;l/**^^-3 -T< 7 -4-^^7-5 -(5 

- (2, 6-y?nD7x-m) r h y s S-fl>- 2 -4 )V) s<y?y 

(121) N-(^>y^ft)*^f-;v-3-7? y-4-**V-5-(5 
25 -(2, 6-y?oo7x^m) 7^7/-^-]-^^) ^>^> 
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(122) N — ( 2 -7x-^xfJl/t^y) 1}A>#—)\'- 3 -7 I S - 4 -* 
*y-5- (5- (2, 6-^DD7i-W^) f F5 7-^-2 
->f;l/) 

5 (123) N— (2-7x-^xf;^^y) * A»K^/l/- 3 -7 5 J - 4 - * 
^ V - 5 - (5- (2, 6->^DD7i^Mf^) t Yyy"-^- I 

(124) N- (2 -7x-;i^xfHt) *^#-A/-3 -75 7-4-** 
V-5- (5- (2, 6-y^D7x-Wf)V) fh57-^-2- 

10 ^>*>&, 

(125) N- (2 -7x-^xW*) 3 -75 J -4 
V-5 - (5- (2, 6-^DD7i = Wf*) rh7V*-;U-l- 
>f*) ^>*V®> 

(126) N- (2, 6-^DD^^t^» #;i/**~;l/-3 -757- 
15 4-**V-5- (5-7x-)Mf^fF7 , /-^-l-^H 

(127) N- (2, 6-y^Dn^7y^t^y) A ;u- 3 -7 5 7 - 
4 _^ v _5_ (5- (2, 6-y^n7x^)MfJH f F57- 

20 (128) N- (3-7x-^DliW'» *JU^-3-75 7-4- 
**V-5- (5- (2, 6-y^DD7xX)Mf^) t^7V*-^- 
2->f;i/) 

(129) N — (3-7x-^7oW*y) *;^-^-3-7?y-4- 
**V-5- (5- (2, 6-y^an7x-JMfM 
25 1-4*) ^>*VBk 
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(130) N- (4-7x-^Wt + y) a/i/nK-fl/- 

+ V-5- (5- (2, 6-^D07ii^f^) rh9V-^-2 
-4 AO ^v^K, 

(131) N- (4-7x^;P7W + y) 3-757-4-* 
5 (5- (2, 6-^DD7x-)V>f^) fb7 , /-;i'-l 

-^f/U) <^>?>$, 

(132) N- (2- (ft7x>-2-^;i') xf;i/t + y) *^#-^-3 
-75;-4-t^7-5 - (5- (2, 6-^DD7i-Wf*) 
x h 7 S S- )V - 2 - 4 AO ^ > 9 

10 (133) N- (2- (ft7x>-2-^I/) xf^t^'» #A**^A-3 
-75 y_4-t^f7-5- (5- (2, 6-v^DD7i-Wf^) 
■r h 1 --f A) 

(134) N- (2- (4-> Kv7x^) xf^t^ry) #A**^A-3 
-7^-4-t^r7-5- (5- (2, 6-y^nD7x-;^f ^) 

15 fF77-^-2-^l') ^>r/|, 

(135) N- (2- (4->K->7x-^) xf;i/t^y) #A**^A-3 
-75 7-4-^-^7-5- (5- (2, 6->'70D7xx;Mf ^) 
r b yV-)V- l ->f A) 

(136) N- (2- (4-7Mn7x^;i/) xf;^^y) #;i/*'-;u-3 
20 -757-4-^*7-5- (5- (2, 6-y^nn7x-jV^f Jb) 

■f h7 , /-Jv-2 ->f a) s<y?y®, 

(137) N — (2- (4-7^n7x-;l/) xf^t*->) #A**^A-3 
-75 7-4-^^rV-5- (5- (2, 6-y^DD7x^JMf ^) 
fh77*-^-l-'f^) 

25 (138) N- (2- (7xXjMfJ^^-» x^A**v) #A**-;i/-3 
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-T$ S -4-**V-5- (5- (2, 6-y^no7x^MfjV) 

(139) N- (2- (7i-iMfJl'«y) j.f-;U^^v) Jj)V*:~)V-3 
-T< / - 4 -**V-5 - (5- (2, 6-y^nn7i-)Mf*) 

5 r h^V-^- 1 -4*) 

(140) N — (2- (4->^f^7^7x-il/) x^;i/*^v) 
;v-3-7^;-4-i^7-5- (5- (2, 6-y^nn7x-JM 

(141) N- (2- (4->7W^7x-;i/) xf^t^y) 

10 ^-3-7?;-4-i + V-5- (5- (2, 6-y^D7x^M 

f-;w) f h7 v*~ )\/ — \ — -4 ft*) so?y&, 

(142) N - vJl/f-*) * 3-75^-4-** V-5-(5 

- (2, 3, 6-f'J^an7z-W) r h7 % /-Ji/-2->f^) ^ 

> ? >m, 

15 (143) N-(^>v^f^)*^-^-3-7</-4-t^V-5-(5 

- (2, 3, 6-MJ^n7x^Ji'f^) r h 7 v*-;u- 1 -4 fr) ^ 
>?>®> 

(144) N - > v;i/f-*) * 3-7^-4-t^f V - 5 - ( 5 

- (2, 6-y^D-4-^f^7x-Ji/ft) r h 2 - >f 
20 M 

(145) N - (^> ^ A^f-*) * 3 -T 5 J - 4 - V - 5 - ( 5 

- (2, 6-y^DD-4-^^7x^ft) fi-7 7*-^-l-^ 
;u) ^> ^ >gfe, 

(146) N — (3-7x^^1^^^ 3 -75 J- A -* 
25 *V-5- (5- (2, 6-y^D7x-)WfJH f h7V*-^-2 
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-4 )V) ^y?y&, 

(147) N — (3-7x-^yoHW) fi)V#~)V- 3 -7 5 7 - 4-t 
^rV-5- (5 - (2, e-yynD?!-^^) rhyV-Jl'-l 
--f;p) 

5 (148) N-(^>> f ^f-t)*^>K-^-3-T<y-4-^^V-5-(5 

- (2, 6-y^oo-4-y>f^7^;7x-^ft) f h7V'-^ 

(149) N - y ~J)l^±)ti frtf- >U - 3-75^-4-** V-5-(5 

- (2, 6-v^nD-4-y7f^7;y7x-W^) f F77-^ 
10 - 1 - 4 ;W >HSL 

(150) N- (2 -7x^)Hf)kft) i])V#-)V- 3-757-4 -*^r 
V-5- (5- (2, 3, 6-hV?DD7x-m) 7^7-^- 

2->f^) s<y?ym, 

(151) N— (2 -7x-jl,x^;i/^^) 3 -T < S - 4 

15 V-5 - (5- (2, 3, 6-h'J^DD7x-W) f F77*-^- 
1 -4>1>) 

(152) N- (2-7x-;i^xwt) 7j;k^-;i--3 -7 5 y-4 
7-5- (5- (2, 6-y^Dn-4-^f;l'7x-;i/ft) -f h 7 V 

— )v—2—^)^) s<y?yM, 

20 (153) N- (2 -7x^^xf^f^-) */M?.=:/U- 3-7U-4 

V-5- (5- (2, 6-y^DD-4-^f^7x^;i/ft) ff77' 

(154) N-( / <>y^ft)*;^^-3-7^ /-4 -^^7- 5 -(5 

- (2, 6-y^f^-4-y7f^7^7x-^ft) r hyv*-^ 
25 - 2 
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(155) N-(^^v f ;l/f-^)*;l"K^^-3-T^ 7-4 -**V- 5 -(5 

- (2, 6 -y^f JV - 4 -y'^f ; ; 7x-W i) tY?V-)1> 
-1-4 )v) ^y*y^ 

(156) N - y V)VJ-*) t 3-757-4-** V-5-(5 
5 - (2, 6-^^f^-4-t-7^7x-W) f h7V-^-2 

(157) N-(^>y^ft)*M-^-3-7^-4-t^V-5-(5 

- (2, 6-^^f^-4-t-7*fJl'7x-W) rh^V-^-l 

^>?>®, 

10 (158) N- (2 - (fcf U v>- 2 ->f ^) xf-;l/:fr*v) *JPjJ?-^/-3- 
75 7-4 -**7-5 - (5- (2, 6-y^no7i^M^) f 

(159) N- (2- ->f A/) xf^t^'» *>UjK-A/-3- 
7^-4-t^r7-5- (5- (2, 6-^P07x^Mf^) x 

15 h^v-^-i ->f ;i0 

(160) N- (2-7x^ifW) */l/#^-3 -7 5 7-4 

V- 5 - (5- (2, 6-y^DD-4-y^f^7^7x-;i/ft) 

(161) N- (2-7x-^xf;Pft) j&II/jK-A'-3 - 7 $ y -4 - 
20 7-5- (5- (2, 6 -v^od -4 7 7x-W) 

r h7V-^- 1 -4*) ^>*>$> 

(162) N- (2- (4-7 h^-/7x^) xf^t + v) *;W#-n/-3 
-7^-4-t^7-5 - (5- (2, 3, 6 - F 'J 7DD7x-)l/f 
*) 7^77-^-2-^1') *>9>&s 

25 (163) N — (2- (4-7 h*'>7x-/U) x-f 3 
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-757-4-** 7 -5- (5- (2, 3, 6-FHOD7x-J^ 
*) r 1 ->f ^) ^>*7$L 

(164) N- (2- (4-7 K'>7x-Jl/) .x?-;l/**v) ji,- 3 
-75 7-4-**7-5- (5- (2, 6-y^nD-4->f^7x 

5 r h5 7-^-2 -4*0 ^7*>gL 

(165) N — (2- (4-7 F^ry7x-;V) if;Vt^v) #;i^-;l^-3 
-757-4-** V - 5- (5- (2, 6-y^OD-4-^f^7i 
~;u^*) f- h7 7-^- l ->f ^>?>&» 

(166) N - (2- (4-7 h*v7i-^) xf^t*'» 3 
10 -757-4-** V - 5- (5- (2, 6 - ¥9 D n - 4 - v7 f-^7 

(167) N- (2 - (4 -7 R->7x-JV) xf;Ut^y) 3 
-75 7-4-**7-5- (5- (2, 6 - n n - 4 - v7 7 
U7x-^ft) r 1 ->f A') ^>^7iSs 

15 (168) N- (2- (4-7 Ry7x-*) x-^;U**-» ;fr)i/jKn)i,- 3 
-757-4-**7-5- (5- (2, 6-v7f ^-4-y7f^7 
?;7x-iVft) r h 5 V-P- 2 -4 A>) 

(169) N- (2- (4-7 h*v7x-;i/) xf^t^y) *;i/^-;i/-3 
-75 7-4 -**7~5- (5- (2, 6 - v7 4 - v7 ^-)V 7 

20 U7x-W) r h5 7-A/- 1 -4/10 ^7^>^ 

(170) N — (4- (4-7 h*v7x-;u) 7*f-;l/**v) *;i/**-;i/-3 
-T5 7-4-**7-5- (5- (2, 3, 6-HI^nn7x-^f 
*) r h77-^-2->f^) ^>*7$, 

(171) N— (4 - (4 -7 h*v7x-;l/) rf^* + y) # ^ 3 
25 -75 7-4-^*7-5- (5- (2, 3, 6-f'J^OD7x-)l/f 
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(172) N- (4- (4-* Kv7x^) *;u#-^-3 
-757-4-** 7 -5- (5- (2, 6-^nn-4-^f^T 

5 (173) N — (4- (4-^Kv7x^) 7*f-^**7) ft/M?-^^ 
-7U-4-t^V-5- (5- (2, 6 -v^nn-4 -y^f-^T 

(174) N- (2- (4->f^f7/-^-5-^;l/) xf^t^fv) 
,f-;V-3-7?;-4-t^V-5- (5- (2, 6-y^OD7x- 

10 7- Y 7 7*-;l/- 2 ->f^) -^7^7$, 

(175) N- (2- (4-^f^f7V-^-5-^^) xf-;U***» # ^ 
^-^-3-7^-4-^^7-5- (5- (2, 6-y^D7x- 

fb7V*-Jl'-l-'f^) ^7*7$, 

(176) N — (2-7x-;Vif/Vft) #fl/**~;l/-3 -7 5 S 

15 V - 5 - (5- (2, 6-/7nn7x-m) r h 7 7*-;W- 2 - 4 
U/) ^7*7$, 

(177) N - (2 -7x-JPxf^ft) ii)\<tf~)V-Z -75 7-4 
y_ 5 _ ( 5 _ (2, 6 -v? no 71-Wi) 7h7 1 - 4 

20 (178) N- (2-7x-^iWt) *;i/!j{-;l/-3-7^-4-t + 
y_5_ ( 5 - (4- (vfn'J 7*7-1 —fJMf-JU) 7i-Wt) r 

h7V-;i'-2-'f;i/) ^7*7&, 

(179) N — (2 -7x-;kif^ft) #/l/#-;l>-3 -7 5 7-4-** 
y_ 5 _ ( 5 _ ( 4 _ (eo'Jy>-l-^Mf;V) 7i-W) r 
25 h7V*-^-l-^^) ^>^>H> 
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(180) N- (2- (4->W7 , /-^-5-'f^) Wft) 
~;l/-3-7 5 7-4-** V -5- (5- (2, 6-y^DD7x^f 

(181) N — ( 2 — (4-^W7/-^-5-^l') xf jl/ft) iJJVt' 
5 ^-3-7^-4-^^rV-5 - (5- (2, 6-y^OD7x-^ 

r h7V*-^- 1 -"f 

(182) N- (T^f-t) *^#-*-3-7 5y-4-t*V-5- (5 

- (2, 6-^no7x^l/ft) fh7 , /-Jl'-2-^H ^>?> 

10 (183) N — #^#-^-3-7 5^-4-* + V-5- (5 

- (2, 6-y^nn7x^ji/ft) r h 7 s /- 1 - ^ )V) jr > 

at 

(184) N- (2 - (4-p« ^v7x-JP) xf^f*) *;i/#-n/-3- 
7^y-4-t^r7-5- (5- (2, 6-y^DD7x-Ht) rb 

15 7 7'-^-2-^M ^>9ym, 

(185) N— (2 - (4 Ky7x^) jl^;1/-^^) #;u**~;l/-3 - 
7<y-4-i^V-5- (5- (2, 6-^DD7x-W) xh 

(186) N— (3- Wy-2-4 fr) 7nt';Pt^y) 

20 3 -75 J-4 -**V-5 - (5 - (2, 6-y^nD7x-W) 

(187) N- (3- (tf V 5 v>- 2 ->f>U) ynf^t^y) $ frtf-fr- 
3-75 7-4-^^7-5- (5- (2, 6-^OD7x-W) 

25 (188) N— (2- (4-7W7^7x-A') xfjl/ft) 
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-3-7*/-4-**7-5- (5- (2, 6-'^nn7x-^ft) 

(189) N — ( 2 — (4-7-tf^7^7x-^) xf^f*) 
-3-75;-4-t^V-5- (5- (2, 6-y?nn7x-W) 

5 fh?'/-^!-^) 'Or/K, 

(190) N - 7* f-JU^v*^ 3-7^-4-t^V-5-(5- 
(2, 6 -y?D07x-;Pft) r h yV-fl'- 2 ->f ;i0 ^>*>B*> 

(191) N--7*f-^^ + v*^**-^-3-T<y-4-*^rV-5-(5- 
(2, 6-y^D7x-wt) f b 7 l -4 AO 

10 (192) N-(7ot";l'ft)*^)l'-3-7?y-4-t^y-5-(5 

- (2, 6->^OD7x-Hi) f h5'/-*-2 -A V) 

(193) N-(7nt>fi)*Jl/>f-;V-3-75y-4-t^V-5-(5 

- (2, 6-/^D7i-m) rf7V*-^-l-^^) 

15 m. 

(194) N- U77"DlfA'ft) *>l/«K-JU-3 -7 5 7-4 5 

- (5- (2, 6->'^an7x-W) r h 7 2 -4 ;w) ^ 

(195) N- UV7*nif^ft) *;1/tK-;U-3 -7 5 y-4 -**V-5 
20 - (5- (2, 6->^DD7i-^ft) -f YyV~)V- \ -4 )V) ^ 

(196) N— ( 2 — > F^yxf;Vt^r-» # 3 -7 5 y-4~* 
* V - 5 - (5- (2, 6-v?Dt37x-m) rhyV-;i/-2- 
>f>u) 

25 (197) N — (2-> Kyif^^v) *n/**-^-3-75 
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* V - 5 - (5- (2, 6-^DD7iiW) fh?7-;i'-l- 
<f>U) 

(198) N — (2-y^nA^y;i/xf;i/t^y) #;w-K-;i/-3 -75 J - 
4-jJ-*V-5- (5 - (2, 6-^DD7xiW) fh7V*-;V 

5 -2-4*) ^<y?y&. 

(199) N- *;Mf— JI/-3 -75/- 
4-**7-5- (5- (2, 6-v^nn7 J i-Jl/f-^) fF57-* 

- 1 -in,) *>9>m. 

(200) N-v? OA^y;i/^f;l/t^y*;^f^^-3 -7 57-4-* 
10 *7-5-(5-(2, 6-y^nD7i-W) fb77-^-2- 

(201) N-v? D^\^rv;l/^ J^*>l/#— /U- 3 -7 5 7-4 - * 

* 7 - 5 - (5- (2, 6-'^od7x-W) r}^y*-;u-i- 

^7 ? 7gg, 

15 (202) N- (2-7x-^iW + y) *;Wf-;l/-3-75y-4-t 

* 7 - 5 - (5- (2, 6-y^nn7x^^ft) fh77-^-2- 
>f;i0 ^7*7$, 

(203) N- (2-7x-A'Xfm'» * 3 - 7 5 7 - 4 
*7-5- (5- (2, 6-v70D7x-W) rh7V*-;u-l- 

20 4)V) ^7*7®, 

(204) N-7f^*4y*^fxjV-3-75 7 - 4 V - 5 - ( 5 - 
(2, 6-y7nD-4-7-tf^75 77xx^ft) f h 7 7'-^- 

2-4*) ^7*7$, 

(205) N-7f;l't + y*;l'^;l/-3-75y-4-t + 7-5-(5- 
25 (2, 6-^on-4-7W75 7 7x-Wt) r 
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1 - A ;i0 

(206) N- (2- (4-/7771-^) xf^t^v) #;i/**-;i/-3 - 
7^-4-t + V-5- (5- (2, 6-^OD7x^ft) rh 

5 (207) N- (2- (4-v7y 7x-^) x^^^-^v) # ;l/**x;w- 3 - 
7?y-4-t^V-5- (5- (2, 6->'?nn7x-Ht) f b 

(208) N- (2- (4->7;7x-^) x^;i/t^v) # ;U ^ ;i/ - 3 - 
7^-4-^^7-5- (5- (2, 6-y?OD-4-^;l/7x- 

10 r hyV-;u-2 ->fju) «^>*>St, 

(209) N- (2- (4-vT7 7x-;U) xfA't^y) * * * - 3 - 
757-4-t^7-5- (5- (2, 6-'^DD-4-^f ^x- 

(210) N- (2-> h^yxf;Vf^-) */^'-jv-3-7^-4-t + 
15 7-5- (5- (2, 6-y?nn7x-Ht) fh7V*-^-2-^ 

(211) N- (2 h^yxfm) 3-7^^-4-^^ 
y_ 5 _ ( 5 _ (2, 6-y^nn7x^fi) f h77"-^-l-^ 

20 (212) N- (2- (4-tFo+y7x-;l/) xf-^t^rv) 

3-7^-4-t + 7-5 - (5- (2, 6 - v ^ o n 7 ^ =. n,?-* ) 
rf77-^-2->fil') ^>^>tt, 
(213) N- (2- (4-HKn+y7x-;l') xf;l/t^y) 
3-7^y-4-t^7-5- (5- (2, 6-^DD7x^W) 

25 x b 77-^- 1 
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(214) N — (2 - (4 -fc Kn**>7x-Jl/) xf^f*) #;i/**~;l/-3 
-73y-4-**V-5- (5- (2, 6-y^D7x-Wt) r 

(215) N- (2- (4-HKn^y7x-M xf;i/fi) 3 
5 -7^-4-i^V-5- (5- (2, 6-y^ou7x-Wi) r 

(216) N- (*-7*/-*-4 -4 frlJfrX-fr) - 3-7^-4 -**V 
-5- (5- (2, 6-^DD7x;;Mf^ fh7V-^-2-^ 

10 (217) N-7x-JPft>fJ^i^'-^-3-7^-4-i^y-5 
- (5- (2, 6->'^dd7x-;m^) f h 7 v'-;w- 2 -4^) 

(218) N- Kn^>V- 1, 4 -v>74£ tf>- 2, 5-yt>-3 
->f AO -3-75;-4-t + V-5 - (5- (2, 6-v 

15 ^no7x^Mf^) f h57-A'-2-^) ^?^SI, 

(219) N- t -y^y*^*-^-3-7^ 7-4 -**V- 5 -(5 - 
(2, 6-y^DD7x^Mf^) 7-\-yV-)\s-2-4 )V) ^> ? > 

(220) N- t -7f^y*^f-^-3-7^-4-t + V-5-(5- 
20 (2, 6-y^DD7x-JM^) t Y 7 7-^- 1 -4)10 

®> 

(221) N-7x-;l/*;i//f-;i'-3-75y-4-t^7-5- (5- (2, 
6-y^nD7x-)Mf^) r h 7V*-;u- 2 -4;i0 -"O?^, 

(222) N- (2-7x-^if;^;V-f-Jl') -3-75 y-4 -t^V- 
25 5 - (5 - (2, 6-y^on7x^>fJl/) x h 7 7-^- 2 -4 A/) 
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(223) N-7x^JVt + y^f^*^*-^"3 -75 J — 4 -*4f V - 
5- (5- (2, 6-y^nn7i-Wf^) r b 7 V*-;u- 2 ->f M 

5 (224) N — (2- (^*^fc: Kn-2-**V-7-*£tf >- 1 -4 fr) fu 
e^-JV) -3-7^-4-^^7-5 - (5- (2, 6-y?no7 

(225) N— (2 S- if- h7t KD-5-t + V- 1, 4 > 

n°>-4--r;v) ^ne*-v) - 3-7U-4-t^v-5 - (5- 

10 (2, 6-y^DD7i^Mf^) f b77-^-l-^l') 
It, 

(226) N- (2 S - (2, 3 ->f > Kn-3, 4 -r h 7 t Kn- 2 + 
7 7-t't;' >- 1 ->f^) •/nif*-^) -3-7^-4-^-^7-5- 

(5- (2, 6-y?on7i-iMf^) t Yy s S-fr-l -4 fr) ^ 

15 

(227) N- (2 3-7<y-4-t 
^ v _5_ (5_ (2, 6-y^D7x-WfiP) fh7 ( /-^-2 
->f>u) ^>?>®, 

(228) N- (tf>; v>-4 ->f;Mf;^ + v) *;u*'-;u-3-75 y- 
20 4 -**7-5- (5- (2, 6-y^DD7x^;Mf^) rh^V*- 

(229) N — (f Ko77>-3-^^ + y) 3 -7 * 
y_ 4 _^^y_5_ (5- (2, 6-y7Dn7i-)MfJb) rhy 
V-;w-2--f^) ^>?>®> 

25 (230) N- (3-7no^yyWy) *;l/*-JV-3-7^/"-4-^ 
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3r 7 - 5 - (5- (2, 6-y^DD7x^Mf^) t YyV*-^- 2 

(231) N- (2 -7*n^>*3rv) i])V$-)l<-3 -757-4-** 7- 

5- (5- (2, 6-V^D07i-JMfJl/) T \ 7V*-)V- 2 -4)1^) 
5 "<>9>WL, 

(232) N- (-f7* vy- 2 -4 ;Mf;^^y) *;w**-;u-3 -75 y 
-4-**7-5- (5- (2, 6 -y^n7x-JMfiP) f 1^77* 
-;i^-2 -^f;u) ^>*>Ik 

(233) N- (i-yf Vy- 1 -4 )V* )V>tf~^- 3 -7 5 J 
10 -4-**7-5- (5- (2, 6-y^DD7x-Wf^) f h 7 V* 

-)i-2 - 4 lis) ^y*? y^ 

(234) N- (4-t-7-f^7x-JV) ^^-^-3-7^-4-*^ 
7- 5 - (5- (2, 6-^no7x-^f^) ff^V'-^-l- 

^7* 7g£, 

15 (235) N-7x-;Mf^W-;i/-3-r5/-4-t^V-5-(5 
- (2, 6-^?on7x-JMf;i') r h 7 7*-^- 2 -4)\>) ^y ? 

(236) N-7ol^^7,;1/*-^-3 -7 5 /-4 -**7- 5 - (5 - (2, 

6- y^OD7x^Mf^) r h 77*-^- 2 -^f;W) ^7?7g£ N 
20 (237) N— (2 - (t7^l/>-l x-^;w) 7WW*z:^- 3-75 

y-4-^-^7-5- (5- (2, 6-7?on7x-JMf^) xh7 

7*-;v-2-^;u) s<y?y&, 

(238) N- (7-7^1^7-2-^^) 7^^-;i/-3-7<7-4-t^7 
-5- (5- (2, 6-y7DD7x^Mf^) r h 7 2 - 4 

25 ^7? 7$, 
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(239) N- (t7^U>-l-^^) x^-;V-3-7^-4-t^V 
-5- (5- (2, 6-y?OD7x^MfJV) r h 7 V-^- 2 - -f 

(240) N— (2-7x-)l'Xf^l/) X^*-;l^-3 -T5 y - 4 -**V 
5 -5- (5- (2, 6-y^DD7x-)MfJV) -rhyV-^-2-^ 

(241) N — (4 -yP^x-nO X^*-;l^-3 -7^-4 -*3rV- 

5- (5- (2, 6->^DD7x-JMf^) f F77'-^-2-^v) 

>Ks 

10 (242) -7 5 -**V- 5 - (5- (2, 

6- y^DD7x-JMfJl') r h 7 2 -^f;U) 

(243) N- 'J >- 8 ->f^) ^/U*-A/-3-T^y-4-**V- 

5- (5- (2, 6-v^DD7x-;Mf;V) r h 7 7*-^- 2 ->f A/) 

15 (244) N- (5-y>f^7^t7^y- 1 -4*0 x;i/*-;w-3 - 
7?;-4-t+y-5 - (5- (2, 5-^DD7x;;Mfi) r 

(245) N- (4--Fn7x-iP) x;l/^-^-3-7^-4-t + 7- 
5 _ (5 _ (2, 6-y?OD7x-JMf^) r h 7 V-;U- 2 - -OU) 

20 

(246) N-7x-;^;Wt-^-3-7^7-4-t^7-5- (5- (2, 

6- y^D0 7x-JWf)H fl>77"-^-l-^M 

(247) N- (2-7^071-*) 3-757-4 -*4rV 
-5- (5- (2, 6->7nn7x-J^fJV) r h 9 V— ^ — 2-4 

25 /U) 
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(248) N- (4-7;l/tD7x-;l/) ^;l/^-;t/-3-75;-4-t^rV 
-5- (5- (2, 6-^nn7x-;Mf^) fh77-^-2-^ 

(249) N- (3-7)l/|D7x-;l/) X;U*-;l/-3 -75 7-4 -t^V 
5 -5- (5- (2, 6-y?nn7x^WfJl/) r b 7 V-fr- 2 - >f 

(250) N- (2-7 , n^7x-^) 7Jl/*-;V-3 -75 7-4 -^^r V- 
5- (5- (2, 6 -y?DD7x-JMf)l') r h 7'/-^- 2 ->T;U) 

10 (251) N- (4 F+y7x-jV) 7.^*-^- 3 

-5- (5- (2, 6-y^OD7x-WfJH r h 5 V-A'- 2 - W 

(252) N- (4 - h V 7Wn^f;i/7x-^/) X^-^-3-7 5 7 - 
4-**V-5- (5- (2, 6-y^nD7x^Mf)P) f ^7- 

15 ;P-2->f;w) ^f^K* 

(253) N- (ft7x>-2-^V) 7Jl/^-;U-3-7<y-4-^^V 
-5- (5- (2, 6-y'7DD7x^Mff) r h 7 2 - 4 

(254) N- (3-7x^7Dt» X;^-;l^-3-7^-4-t^rV 
20 -5- (5- (2, 6-y^D7x-Wf^) fh77-^-2-^f 

(255) N- (2 -7^D7x-Jl/) 3-757-4 -t*V 
-5- (5- (2, 6-y?nn7i-;Mf^) t^7*-^-l-^ 
*) 

25 (256) N- (4-?nn7x-*) ^^t-^-3-7 5 7-4-t^rV- 
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5- (5- (2, 6-y?nD7i-JMfJl/) f h 9 2 ->f JlO 

(257) N- (3 -?DD7i^) ^.;v*-;i/-3 -7 5 y-4 -t + v- 
5- (5- (2, 6-y'7nD7x-JMf^) f h 7 2 -4 /U) 

5 ^>?>$S> 

(258) N- (2-^OD7x-^) * 3 -7 5 J-4-**V- 
5- (5- (2, 6->^nD7x-;Mf)l') x h 5!/-^- 2 -*f ;W 
^> £ >B£> 

(259) N- (2 -7x-H + y7x^) 3-7^-4- 
10 **7-5- (5- (2, 6-y^nD7x^JMf^) rh^V*-JU- 

(260) N- (2 -7xi^7x-Jl') *;t/*~;V-3 -75 J - 4 -**7 
-5- (5- (2, 6-^DD7x-]Mf^) Th7V*-^-2-^ 
IV) 

15 (261) N — (3 -7x-Jl/7ntf)l/) x;i/*^i;l/-3 -75^-4 -t*v 
-5- (5- (2, 6-y^nD7x-Wf;i') tY7V-)\<-\-4 

(262) N— ( 2 — > Ky7x-)1/) x^-^-3-7^-4-i + V 
-5- (5- (2, 6-^DD7x;Wf*) f f7 , /-^-2-'f 

20 JW) ^7? 7$, 

(263) N- (2, 6-y'7Wn7x-^) XJU*-;U- 3 -7 5 y - 4 - 
**7-5- (5- (2, 6-y^D07x-;Mf;v) rF77-^- 

2--r^) 

(264) N- (4-y7;7x^) x^*-iV-3-7^-4-t + 7- 
25 5 - (5 - (2, 6 - y 7 n D 7 x - f )V) f ^ 7 7 - )1/ - 2 - ^V) 
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(265) N- ^^*-^-3 -75 7-4 -t^rV- 

5- (5- (2, 6-7^007x^1^^) f h 7V-^- 2 ->fJU) 

5 (266) N-(4-^f;V7i-^)^^-^-3-75;-4-t^y- 
5- (5- (2, 6-y^DD7i^f^) f h9'/-A/-2->f*) 
^>*>&, 

(267) N- (4-7x-;b7x-f) 7)^-^-3-7?y-4-t^7 
-5- (5- (2, 6-y^nn7x-JMf^) f h 2 - 4 

10 >U) ^7*7$, 

(268) N- (5-v'7f^7^ 7 ^7 * U 7 - 1 ->f ;U) X;i/*^;u-3 - 
7^-4-^*7-5- (5- (2, 6-7^D7x-iMf;V) r 

h7 7*-;u-2 --f ^7*>K, 

(269) N- (3 -7x-^7x-^) X;^-^-3-757-4-t*7 
15 -5- (5- (2, 6-^?nn7x-;Mf^) f l«77*-^-2-^ 

(270) N — (4-7-bf^7? 7 7x^) ^;kt-;V-3-7< 7-4- 
**7-5- (5- (2, 6-y^nD7x-;Mf^) rh77*-;u- 
2-<tfr) ^7? 7®, 

20 (271) N- (4 - t -7f^7x-lP) 3-757-4 

7-5- (5- (2, 6-/?nD7xx;Mf^) t h 7 7*-^- 2 - 
4 )V) ^7*7$, 

(272) N — (5 -v7f7U75 ^t7^>- 1 ~>f A') 3 - 

757-4-^*7-5- (5- (2, 6-^OD7i-Wf^) r 
25 h7 7*-^-l-^^ ^>^>S, 
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(273) N- (5- ft7x-/-2-^f^) X^*- 
)V-3 -75 /-4 -**V-5- (5- (2, 6-y^D7xrib^ 

(274) N- (1- (3-?nu-5-M7;v*u^;Pfc: , 'j> ? >-2-'f 
5 ;V) t?u-;U-2 -^f;l/ )XJ^-^-3-7< ./-4-**V-5-(5 

- (2, 6-y?oD7x^WfJb) fh7 , /-^-2-0) 

(275) N- (4-7i-;l't + y7x-JV) X)l/^-^-3-7 5 7 - 4 - 
t^rV-5 - (5- (2, 6-y^Dn7i^;Mf^) f h7V-^- 

10 2 ->T flO >Wis 

(276) N-(4-7x^)^t7x^)l')^)^-^-3-7?y-4-t 
*7-5- (5- (2, 6-y'7Dn7x^Wf^) rl>77-^-2 
->f;u) 

(277) -7^y-4-t^rV-5- (5 - 
15 (2, 6-y^DD7x^JMf^) f^7 , /-JV-2-^^) ^y^> 

®, 

(278) N- (4 -7x^^7x^)1/) 3-7^7-4 -**7 
-5- (5- (2, 6-y7DD7xzj^f^) fF7V*-^-2-^f 

20 (279) N - (4-7i-«/*A'#-Wf , ^7x-^) 7^*^-3-7 
?;-4-t + V-5 - (5 - (2, 6-y?nD7x^MfM f b 
?7-;l/- 2 --ov) 

(280) N- (2 -T-bf-^T 5 7- 4 - ^W77-JV - 5 - A )V) 
^-;i/-3-75/-4-t^7-5 - (5- (2, 6-'^no7x- 

25 ;u^^;i/) f h7V*-^-2 s*y?yM, 
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(281) N- (2, 2, 2 - h 'J 7**nxf^JU*i^-3 -T3 J - 4 
-**V-5- (5- (2, 6-y^07i-Wf^) f^V*-^ 
-2--Oi«) ^*>BL 

(282) N — (2-f'J7;VtD^f;i/7x-;i/) ^*i^-3-75 y- 
5 4-**7-5- (5- (2, 6-v'7nD7i-iMfJb) xh9V- 

2 ->f *) 

(283) N — (^>V'77f>-4-'f^) X;i/*-^-3-7^-4-t 
*V-5- (5 - (2, 6-y7nD7x;;Mf^) fh77-^-2 
-4 ;u) ^> 9 

10 (284) N- (3, 5->7f;W7tW7*-^-4-^l/) XJUtf-Jl/- 
3-7^-4-t^V-5 - (5- (2, 6-^Dn7x-WfJP) 
fFr/-^-2-^) ^ > * >g£, 

(285) N— (2 -^>v;l/^-^ri/7>;i/**-;l/7 5 / if*) x**^;u-3 
-7<7-4-t^V-5- (5- (2, 6-y7D07x-iMfJP) 

15 fh77'-*-2->f;v) 

(286) N- (1, 1 - 9 J**VtY5K Knft7x>-3-'f fr) 
-Jb-3-7?y-4-t^7-5 - (5- (2, 6-y^OD7x-^ 

/f^) t F 7 y* — )V—2 —4 )^) 

(287) N- (5-7x^l/*M^7<y/Wt7x>-2->fil') 
20 X;V^-^-3-75y-4-^^f7-5- (5- (2, 6-V?OD7 

(288) N- (2, 1, 3-^> , /f7y77'-^-4-^H 
3-7</-4-**V-5- (5- (2, 6-y'7on7x-;MfM 
r h 7/-*-2 --f;w) 

25 (289) N- (4-T-tf-*T3 7 7x^) ^**-^-3-T< 7-4 - 
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**V-5- (5- (2, 6-y^no7i-JMf)V) y-YyV-)V- 

(290) N- (4-7x-m7x^) ^*-*-3-7?>'-4-t 

*v-5- (5- (2, 6—>^nn7x-ji/^f;i/) f h7V*-;Kl 
5 —A fr) s<>9>WL* 

(291) N - (2--hD7x-^) 7^*-^-3-7^7-4-t J rV- 
5- (5- (2, 6-y^no7x-;Mf)l/) x h 7 V-^- 2 - ^ ;u) 

(292) N-(*'/7r— 10-^) ^**-^-3-7^-4-t* 
10 V - 5 - (5- (2, 6->^no7x-JMf)l') rh9*/-^-2- 

(293) N- (6 -?nn^ 5 [2, 1 -B] f7V-^- 5 ->f ^) X 
;wt-JV-3-7^-4-i^fV-5- (5- (2, 6->'^D7x 
^;l/^f-;l/) f h 7 2 ->f >W <^>?>B^ 

15 (294) N- (5- (2 f- If V 5^-4-^*) ft7x>-2 
->f;l/) yUl>*-;l/-3-7^-4-**y-5- (5- (2, 6-v 
^DD7x-JMf^) r h y\r-fr- 2 ->f^) ^?>S^ 

(295) N- (4 -y^7P7x-;V) TJW*-^- 3 - 7 a J - 4 - * * V - 
5- (5- (2, 6-y?DD7x-JM^) r 

20 ^>?>$> 

(296) N- (4-7f^7x-^) ^;^t-;V-3-7^-4-t^rV- 
5 _ ( 5 _ (2, 6-y^D7x-)^f^) r h^V-iU- l --Ol/) 
^> ? >S£> 

(297) N- (5- K V*** V*-;W- 3 -4*) ft7x>-2-^f^) 
25 */l/*-*-3-7 3 ;-4-t^V-5 - (5- (2, 6-^DD7 
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(298) N— (5- (4-^nn7ziA'#H-A'75;yf^) f*7x 
>-2->Ol/) ^M-^-3-75;-4-**y-5- (5- (2, 
6-y?oo7i-W^) f F7V'-il/-2-^V) ^>?>B£, 
5 (299) N— (4 - (tfn ij v>- 1 ->f 7U) 7x-^) 3 — 7 

< 7 - 4 -**V- 5 - (5- (2, 6-^OD7i-;Mf^) Th 

(300) N- (4- (-t;!/* 1 ; >-4 --f >u) 7i-^) x;u*-;w-3-T 
^y-4-**7-5- (5 - (2, 6-y^DD7i-JMf^) xh 

10 7 7*-^- 1 -A fr) s<>?>&, 

(301) N— (4 -7x-;i/^;i/7 ^-)V7i-)i') 3 -T < 7 
-4-**V-5- (5- (2, 6-v ? ?OD7x-Wfil') f h 7 V 

(302) N — (4-7x-;l/^;i'*-^7x-;i/) Xfl/*-/U-3 -7^- 
15 4-**7-5-(5-(2, 6-^no7x-iMf Jl-) fh77*- 

(303) N— (4-7577x-;V) *)\,*-)V- 3 -7 5 y-4-** V- 
5- (5- (2, 6-y^DD7x-;MfM r h 7 V-^- 2 - >f /U) 
^> ^ >S&> 

20 (304) N — (N, N-v^>v^7<y) */HK-^- 3 -7 < y - 4 -t 
^ V - 5 - (5- (2, 6-v?do7x^^) rh?V-/l'-l 
->f;v) 

(305) N- (N-^>v^-N-y 5 y) 3-757- 

4-** 7- 5- (5 - (2, 6-y^nn7x-;Mf;P) ft-77- 

25 ju- 1 ->f /i0 *<>9 
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(306) N-^>y>t^y*W-^-3-T^ J -4 -**V- 5 -(5 

- (4-T5;7x-Jl/f^-) f h7V*-^-2-^;l/) 

(307) N-^^v;U^-^v*;l"K-^-3-T^ y-4-**V-5-(5 

- (4-7^7x-W) r b^/-*- 1 -4 

5 (308) N- (2-75 X;l/*-;U-3 -75y-4-t^V-5 

- (5- (2, 6-y^nn7x^JMfJV) r h 9 V-*- 2 ->f /P) 

(309) N- (N-^>y^7?y) X/U*-/l<- 3 — T 5 y - 4 -**7- 
5- (5- (2, 6-y^nD7x-JMf^) f h 7 2 - -f AO 

10 ^^?>g£> 

(310) N- (2- (2 -y yif^t^y) x^A-**-» *>u»K- 
^-3-7?y-4-t^V-5- (5- (2, 6-y^ao7x-^f 

*) fh77-^-2-^^) ^>?>$, 

(311) N- (2- (2-y Kvxf^t^y) x-^l/:**v) */u>K-* 
15 -3-7^-4-^^7-5- (5- (2, 6-y?D07x-W) 

r h7V-^- 1 -4 AO sotyflt* 

(312) N- (2 -7x^^xWt) J1/-3 -7< V-4-^^r 
V-5- (5- (2-?no7x-m) fh? , /-A'-2->fA') ^ 
^*>&> 

20 (313) N- (2-7x^Jl/XfjVft) *JWfx;l/-3-7^y-4-t^ 
V-5- (5- (2-?nD7x-;vft) fh? , /-^-l->fA') ^ 

(314) N - (2 -r-fef-^7 5 MWt) i])Vtf=.)\s- 3 - 7 5 y - 4 

- * V - 5 - (5- (2, 6-y^OD7x-Wt) f h77-^- 
25 2-4 AO ^>?>$> 
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(315) N — (2-7-bf-A'7 3 yxf^ft) Jj)lstf-)V-3-T< 7-4 
-**V-5- (5- (2, 6->'^n7x-W) fF57-^- 

^>?7$, 

(316) N — #>Wi*~;l/-3 -7 5 7- 
5 4-**V-5-(5-(2, 6-^DD7i-H*) r b 9 V- ;u 

-2-^71/) ^>?>®, 

(317) N- (2-7*^75 /xfjvt^y) 77;u**-;u-3 -757- 

4- **V-5- (5- (2, 6-y^nD7x-W) fh7V-)V 
- 1 -4)V) 

10 (318) N- (2- (2-7- KyxW#y) xf-ju ■?■;}■) 

3-7^-4-t^r7-5- (5- (2, 6->^OD7x^f^) 

(319) N- (2- (2-7 h*'>J.f-^**"» x-^-f 77;p^*-;i/- 
3 -75 7 -4 -**7- 5 - (5- (2, 6->'^nD7x-W) 

15 7- Y i ->f iv) s*y? >fc 

(320) N- (2-7i-^iW*) 7>;l/^*-;U-3 -7 5 7 -4 
V-5- (5- (7x^W) r F7V-^-2->f^) ^>*>BS> 

(321) N- (2-7x-^xf;kft) ij 3 -7 5 7 - 4 - 
V-5- (5- (7x-*ft) t 1*7 V — )\> — \ — 4 fr) 

20 (322) N- (2-yW7?;xf^) ^;l/*-il/-3-7 5 7-4 -t 
*V-5- (5- (2, 6-y^DD7x-;Mf^) fh7'/-^-2 
->f^) 

(323) N- (3->WxX^) X;V*^;l/-3 -75 7-4 -**V- 

5- (5- (2, 6-y^oo7xx;Mf^) f b 7 2 -4 )V) 

25 
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(324) N— (4-^y^Dt>7x-;i/) x;i^*-;i/-3-T^y-4-* 
^ y - 5 - (5- (2, 6-y^on7x-JMf^) -f h 9 V- ;u - 2 
->f;i/) 

(325) N— (4-'fV7'ne^7x-;i/) 3 -7 ^ J - 4 

5 * V - 5 - (5- (2, 6-^DD7x-;Mf^) f F97-^-l 

(326) N- X**-Jl/-3-75y-4-* 
+ V-5- (5- (2, 6-^OD7x-Wf;V) f^V-^-l 

10 (327) N — (4-7"fJ^ + v7x-;l/) 3 -7 < J - 4 

*7-5- (5- (2, 6-^DD7x-Wf^) fh57-^-2 

(328) N— (4 -7*?-;1'**v7jl-;U) 3 -7 ^ y - 4 

dr v - 5 - (5- (2, 6-y'7nD7x-Wf^) 7^77-^-1 
15 ->f^) ^>*7®, 

tih (Dimes'? &z>m *<Dmmw. 1 Mft^fk^o 
1 5 . <fc#»# 

20 (1) 3 - (N- (2 - (^*-*f £ KP-2-**V-3 S- (7x;;PW 
^7^) 7-tffcf7- 1 ->f;U) ) yntT^-;U) 
y - 5 - (5- (2, 6-^nD7x;Wf^) f ^7-^-1- 
<i JI/) >®u 

(2) 3 - (N— (2 - Kd-2 -**7-3 S- (7i^** 

25 *^;l/7^) 7MMy-\-4)\<) ) -fu\L*-fr) 7^;-4-*^ 
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V-5- (5- (2, 6-^nD7a^f-*) f f7V-^-2- 
4^) ^v ? 

(3) 3 - (N- (2 - (^^r-g-H Kn-2-**7-3 S - (7x-)W^ 

>jf-A/T$^) 7-tftfv- 1 -4;v) ) yotft-^) 7?;-4-t^ 

5 V-5- (5-7xz;MWh7 > /-^-l-'f^) ^V?>g£, 

(4) 3 — (N— ( 2 — (AWKD-2-W-3S- (f77*-)V- 
4 -^v*;^f-;v7^ 74fvf>-i ) 7n^-^) 75 
V-4-**V-5- (5- (2, 6->^DD7x;)Mf^) f f7 

7-;i/- l-j ^>*>$, 
10 (5) 3- (N- (2- Ko-2-**V-3 S- (f77*-JV- 

4-^;i/*;l/^;l/7^) 7-tf If >- 1 -4 ^) ) -fu\£*-)V) T\ 
J -4 -**V-5- (5-7x-)Mf^rF77'-^-l-^Jl') ^ 

(6) 3- (N- (2- (^*-9-k Kn-2-**V-3 S- (b?VvV-3 
15 --(^*^^75 7) 7-tftfV- 1 -4 AO ) TDt't-^) 7W 

-4-^ V-5 - (5 - 7x-;MfJl/r b 7 v*-^- 1 ->fX/) ^v 

(7) 3 - (N — ( 2 — (^^t: Kn-2 - **V-3 S- (*V V V-2 
-^i^;P^;l/75 7) 7-tftf>- 1-4*0 ) ynif^-;u) 757 

20 -4-**V-5- (5-7x-;Mf^fh77*-^-l-^l') ^V 

*yse> 

(8) 3- (N- (2- Kn-2-**V-3 S- W)V>-2 
-4;i/*ju**-^7< v) 7-tftfv- l -4;u) ) 7*oet-;W 7<y 

-4 -**7- 5 - (5-7x-;Mf;i/fh7 > /-^-l-^V) ^V 
25 * 
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(9) 3 - (N — (2 - Kn - 2 -**V-3 S - (*^* V f- 

l-^;^^-^^) T-tf bf >— 1 — -f >u) ) ■/otf*-^) 7 5 
y-4-t^V-5 - (5-7x^)MWf7V-^-l-^) ^ 

5 (10) 3- (N— (2- (A^ftbKo-2-t^V-3S- (tfVv>- 
4 ->f ;p*;V^-;V7 5 J) TW > - 1 -4 ) fU\L^=-)V) T\ 
y-4 -**7-5- (5-7x-JMWh7 , /-A'-l-^V) ^ 

(11) 3- (N- (2- (AHtKn-2-t^V-3S- 

10 y7x-;i/*H'^7^) 7-*ft?>- 1 -4*) ) 7o 7 
5y-4-t^V-5- (5-7x-WW h7V-^- 1 ->f )U) 

(12) 3- (N- (2- KD-2-t*V-3S- (3-^h^r 
y7x-^*;V*-)l'7U) 7 -if \£>- 1 ->f ) -fu\L*-fr) 7 

15 ;;_4_^-^ v _5- (5-7x^JMfJVf h7V'-^-l-^^) 

(13) 3- (N— (2- (A^tnFD-2-t^fy-3S- (4- 

-✓f;l/) ) 7nt?*~;u) 7* 4 -**V- 5 - (5-7x-iMf 
20 fry- h J V-fr- 1-4 Jl>) 

(14) 3- (N- (2- (A^tKn-2-t^fy-3S- 

y_ 4 _^ + v _5_ (5-7i-WWh5 , /-Jl'-l-'f)l') ^ 

y?y&. 

25 (15) 3- (N- (2- (A^tKD-2-t^y-3S- (tf;v>- 

734 



WO 97/24339 



PCT/JP96/03801 



3 -4 Jl>%n>tf-n>TS 7) T¥.My-\-4fr) ) -fnMt-fr) 7 5 
/-4-**y-5- (5- (2, 6-/^n7i-Wf^) th7 
7*-;i/- l ^>?>®, 

(16) 3- (N- (2- (^Mffc Ko-2-**V-3 S- (4-v7f- 
5 ;i/7 5y7x-)i/*;^'-;v7^y) 7* 1 --f )V) ) yoft- 

7^-4-t + V-5- (5-7x-JMWf7y-*-l- 

(17) 3- (N- (2- (A^fftKn-2-t^V-3S- (3-*>M? 
^y7x-Jl/*W-^7< 7) 7-tf tf 7- 1 ) T'otft^^) 

10 75 7 -4 -**7-5- (5 - 7x-;M W h 7 1 - >f 

>u) 

(18) 3- (N- (2- (A^tKn-2-t^V-3S- (4-*^jJ? 
^y7x-;^;^-^7^) 7-tft?7- 1 -4*) ) 7"netzjV) 
7 5 7 -4 - * * 7 - 5 - (5-7i-WW b 7 1 - >f 

15 /u) ^y^ym, 

(19) 3- (N- (2- (A^tKD-2-t^rV-3S- U 5 
;u-5 -^;i/#;l>#-;i/7 5 7) 7-tftf>- 1 ->f ) 7*n^-ji) 
757-4-** 7 -5- (5-7i-W f;Vf h 7 7-^- 1 -4 

)V) s*y?yB, itzii 

20 (20) N- (2- (4-7J^n7j-^) -4-*^V-5-^>yA't 

* y * )V#=-)VT 5 7 tf 'j 5 y y - 3 ->f AO > fyp a ;w**~;i/- 3 - 7 

57-4-^-^7-5- (5- (2, 6-^D07i-Wf^) f h 
7 7*-;i/-l-^^) A>^>g, 

25 ii*;fc.^2Mfi&?*&m#oi&ffl$& l mfE«^^^Wo 
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1 6 . tt&mtf 

(1) N- ( (N- (3-7x-;l/yoift-^) -L-'<y-flO -L- 
7 7-^) -3 -7< 7-4 -**V-5- (5-b'J7^ta>f^f 

5 Y 2 -4*) 

(2) 3- (N— (2- (^^-frfc Kn-2-**V-3 S- (7x-j^)P 
^*-;WT^y) 7-tffc? 1 -4*) ) 7<7-4-:t3r 
V- 5 - (5 - b V 7Hn>W hyV-;i/- 2 ->f ;u) 

(3) N-^>v^^^v*;l^*'-^- 3 -T 5 7 - 4 V- 5 -(5 - 
10 h 'J 7*tD^f^f h 7V-^- 1 ->f;w) 

(4) N-^V«W^**#-*-3-75>'-4"* + y-5-(5- 
h'j7^in^fjl/f h7V-^-2-f^) ^>*>$, 

(5) N-^^^t^A^-A'-S - 7 5 y-4 - t^V - 5 - (5 

15 (6) N-^>y>t + ->*W^-3-7< 7-4-**V-5- (5 

- (1, l-77i-)MfiP) r h7 , /-A'-2-'f ^) 

(7) N-^>^t + y*H'-Jl/-3-7<;-4-t^ry-5- (5 

- (1, l-y7x-)Mf^) fh7/-^-l-^V) 

20 (8) N-^> v^^^rv*^^"^- 3 -75 7-4 -**V- 5 -(5 - 

25 17. »*©«H* 1 SfciEfcoHtta; (I ) r~7FZtiZ>f- YyV-fr 
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mmtt. *iib<D&m&&. ztibvwum®^ ztz\±ztih<n*ftm 

18. H*0|fiH» 1 «K|B««)HB5S: (I) ^Wrh^y-^ 

19. ft*af&m i «KE«w-JlfcS: (i) ^Wfh77-^ 
*itfe©*«ffifi, *ft£Offitf*in»ffi. $tzliZtib(D7kmm 

10 tlX^GtZ J (II) *SR*i, ^SSffiSHfc 

j: rraaaaitiE, «^ j&&o£-#*e, 3 * * , 

J», -L^^ TPV^-r-m. 

15 AIDS, ARC (AIDS«I) * itATffllfefiii, ^ 

?sa»i4f:ifiL, s^as***^ tfi^M^^, mmmsL^mm-m, 
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